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WE CLAIM: 

1 . A substituted amine of formula (X) 



OH 



N CH NH 

I /\ 

Ri ^9 ^3 



(X) 



where Ri is: 

(I) Ci-C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, C r C 7 alkyl (optionally 

10 substituted with C1-C3 alkyl and C r C 3 alkoxy), -F, -CI, -Br, -I, -OH, 

-SH, -ON, -CF 3 , C1-C3 alkoxy, -NRt- a Ri- b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 
and -OC=0 NRi_ a Ri-b where Ri_ a and R^are as defined above, 

(II) -CH 2 -S(O) 0 -2-(Ci-C 6 alkyl), 

(III) -CH 2 -CH 2 -S(O) 0 -2-(Ci-C6 alkyl), 

1 5 (IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , d-C 3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri- b are - 
H or C r C 6 alkyl, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 
20 with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 

-SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri- b are -H or C r C 6 
alkyl, 

(VI) -(CH 2 )ni-(Ri-aryi) where n! is zero or one and where Ri-aryi is 
phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 

25 optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: 

(A) Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, and -NRi- a Ri- b where Ri_ a and Ri. b are as defined above, -ON, -CF 3 , Ci-C 3 
30 alkoxy, 
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(B) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where Ri. a and R^are - 
HorCi-C 6 alkyl, 

5 (C) C 2 -C 6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri- a and Ri_ b are - 
HorCi-C 6 alkyl, 

(D) -F, CI, -Br or -I, 

10 (F) -C r C 6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NR N -2Rn-3 where R N -2 and R N -3 are as defined below, 

(H) -OH, 

(I) -ON, 

1 5 (J) C3-C7 cycloalkyl, optionally substituted with one, two or 

three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri-b are -H or Ci-C 6 alkyl, 
(K)-CO-(C r C 4 alkyl), 

(L) -S0 2 -NRi- a Ri-b where R k and Ri_ b are as defined above, 
20 (M) -CO-NRi-aRi-b where Ri- a and Ri- b are as defined above, or 

(N) -S0 2 -(C r C 4 alkyl), 
(VII) -(CH2)ni-(Ri-hete roa ryO where m is as defined above and where 
Ri-heteroaryiis selected from the group consisting of: 
pyridinyl, 

25 pyrimidinyl, 

quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 

30 pryidazinyl, 

pyrazinyl, 
isoindolyl, 
isoquinolyl, 
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quinazolinyl, 

quinoxalinyl, 

phthalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 
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benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofuranyl, 

benzotetrahydrothienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 
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pyrimidinyl N-oxide, 
pyridazinyl N-oxide, 
pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide, 
phthalazinyl N-oxide, 
imidazolyl N-oxide, 
isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 

benzimidazolyl N-oxide, 

pyrrolyl N-oxide, 

oxadiazolyl N-oxide, 

fhiadiazolyl N-oxide, 

triazolyl N-oxide, 

tetrazolyl N-oxide, 

benzothiopyranyl S-oxide, 

benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi g^P is bonded to -(CH 2 ) n r by any ring 
atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond 
the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are as defined 
above, 
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(2) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRuRi-b where Ri_ a and Ri. b are 
-HorCi-C 6 alkyl, 

5 (3) C 2 -C 6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri_ b are 
-H or C r C 6 alkyl, 

(4) -F, CI, -Br or -I, 

10 (6) -C r C 6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NR N -2Rn-3 where R N -2 and R N - 3 are as defined below, 

(8) -OH, 

(9) -ON, 

15 (10) C 3 -C 7 cycloalkyl, optionally substituted with one, two or 

three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C r C 3 alkoxy, -NRi-JRi-b where Ri_ a and Ri_ b are -H or C r C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S0 2 -NRi_ a Ri-b where Ri_ a and Ri_ b are as defined above, 
20 (13) -CO-NRi-aRi-b where Ri- a and Ri. b are as defined above, or 

(14) -S0 2 -(C r C4 alkyl), with the proviso that when ni is zero 
Ri-heteroaryi is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH 2 )ni-(Ri.heterocycie) where m is as defined above and 
Ri-heterocyde is selected from the group consisting of: 
25 morpholinyl, 

thioxnorpholinyl, 
thiomorpholinyl S-oxide, 
thioxnorpholinyl S,S-dioxide, 
piperazinyl, 
30 homopiperazinyl, 

pyrrolidinyl, 
pyrrolinyl, 
tetrahydropyranyl, 
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piperidinyl, 

tetrahydrofuranyl, 

tetrahydrothienyl, 

homopiperidinyl, 

homomorpholinyl, 

homothiomorpholinyl, 

homothiomorpholinyl S,S-dioxide, and 

oxazolidinonyl, 

dihydropyrazolyl 

dihydropyrrolyl 

dihydropyrazinyl 

dihydropyridinyl 

dihydropyrimidinyl 

dihydrofuryl 

dihydropyranyl 

tetrahydrothienyl S-oxide 

tetrahydrothienyl S,S-dioxide 

homothiomorpholinyl S-oxide 

where the Ri-heterocycie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-hetemcycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 

(1) Ci-C 6 alkyl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi- a Ri- b where Ri- a and Ri_ b are as 
defined above, 

(2) C 2 -C 6 alkenyl with one or two double bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C^N, -CF 3 , C r C 3 alkoxy, and -NRi- a Ri-b where 

Ri_ a and Ri_ b are -H or d-C 6 alkyl, 

(3) C 2 -C 6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where 
R t _ a and Ri_ b are -H or Ci-C 6 alkyl, 
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(4) -F,C1, -Br or -I, 

(5) Ci-C 6 alkoxy, 

(6) -Ci-C 6 alkoxy optionally substituted with one, two, 

or three of -F, 

5 (7) -NR N -2Rn-3 where R N -2 and R N -3 are as defined 

below, 

(8) -OH, 

(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
10 two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 

-C=N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where R u and Ri_ b are -H or Ci-C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S0 2 -NRi_ a Ri-b where Ri- a and Ri- b are as defined 

above, 

15 (13) -CO-NRi- a Ri-b where Ri. a and Ri„ b are as defined 

above, 

(14) -S0 2 -(CrC 4 alkyl), or 

(1 5) =0, with the proviso that when ni is zero 
Ri-heterocyde is not bonded to the carbon chain by nitrogen; 

20 where R 2 is: 

(I) -H> 

(II) C r C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri- a and R } . b are as defined 

25 above, 

(III) -(CH2WR2-1 where R 2 -i is Rj-aryi or Ri-heteroaryi where Ri_aiyi and 
Ri-heteroaryi are as defined above; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

30 -F, -CI, -OH, -SH, -C-N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri_ b are - 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -C^N, -CF 3 , C r C 3 alkoxy, and -NRi- a Ri- b where 
R } _a and Ri_ b are -H or Ci-C 6 alkyl, 
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(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -CsN, -CF 3 , C r C 3 alkoxy, and -NRuRi^ where Ri_ a and Ri_ b are -H or Ci-C 6 
alkyl, or 

5 (VI) -(CH2)o-4- C3-C7 cycloalkyl, optionally substituted with one, two 

or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 alkoxy, and -NRi-aRi-b where Ri_ a and Ri_b are -H or Q-C6 alkyl; 
where R3 is: 
(I)-H, 

10 (II) Ci-C 6 alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi. a Ri-b where R]. a and Rj-t are as defined 
above, 

(III) -(CH 2 )cm-R2-i where R 2 _i is R^ or Ri-heteroaryi where R^i and 
1 5 Ri-heteroatyi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, 

(V) C2-C6 alkynyl with one or two triple bonds, or 

(VI) -(CH2)o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 

20 -CF 3 , C1-C3 alkoxy, and -NRi_aRi_ b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn-2-> where Rn-2 is as defined below; 

25 where Rn is: 

(I) Rn-i-Xn- where Xn is selected from the group consisting of: 

(A) -CO-, 

(B) -SO2-, 

(C) -(CR'R")i-6 where R' and R" are the same or different and 

30 are -H or C1-C4 alkyl, 

(D) -CO-(CR'R")i-6-X N -i where X N -i is selected from the group 
consisting of -O-, -S- and -NR'- and where R' and R" are as defined above, and 

(E) a single bond; 
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where R N -i is selected from the group consisting of: 
(A) R N -aryi where R N -ary! is phenyl, 1-naphthyl, 2-naphthyl, 
tetralinyl, indanyl, dihydronaphthyl or 6,7,8,9-tetrahydro-5H-benzo[a]cycloheptenyl, 
optionally substituted with one, two or three of the following substituents which can 
be the same or different and are: 

(1) C1-C6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R Ua and Ri_ b are as 
defined above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 

(6) -ON, 

(7) -(CH 2 )o-4-CO-NRn-2Rn-3 where R N -2 and R N -3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-C 6 alkyl optionally substituted with one 
substitutent selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-C 6 alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C3-C7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C 2 -C 6 alkenyl with one or two double 

bonds, 

(h) -C 2 -C 6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

one triple bond, 

(j) -Ri-aryi where Ri^yi is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 

above, 
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double bonds), 
5 three triple bonds), 

above, 
10 defined above, 
defined above, 



(8) -(CH 2 ) 0 -4-CO-(C r Ci2 alkyl), 

(9) -(CH 2 )o-4-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 )o-4-CO-(C 2 -Ci2 alkynyl with one, two or 

(1 1) -(CH 2 )o-4-CO-(C 3 -C7 cycloalkyl), 

(12) -(CH 2 ) 0 -4-CO-Ri-aryi where Ri. a r y i is as defined 

(13) -(CH 2 ) 0 -4-CO-Rl-heteroaiyl where Rl-heteroaryl is as 

(14) -(CH 2 ) 0 ^-CO-RM 1 eterocycte where Ri-heterocycle IS as 



(15) -(CH 2 )o-4-CO-R N -4 where R N -4 is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 

1 5 homomorpholinyl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 

homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: C\-C$ alkyl, 

(16) -(CH 2 ) 0 -4-CO-O-R N -5 where R N -5 is selected from 



20 



25 



30 



the group consisting of: 

above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(a) Ci-C 6 alkyl, 

(b) -(CH 2 ) 0 -2-(Ri-aryi) where Ri- a ^is as defined 

(c) C2-C6 alkenyl containing one or two double 

(d) C 2 -C 6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, and 

(f) -(CH 2 )o-2-(Rl-heteroaryl) where Rl-heteroaryl I s *S 

(17) -(CH 2 )o-4-S0 2 -NR n .2Rn-3 where R N . 2 and R N -3 are 

(18) -(CH 2 )o^SO-(CrC 8 alkyl), 

(19) -(CH 2 )o-4-S0 2 .(Ci-Ci2 alkyl), 

(20) -(CH 2 )(M-S02-(C3-C 7 cycloalkyl), 
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(21) -(CH 2 )o-4-N(H or R N . 5 )-CO-0-R N - 5 where R N . 5 can 
be the same or different and is as defined above, 

(22) -(CH 2 )(m-N(H or R N . 5 )-CO-N(R N -s)2, where R N -s 
can be the same or different and is as defined above, 

(23) -(CH 2 )o-4-N-CS-N(R N -5)2, where R N - 5 can be the 
same or different and is as defined above, 

(24) -(CH 2 )o-4-N(-H or R N . 5 )-CO-R N - 2 where R N . 5 and 
R N _ 2 can be the same or different and are as defined above, 

(25) -(CH 2 ) 0 -4-NRn- 2 Rn-3 where R N - 2 and R N - 3 can be the 
same or different and are as defined above, 

(26) -(CH 2 ) 0 .4-Rn-4 where R N -4 is as defined above, 

(27) -(CH 2 ) 0 ^-O-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 )(M-0-P(0)-(OR N .aryn)2 where R N . aiyH is -H 

or C1-C4 alkyl, 

(29) -(CH 2 ) 0 -4-O-CO-N(R N -5)2 where R N . S is as defined 

above, 

(30) -(CH 2 )m-0-CS-N(Rn- 5 )2 where R N -s is as defined 

above, 

(31) -(CH 2 )o-4-0-(R N -5)2 where R N -5 is as defined above, 

(32) -(CH 2 ) 0 -4-O-( R N - 5 )2-COOH where R N . 5 is as 

defined above, 

(33) -(CH 2 ) 0 -4-S-( R N -s)2 where R N -5 is as defined above, 

(34) -(CH 2 ) 0 ^-O-(Ci-C 6 alkyl optionally substituted 
with one, two, three, four, or five -F), 

(35) C3-C7 cycloalkyl, 

(36) C 2 -C 6 alkenyl with one or two double bonds 
optionally substituted with Q-C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , d-C 3 
alkoxy, or -NRi. a Ri. b where R]. a and Ri- b are as defined above, 

(37) C 2 -C 6 alkynyl with one or two triple bonds 
optionally substituted wilh C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C,-C 3 
alkoxy, or -NRi-aRu, where Ri- a and Ri. b are as defined above, 

(38) -(CH 2 >M-N(-H or Rn- 5 )-S0 2 -Rn-2 where R N -s and 
R N . 2 can be the same or different and are as described above, or 

(39) -(CH 2 ) 0 -4- C 3 -C 7 cycloalkyl, 
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(B) -R N -heteroaryt where R N -heteroaTyi is selected from the group 



pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 
thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

fhiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 
348 



isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
isochromanyl, 
chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 

isobenzotetrahydrothienyl, 

isobenzothienyl, 

benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofuranyl, 

benzotetrahydrothienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 
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above, 

double bonds), 
three triple bonds), 

above, 

defined above, 
defined above, 



(k) -Ri-heteroaryl where Ri-heteroaryl IS as defined 

(8) -(CH 2 )o^-CO-(Ci-Ci2 alkyl), 

(9) -(CH 2 )o^-CO-(C 2 -C 12 alkenyl with one, two or three 

(10) -(CH 2 ) 0 -4-CO-(C 2 -Ci 2 alkynyl with one, two or 

(11) -(CH 2 ) 0 -4-CO-(C 3 -C 7 cycloalkyl), 

(12) -(CH 2 )o^-CO-Ri- ar yi where Ri-aryi is as defined 

(13) -(CH 2 )o-4-CO-Ri. h eteroaryl where Ri-heteroaiyl ™ as 

(14) -(CH 2 )o-4-CO-Ri-heterocycle where Rl-heterocycle IS as 



(15) -(CH 2 ) 0 -4-CO-R N -4 where Rn-4 is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpholinyl, homomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-C 6 alkyl, 

(16) -(CH 2 ) 0 ^-CO-O-Rn-5 where R N -5 is selected from 

the group consisting of: 

(a) Ci-C 6 alkyl, 

(b) -(CH 2 )o-2-(Ri-aryi) where Ri-aiyiis as defined 



above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(c) C 2 -C6 alkenyl containing one or two double 

(d) C 2 -C 6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, 

(f) -(CH 2 ) 0 - 2 -(Rl-heteroaryO where Rl-heteroaryl is as 

(17) -(CH 2 )o^-S0 2 -NR N - 2 Rn-3 where R N _ 2 and R N . 3 are 

(18) -(CH 2 ) 0 ^-SO-(Ci-C 8 alkyl), 
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(19) -(CH 2 )o-4-S02-(Ci-C, 2 alkyl), 

(20) -(CH 2 )o-4-S02-(C 3 -C7 cycloalkyl), 

(21) -(CH 2 ) 0 ^-N(H or R N - 5 )-CO-0-R N -s where R N -s can 
be the same or different and is as defined above, 

(22) -(CH 2 )o-4-N(H or R N - 5 )-CO-N(R N - 5 )2, where R N - 5 
can be the same or different and is as defined above, 

(23) -(CH 2 WN-CS-N(Rn- 5 )2, where R N -s can be the 
same or different and is as defined above, 

(24) -(CH 2 ) 0 -4-N(-H or R N . 5 )-CO-R N -2 where R N -5 and 
R N . 2 can be the same or different and are as defined above, 

(25) -(CH 2 ) 0 _4-NR N - 2 Rn-3 where R N . 2 and R N . 3 can be the 
same or different and are as defined above, 

(26) -(CH 2 )(m-Rn-4 where R N -4 is as defined above, 

(27) -(CH 2 )<m-0-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 )o^-0-P(0)-(OR N .aryn)2 where R N -aryi-i is -H 

or C1-C4 alkyl, 

(29) -(CH 2 ) 0 -4-O-CO-N(Rn- 5 )2 where R N -s is as defined 

above, 

(30) -(CH 2 )o-4-0-CS-N(R N - 5 )2 where Rn-s is as defined 

above, 

(31) -(CH 2 ) 0 -4-O-(Rn-5)2 where R N -s is as defined above, 

(32) -(CH 2 ) 0 ^-O-( R N . 5 )2-COOH where R N -s is as 

defined above, 

(33) -(CH 2 )<m-S-( R N -5)2 where R N -5 is as defined above, 

(34) -(CH 2 V4-0-(Ci-C 6 alkyl optionally substituted 
with one, two, three, four, or five of: -F), 

(35) C3-C7 cycloalkyl, 

(36) C 2 -C 6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi- a Ri-b where R u and Ri_ b are as defined above, 

(37) C2-C6 alkynyl with one or two triple bonds 
optionally substituted with C,-C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 3 
alkoxy, or -NRi-aRi- b where Ri. a and Ri-bare as defined above, or 
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(38) -(CH 2 )o-4-N(-H or R n _ 5 )-S0 2 -Rn-2 where R N - 5 and 
R N . 2 can be the same or different and are as described above, or 

(39) -{CH 2 )oa- C3-C7 cycloalkyl, 

(C) RN-aryi-W-RN-aryi, where R N -aryi is defined as above, 

(D) R N -ary1-W-RN-heteroaryl, Where RN-aryi and RN-heteroaryl are aS 

defined above, 

(E) R N -aryl-W-R N -l-heterocycle, where R N -heterocycle IS defined as 

Ri-heterocycie, is defined above, 

(F) RN-heteroaryl-W-R N -aryl, where R N . ary iand R n -heteroaryl are aS 



10 defined above, 
above, 



(G) RN-heteroaryl-W-RN-hetema^U w here R N -heteroaryl IS 3S defined 



(H) RN-heteroaryl-W-R N -l-heterocycle, where R N -l-heterocycle IS aS 

defined as Ri-heterocycie is as defined above, and where R N -heteroaryi is as defined above, 

1 5 (I) RN-heterocycle" W-RN-aiyl, where R N -heterocycle IS as defined aS Rt. 

heterocycie is defined and where RN-aryi are as defined above, 

(J) RN+eterocycl e -W-R N -heteroa^U where RN-heterocycle is 3S defined aS 

Ri-heterocycie as defined above and R N -heteroaryi are as defined above, and 

(K) RN-heterocycle-W-RN-l-heterocycle, where R N -heterocycle and R N - 

20 heteroaryi are as defined above, 

where W is 

(1) -(CH 2 ) 0 -4-, 

(2) -0-, 

(3) -S(O) 0 -2-, 

25 (4) -N(Rn-s)- where R N -5 is as defined above, or 

(5) -CO-, 

(II) -CO-(Ci-Ci 0 alkyl) where alkyl is optionally substituted with one, 
two, or three substitutents selected from the group consisting of: 
(A) -OH, 

30 (B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where Rn-8 is -H, C r C 6 alkyl or -phenyl, 

(E) -CO-NR N -2Rn-3 where R N -2 and R N - 3 are the same or 
different and are as defined above, 
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(F) -CO-Rn-4 where R N -4 is as defined above, 

(G) -S0 2 -(Ci-C 8 alkyl), 

(H) -SO2-NRN-2RN-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 

5 (I) -NH-CO-(C r C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -g is as defined above, 

(K) -NR N -2Rn-3 where R N -2 and R N -3 are the same or different 
and are as defined above, 

(L) -Rn-4 where Rn-4 is as defined above, 
10 (M) -0-CO-(C r C 6 alkyl), 

(N) -0-CO-NR N -gRN-8 where R N -g are the same or different and 

are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
1 5 three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), and 

(R)-F,or-Cl 

(ffl) -CO-(Ci-C 6 alkyl)-0-(Ci-C 6 alkyl) where alkyl isoptionally 
substituted with one, two, or three substitutents selected from the group consisting of: 
20 (A) -OH, 

(B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N .g is -H, C r C 6 alkyl or -phenyl, 

(E) -CO-NR N -2Rn-3 where R N -2 and R N -3 are the same or 
25 different and are as defined above, 

(F) -CO-Rn^ where Rn^ is as defined above, 

(G) -S0 2 -(Ci-C 8 alkyl), 

(H) -S0 2 -NR N -2Rn-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 

30 (I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -s is as defined above, 
(K) -NRn. 2 Rn-3 where Rn-2 and R N -3 are the same or different 
and are as defined above, 

(L) -Rn-4 where R N -t is as defined above, 
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(M) -OCO-(Ci-C 6 alkyl), 

(N) -O-CONRn-sRn-8 where the R N „gs are the same or different 
and are as defined above, 

(0) -0-(C r C 5 alkyl)-COOH, 

5 (p) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(C!-C 6 alkyl), 

(R) -F, -CI, 

(IV) -CO-(CrC 6 alkyl)-S-(Ci-C 6 alkyl) where alkyl is optionally 
10 substituted with one, two, or three substitutents selected from the group consisting of: 

(A) -OH, 

(B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N -s is as defined above, 

1 5 (E) -CO-NR N -2Rn-3 where R N -2 and R N -3 are the same or 

different and are as defined above, 

(F) -CO-Rn-4 where Rn-4 is as defined above, 

(G) -S0 2 -(Ci-C 8 alkyl), 

(H) -S0 2 -NR N -2Rn-3 where R N -2 and R N -3 are the same or 
20 different and are as defined above, 

(1) -NH-CO-(C r C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -8 is as defined above, 
(K) -NRn-2Rn-3 where R N - 2 and R N . 3 are the same or different 
and are as defined above, 
25 (L) -R N -4 where R N -4 is as defined above, 

(M) -0-CO-(C r C 6 alkyl), 

(N) -O-CO-NRn-sRn-s where R N -s are the same or different and 

are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 
30 (P) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, -I), 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), 

(R)-F, or -CI, 
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(V) -CO-CH(-(CH 2 )o-2-0-RN-lo)-(CH 2 )o-2-RN-aryl/RN-hete«>a I yl) where R N _ 

aryi and Rw-heteroaryi are as defined above, where R N -io is selected from the group 
consisting of: 

(A)-H, 

5 (B)C r C 6 alkyl, 

(C) C3-C7 cycloalkyl, 

(D) C2-C6 alkenyl with one double bond, 

(E) C2-C6 alkynyl with one triple bond, 

(F) Ri-aryi where Ri_ ary i is as defined above, and 

10 (G) RN-heteroaryi where R N -heteroaryi is as defined above, or 

(VI) -CO-(C3-C 8 cycloalkyl) where alkyl is optionally substituted with 
one or two substitutents selected from the group consisting of: 

(A) -(CH 2 ) 0 .4-OH, 

(B) -(CH 2 )o-4-Ci-C 6 alkoxy, 

1 5 (C) -(CH 2 ) 0 -4-Ci-C 6 thioalkoxy, 

(D) -(CH 2 )o-4-CO-0-R N -8 where R N - 8 is -H, Ci-C 6 alkyl or - 

phenyl, 

(E) -(CH 2 )o_ 4 -CO-NR N -2Rn-3 where R N -2 and R N -3 are the same 
or different and are as defined above, 

20 (F) -(CH 2 ) 0 _ 4 -CO-R N -4 where R N -4 is as defined above, 

(G) -(CH 2 ) 0 „4-SO 2 -(Ci-C 8 alkyl), 

(H) -(CH 2 ) 0 _4-SO 2 -NR n _ 2 Rn-3 where R N _ 2 and R N -3 are the same 

or different and are as defined above, 

(I) -(CH 2 ) 0 .4-NH-CO-(CrC 6 alkyl), 

25 (J) -NH-CO-O-Rn-8 where R N -g is as defined above, 

(K) -(CH 2 ) 0 _ 4 -NR n _ 2 Rn-3 where R N - 2 and R N -3 are ttie same or 
different and are as defined above, 

(L) -(CH 2 ) 0 _4-Rn-4 where Rn-4 is as defined above, 
(M) -0-CO-(C r C 6 alkyl), 
30 (N) -0-CO-NR N -8Rn-8 where R N -8 are the same or different and 

are as defined above, 

(O) -0-(C r C 5 alkyl)-COOH, 
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(P) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci-C6 alkyl), and 
(R) -F, or -CI, 

where Rc is: 

(I) -Ci-Cio alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-Ce alkoxy, -O-phenyl, -NR^R^ where Ri_ a and Ri_ b are as 
defined above, -OC=0 NRi. a Ri-b where R Na and R]_ b are as defined above, -S(=O) 0 -2 
R!_ a where Ri_ a is as defined above, - NRi- a C=0 NRi_ a Ri_ b where R u and Ru> are as 
defined above, -C=0 NRi- a Ri-b where Ri_ a and R]_ b are as defined above, and -S(=0) 2 
NRi. a Ri- b where Ri. a and Ri_ b are as defined above, 

(II) -(CH 2 )o-3-(C3-C 8 ) cycloalkyl where cycloalkyl can be optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , d-Q, alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(Ci-C 4 alkyl), and -NR]. a Ri- b where Ri_ a and Ri_ b are as defined above, 

(III) -(CRc-xRc- y )o-4-Rc-aryi where Rc_ x and Rc- y are 

-H, 

C1-C4 alkyl optionally substituted with one or two -OH„ 
C1-C4 alkoxy optionally substituted with one, two, or three of: 

-F, 

-(CH 2 )o-4-C 3 -C 7 cycloalkyl, 

C2-C6 alkenyl containing one or two double bonds, 
C2-C6 alkynyl contianing one or two triple bonds, 
phenyl-, 

and where Rc- X and Rc- y are taken together with the carbon to which they are 
attached to form a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom selected from the 
group consisting of -0-, -S-, -S0 2 -, and -NR N -2- and Rc-aryi is the same as R N -aryi; 

(IV) -(CRc-xRc- y )o-4-Rc-heteroaiyi where Rc-heteroaryi is the same as R N - 
heteroaryi and Rc-x and Rc-y are as defined above, 

(V) -(CRc-xRc^o^-Rc-aryi-Rc-aryt where Rc-aryi, Rc-x and Rc- y are as 

defined above, 
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(VI) -(CRc- X Rc-y)o^-Rc-aryrRc-heteroary] where Rc-aryl , Rc-heteroary], Rc-x and 

Ro y are as defined above, 

(VII) -(CRc-xRc-y)o-4-Rc-heteroaryt-Rc-aryl where Rc-heteroaryb Rc-ary], Rc-x 

and Rc- y are as defined above, 

5 (VIII) -(CRc-xRc-y)o-4-Rc-heteroaryI-Rc-heteroaryi where Rc-heteroaryl, Rc-x and 

Rc- y are as defined above, 

(IX) -(CR c .xRc-y)o4-Rc-aryi-Rc-heterocycie where Rc- ary i, Rc-x and Rc- y are 
as defined above, and Rc-heterocycie is the same as RN-heterocycie, 

(X) -(CRc-xRC-y)o-4-RC-heteroaTyl- Rc-heterocycle Where Rc-heteroaryl, Rc-heterocycle, 

10 Rc- X and Rc- y are as defined above, 

(XI) -(CRc- x Rc-y)o-4-Rc-heteTOcycIe-Rc-aryl Where Rc-heterocycie, Rc-aryl, Rc-x 

and Rc- y are as defined above, 

(XII) -(CRc- x Rc-y)o-4-Rc-heterocycle-Rc-heteroaryl Where Rc-heterocycle, R<> 

heteroaryl, Rc-x and Rc- y are as defined above, 

15 (XIII) -(CRc-xRc-y)o-4-Rc.heterocycle~Rc-heterocycle Where Rc-heterocycle, Rc-x 

and Rc- y are as defined above, 

(XIV) -(CRc- x Rc-y)o-4-Rc-heterocycie where Rc-heterocycie, Rc-x and Rc- y are 
as defined above, 

(XV) -[C(Rc-i)(Rc-2)]i-3-CO-N-(R C -3)2 where Rc-i and Rc- 2 are the 
20 same or different and are selected from the group consisting of: 

(A) -H, 

(B) -Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, Ci-Cs alkoxy, -O- phenyl, and -NRi_ a Ri-b where R\. a and Ri_b are as 

25 defined above, 

(C) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -0- phenyl, and 
-NRi-aRi-b where Ri_ a and R^, are as defined above, 

30 (D) C2-C6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 

C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3s C r C 6 alkoxy, -O- phenyl, and 

-NRi-aRi-b where Ri_ a and Ri_ b are as defined above, 

(E) -(CH 2 ) 1 . 2 -S(O) 0 .2-(C 1 -C 6 alkyl), 
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(F) -(CH2)o-4-C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, -NRi_ a Ri_ b where Ri_ a and 
Ri_bare as defined above, 
5 (G) -(C 1-C4 alky^-R^-aryi where Rc-aryi is as defined for Ri- ary i, 

(H) -(Ci-C 4 alkyl)-Rc-heteroaryi where Rc-heteroaryi is as defined 

above, 

(I) -(C1-C4 alkyl)-Rc-heterocycte where Rc-heterocyde is as defined 

above, 

1 0 (J) -Rc-heteroaryi where Rc-heteroaryi is as defined above, 

(K) -Rc-heterocyde where Rc-heterocycie is as defined above, 
(M) -(CH2)i-4-Rc-4-(CH2)o-4-Rc'-aryi where Rc-4 is -0-, -S- or 
-NRc-5- where Rc-s is Ct-Ce alkyl, and where Re-aiyi is as defined above, 

(N) -(CH2)M-Rc-4-(CH2)o4-Rc-heteroaryi where Rc4 and Rc- 
1 5 heteroaryi are as defined above, and 

(O) -Rc-aryi where Rc-aryi is as defined above, 
and where Rc-3 is the same or different and is: 

(A) -H, 

(B) -Ci-C 6 alkyl optionally substituted with one, two or three 
20 substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and -NRi- a Ri-b where Ri_ a and Ri_ b are as 
defined above, 

(C) C 2 -C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

25 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and Ri. b are as defined above, 

(D) C 2 -C 6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Cj-C 6 alkoxy, -O- phenyl, and 

30 -NRi- a Ri-b where Ri_ a and Ri_b are as defined above, 

(E) -(CH 2 )<m-C3-C 7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
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-Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and -NRi_ a R t - b where R^ a 
and Ri_b are as defined above, 

(F) -Re-aryi where Rc-aryi is as defined above, 

(G) -Rc-heteroaryi where Rc-heteroary! is as defined above, 

(H) -Rc-heterocyde where Roheterocycie is as defined above, 

(I) -(C1-C4 alkyO-Rc-aryi where Re-aryi is as defined above, 
(J) -(C1-C4 alkyl)-Rc-heteroaryi where Rc-heteroaryi is as defined 



above, or 
10 above, 

defined above. 



(K) -(C1-C4 alkyl)-Rc-heterocycie where Rc-heterocyde is as defined 
(XVI) -CH(Rc-aryi)2 where Rc-aryi are the same or different and are as 



(XVII) -CH(Rc-heteroary02 where Rc-heteroaryi are the same or different and 
are as defined above, 

1 5 (XVIII) -CH(Rc-aryl)(Rc-heteroaryO where R C -aryl and Rc-heteroaiyl are as 

defined above, 

(XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryt or 

Rc-heteroaryl Or Rc-heterocycie where Rc-aryl Or Rc-heteroatyl Or Rc-heterocycle are as defined 

above where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl is optionally 
20 replaced with NH, NR N _ 5 , O, or S(=O) 0 . 2 > and where cyclopentyl, cyclohexyl, or 

-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
-ON, -CF 3 , Ci-C 6 alkoxy, =0, or -NRi- a Ri-b where Ri_ a and Ri_ b are as defined above, 

(XX) C2-C10 alkenyl containing one or two double bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 

25 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri-b where Ri_ a and Ri. b are as defined above, 

(XXI) C2-C10 alkynyl containing one or two triple bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 

30 -NRi_ a Ri_b where Ri_ a and Rt_ b are as defined above, 

(XXI) -(CH2)o-i-CHRc-6-(CH 2 )o-i-Rc-ar y i where Rc-aryiis as defined 
above and Rc-6 is -(CH 2 )o-6-OH, 
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(XXII) -(CH2)o-l-CHRc-6-(CH 2 )o-l-Rc-heteroaryI where Rc-heteroaryl and Rc-6 

is as defined above, 

(XXIII) -CH(-Rc- ai7 i or Rc-heteroary])-CO-0(CrC 4 alkyl) where Rc- at7 i 
and Rc-heteroatyi are as defined above, 

5 (XXIV) -CH(-CH 2 -OH)-CH(-OH)-phenyl-N0 2 , 

(XXV) (Ci-C 6 alkyl)-0-(Ci-C 6 alkyl)-OH, 

(XXVII) -CH 2 -NH-CH 2 -CH(-0-CH 2 -CH 3 ) 2 , 

(XXVIII) -H, or 

(XXIX) -(CH^-C^NRi^tNRi-aRi-b) where R^ and R^ are as 
10 defined above; 

or a pharmaceutical^ acceptable salt thereof. 

2. A substituted amine of formula (X) according to claim 1 
where Rj is: 

15 -(CH 2 ) 0 .l-(Rl-aryO 

-(CH 2 ) n i -(Ri -heteroaiyl) 

where Rn is: 

Rn-i-Xn- where Xn is selected from the group consisting of: 

-CO-, and 
20 -S0 2 -, 

where Rn-i is selected from the group consisting of: 

-RN-aiyi, and 

"RN-heteroaryis Or 
-CO-CH(-(CH 2 )o. 2 -0-R N -lo)-(CH 2 )o. 2 -RN-aryl/ R N-heteroaryl); 

25 where Rc is: 

-Ci-C 8 alkyl, 

-(CH 2 )o-3-(C3-C 7 ) cycloalkyl, 

-(CRc-xRc-y)o^-Rc-aryU 
-(CRc-xRc-y)o-4"Rc^ieteroaryl, 
30 -(CRc-xRc-y)o-4**Rc-heterocycle 9 Or 

-cyclopentyl or -cyclohexyl ring fused to Rc-aryi or Rc-heteroaryi or Rc- 

heterocycle. 



3. A substituted amine of formula (X) according to claim 2 
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where Ri is: 

-(CHzMRt-aryi), or 

-(CH2)-(R 1 -heteroaryl); 

where R2 is -H; 
5 where R 3 is -H; 

where Rn is: 

Rn-i-Xn- where Xn is: 
-CO-, 

where R N -i is selected from the group consisting of: 

10 -RN-aryl, 

"Rn -heteroaryl? 

where Rc is: 

-(CH 2 )o- 3 -(C3-C 7 ) cycloalkyl, 

-(CRc- x Rc-y)o-4-Rc-aryl 5 
1 5 -(CRc- x Rc-y)o-4"Rc-heteroaryt, 

-(CRc- x Rc-y)o-4-Rc-heterocycle 5 OX 

-cyclopentyl or -cyclohexyl ring fused to a Rc-aryi or Rc-heteroaryi or 

Rc-heterocycle. 

20 4. A substituted amine of formula (X) according to claim 3 where Rc is: 

-(CRc- x Rc-y)o-4-Rc-aryU 
-(CRc-xRc-y)o-4~Rc-heteroaryl, 

-cyclopentyl or -cyclohexyl ring fused to a Rc-aryi or Rc-heteroaryi or 

Rc-heterocycle. 

25 

5. A substituted amine of formula (X) according to claim 1 where Ri is 

-(CH2)-(Ri-aryi) where Ri.^ is phenyl. 

6. A substituted amine of formula (X) according to claim 1 where Ri is 
30 -(CH 2 )-(Ri-aryi) where R^i is phenyl substituted with two -F. 

7. A substituted amine of formula (X) according to claim 6 where the -F substitution 
is 3,5-difluorobenzyl. 
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8. A substituted amine of formula (X) according to claim 1 where R 2 is -H. 

9. A substituted amine of formula (X) according to claim 1 where R 3 is -H. 

10. A substituted amine of formula (X) according to claim 1 where R N is 

Rn-i-Xn- where X N is -CO-, where R N -i is R N -aryi where R N -aryi is phenyl 
substituted with one -CO-NR N -2Rn-3 where the substitution on phenyl is 1,3-. 

1 1 . A substituted amine of formula (X) according to claim 1 0 where R N -2 and R N -3 
are the same and are C3 alkyl. 

12. A substituted amine of formula (X) according to claim 1 where R N is 

R N _ r X N - where X N is-CO, where R N .i is R N -aryi where R N -aryi is phenyl 
substituted with one Ci alkyl and with one -CO-NR N -2Rn-3 where the substitution on 
the phenyl is 1,3,5-. 

13. A substituted amine of formula (X) according to claim 12 where R N -2 and R N -3 
are the same and are C3 alkyl. 

14. A substituted amine of formula (X) according to claim 1 where R N is 

Rn-i-Xn- where Xn is -CO-, where Rn-i is RN-heteroaryi where RN-heteroaryi is 
substituted with one -CO-NRn- 2 Rn-3. 

15. A substituted amine of formula (X) according to claim 14 where R N -2 and R N - 3 
are the same and are -C3 alkyl. 

16. A substituted amine of formula (X) according to claim 1 where Rc is: 

-(CRc-xRc-y)o-4-Rc-aryi where Rc-aryiis phenyl, 

-(CRc-xRc-y)o-4~Rc-heteroaryb 

-Cyclopentyl Or -Cyclohexyl ring fused tO a Rc-aiyl OX Rc-heteroaryl Or Rc-heterocycie- 

17. A substituted amine of formula (X) according to claim 16 where Rc is: 

-(CRc-xRc- y )o^-Rc-aryi where Rc-aryi is phenyl. 
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18. A substituted amine of formula (X) according to claim 17 where phenyl is 
substituted in the 3-position or 3,5-positions. 

19. A substituted amine of formula (X) according to claim 16 where Rc is: 

5 "(CH2)-Rc-heteroaryl • 

20. A substituted amine of formula (X) according to claim 16 where Rc is; 

-(CH2)-Rc-heterocycle. 

10 21 . A substituted amine of formula (X) according to claim 16 where Rc is: 
-cyclohexyl ring fused to a phenyl ring. 

22. A substituted amine of formula (X) according to claim 1 where the 
pharmaceutically acceptable salt is selected from the group consisting of salts of the 

15 following acids acetic, aspartic, benzenesulfonic, benzoic, bicarbonic, bisulfuric, 
bitartaric, butyric, calcium edetate, camsylic, carbonic, chlorobenzoic, citric, edetic, 
edisylic, estolic, esyl, esylic, formic, fumaric, gluceptic, gluconic, glutamic, 
glycollylarsanilic, hexamic, hexylresorcinoic, hydrabamic, hydrobromic, 
hydrochloric, hydroiodic, hydroxynaphthoic, isethionic, lactic, lactobionic, maleic, 

20 malic, malonic, mandelic, methanesulfonic, methylnitric, methylsulfuric, mucic, 
muconic, napsylic, nitric, oxalic, p-nitromethanesulfonic, pamoic, pantothenic, 
phosphoric, monohydrogen phosphoric, dihydrogen phosphoric, phthalic, 
polygalactouronic, propionic, salicylic, stearic, succinic, sulfamic, sulfanilic, sulfonic, 
sulfuric, tannic, tartaric, teoclic and toluenesulfonic. 

25 

23. A substituted amine of formula (X) according to claim 1 which is selected from 
the group consisting of: 

N^iClS^R^l-CS^-difluorobenzyl^-hydroxy-S-KS- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
30 N 1 -{(lS,2R)-lK3,5-difluorobenzyl)-3-[(2-fuiylmethyl)amino]-^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophfhalamide, 

N 1 -[(lS,2R)-l-benzyl-3-(ethylamino)-2-hydroxypropyl]-N 3 ,N 3 - 
dipropylisophthalamide, 
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N 1 4(lS,2R)-l-benzyl-3-(benzylamino)-2-hydroxypropyl]-N 3 ,N 3 - 
dipropylisophthalamide, 

N l -[( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -(isopropylamino)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 
5 N^tClS^^-l-benzyl^-hydroxy-B^-toluid^propyll-N 3 ^ 3 - 
dipropylisophthalamide, 

N^^lS^^-l-benzyl^-hydroxy-S-fP^- 
methoxyphenyl)ethyl]amino}propyl)-N 3 > N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 
1 0 dipropylisophthalamide, 

ethyl { [(3 S)-3-( {3 -[(dipropylamino)carbonyl]benzoyl } amino)-2-hydroxy-4- 
phenylbutyljamino} (phenyl)acetate, 

N^(lS)-l-benzyl-2-hydroxy-3-{^ 
nitrophenyl)e%l]amino}p^ 
1 5 N ! - {(1 S ,2R)-1 -benzyl-3-[(2-chlorobenzyl)amino]-2-hydroxypropyl} -N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-34(4-chlorobenzyl)amino]-2-hydroxypropyl}-N^ 
dipropylisophthalamide, 

N 1 -((lS 5 2R)-l-benzyl-2-hydroxy-3-{[2-(2- 
20 hydroxyethoxy)e%l]amino}propyl)-N 3 ? N 3 -dipropylisophthalamide, 

N^Kl S,2R)- 1 -benzyl-3-(2,3-dihydro-l H-inden-1 -ylamino)-2-hydroxypropyl]- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-hydroxypropyl)amino]propyl}-N 3 ,N 3 - 

dipropylisophthalamide, 
25 N 1 -{(lS 5 2R)-l-benzyl-2-hydroxy-3-[(tetrahydro-2- 
furanylme%l)amino]propyl}-N 3 > N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-3-[(2>diethoxyethyl)amino]-2-hydroxypropyl}^ 
dipropylisophthalamide, 

N*-[(l S,2R)- 1 -benzyl-3-(butylamino)-2-hydroxypropyl]-N 3 ? N 3 - 
3 0 dipropylisophthalamide, 

N l ^(lS,2R)4-benzyl-3-(cyclohexylamino)-2-hydroxypropyl]-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(2-pyridinylmethyl)amino]propyl} - 

N 3 ,N 3 -dipropylisophthalamide, 
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N l -{(lS,2R)-3-[(2-aminobenzy^ 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -pyridinylmethyl)amino]propyl } - 
N 3 ,N 3 -dipropylisophthalamide, 
5 N l -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [2-( 1 -pyrroIidinyl)ethyl]amino }propyl)- 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS ? 2R)-l-benzyl-2-hydroxy-3-[(2-hydroxy-2- 
phenylethyl)amino]propyl}-N 3 ? N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)4-benzyl-3-[(3-butoxypropyl)amino]-2-hydroxypropyl}-N 3 ? ^ 

1 0 dipropylisophthalamide, 

N ! -{(lS 5 2R)-l-benzyl-2-hydroxy-3-[(3-isopropoxypropyl)amino]propyl}- 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-l-benzyl-2-hydroxy-3<isopentylammo)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 
15 N 1 -{(lS ? 2R)-l-benzyl-2-hydroxy-3-[(3-phenylpropyl)amino]propyl}-N 3 ,N 3 - 

dipropylisophthalamide, 

N i -{(lS,2R)4-benzyl-2-hydroxy-3-[(2-methoxyethyl)amino]propyl}-N 3 

dipropylisophthalamide, 

N 1 -{(lS,2R)4-benzyl-2-hydroxy-34(2-phenoxye%l)amino]propyl}-N 3 ,N 3 - 

20 dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-propoxyethyl)amino]propyl}-N 3 , 

N 3 -dipropylisophthalamide, 

N l -{(lS,2R)4-benzyl-3-[(33-dimethylbutyl)amino]-2-hydroxypropyl} 
-N 3 5 N 3 -dipropylisophthalamide, 
25 N 1 -{(lS,2R)-l-benzyl-2-hydroxy-34(4-phenylbutyl)amino]propyl}-N 3 ,N^ 

dipropylisophthalamide, 

N^IClS^RJ-l-benzyl^-hydroxy-S-fCS-iodobenay^aminolpropyll-N 3 ^ 3 - 

dipropylisophthalamide, 

N 1 -{(lS)-l-benzyl-2-hydroxy-3-[(4-nitrobenzyl)amino]propyl}-N 3 ,N 3 - 

30 dipropylisophthalamide, 

N l -{(lS,2R)4-benzyl-3^(3-chlorobenzyl)amino]-2-hydroxypropyl^ 
dipropylisophthalamide, 

N l -(( 1 S,2R)-1 -benzyl-3- { [2-(4-chlorophenyl)ethyl]amino} -2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide, 
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^-((1 S,2RH -benzyl-24i^ 
-N 3 ,N 3 -dipropylisophthalamide 5 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4-pyridinylmethyl)amino]propyl } - 
N 3 ,N 3 -dipropylisophthalamide, 
5 N l -((lS ? 2R)-l-benzyl-2-hydroxy-3-{[2-(l-methyl-2- 

pyrrolidinyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -{(lS 5 2R)4-benzyl-34(2,3-dimethylbenzyl)amino]-2-hydroxypropy 
N 3 ,N 3 -dipropy lisophthalamide, 

N^^lS^-l-benzyl^-hydroxy^-IP- 
10 (trifluoromethoxy)benzyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -{(lS ? 2R)-l-benzyl-3-[(2-chloro-6-phenoxybenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropylisophthalamide ? 

N*-((l S,2R)-l-benzyl-2-hydroxy-3- {[4- 
(trifluoromethyl)benzyl]am 
15 N 1 -{(lS J 2R)4-benzyl-3-[(23-dichlorobenzyl)amino]^ 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-3-[(3 ,5-dichlorobenzyl)amino]-2-hydroxypropyl} - 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 5 2R)4-benzyl-3-[(3,5-difluorobenzyl)amino]-2-hydrox^ 
20 N 3 ? N 3 -dipropylisophthalamide ? 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- {[4- 
(trifluoromethoxy)ber^^ 

N 1 -[(lS,2R)-3-({244<aminosulfonyl)phenyl]e%l}amino)-l-benzyl-2- 
hydroxypropyll-^^-dipropylisophthalamide, 
25 N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(4-methoxybenzyl)amino]propyl^ 

dipropylisophthalamide, 

N I -{(lS s 2R)4-benzyl-2-hydroxy-3-[(4-methylbenzyl)amino]prop^ 

dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3 J 4,5-trimethoxybenzyl)amino]propyl} - 
30 ^^-dipropylisophthalamide, 

N*-((l S,2R)-1 -benzyl-2-hydroxy-3- { [3-(trifluoromethoxy)benzyl]amino} 
propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS ? 2R)-l-benzyl-3-[(3,5-dimethoxybenzyl)amino]-2-hydroxypropyl^ 
N 3 ,N 3 -dipropylisophthalamide, 

368 



13615.25USU4 



PATENT 



N 1 - {( 1 S,2R)- 1 -benzyl-3 -[(2 ? 4-dimethoxybenzyl)amino]-2-hydroxypropyl} - 
N 3 ,N 3 -dipropylisophthalamide, 

N l - {( 1 S,2R)- 1 -benzyl-3-[([ 1 , 1 '-biphenyl^-ylmethyOamino]^- 
hy droxypropyl } ~N 3 ,N 3 -dipropylisophthalamide , 
5 N 1 - {(1 S ? 2R)-l-benzyl-3-[(3,4-dichlorobenzyl)amino]-2-hydroxypropyl}- 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS ? 2R)4-benzyl-34(2-fluorobenzyl)amino]-2-hydroxypropyl}-N 3 s ^^ 
dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [3 -(trifluoromethyl)benzyl]amino} 
1 0 propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 3 2R)-l-benzyl-2-hydroxy-34(2-methylbenzyl)amino]propyl}-N 3 > N 3 - 

dipropylisophthalamide, 

N l ^(lS ? 2R)4-benzyl-2-hydroxy-3-{[(lR)4-phenylethyl]amino}propyl)- 
N 3 ? N 3 -dipropylisophthalamide, 
1 5 N ! -((l S,2R)-l-benzyl-2-hydroxy-3-{[(l S)-l-phenylethyl] amino} propyl)- 

N 3 ,N 3 -dipropylisophthalamide, 

N l -((lS,2R)4-benzyl-3-{[3 ? 5-bis(trifluoromethyl)benzyl]amino}-2- 
hydroxypropyl)-N 3 5 N 3 -dipropylisophthalamide 5 

N I -((lS ? 2R)-l-benzyl-2-hydroxy-3-{[2-(trifluoromethyl)benzyl]amino} 
20 propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N^aiS^-l-benzyl^-hydroxy-S-iKlSVl-Cl- 
naphthyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- {[(1 R)-l -(1 - 
naphthyl)ethyl]amino}propyl)-N 3 5 N 3 -dipropylisophthalamide ? 
25 N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(4-hydroxy-3- 

methoxybenzyl)amino]propyl}-N 3 5 N 3 -dipropylisophthalamide, 

N^(lS,2RH-benzyl-34(3,4-dihydro^ 
N 3 ,N 3 -dipropylisophthalamide, 

N l - {(1 S)-l -benzyl-2-hydroxy-3-[(3-methoxypropyl)amino]propyl} -N 3 ,N 3 - 
30 dipropylisophthalamide, 

N*-((l S,2R)-1 -benzyl-2-hydroxy-3- {[(1 S)-2-hydroxy- 1 - 
methylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- { [(1 R)-2-hydroxy-l - 
methylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -[(lS,2R)-l-benzyl-2-hydroxy-3-(2-propynylamino)propyl]-N 3 ,N 3 - 

dipropylisophthalamide, 

N ! -((l S,2R)- 1 -benzyl-3- { [2-(2-fluorophenyl)ethyl] amino } -2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide, 
5 N^(lS;2R)-l-benzyl-3-{[2-(3-flu^^^ 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -benzyl-3 - { [2-(4-fluorophenyl)ethyl]amino } -2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide ? 

N l -((lS 5 2R)4-benzyl-3-{[2-(4-bromophenyl)ethyl]amino}-2-hydroxypropyl)- 

1 0 N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -((lS)-l-benzyl-2-hydroxy-3-{[2-(3-methoxyphenyl)ethyl]amino}pTO^ 

N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -((1 S,2R)-1 -benzyl-3- {[2-(2,4-dichlorophenyl)ethyl]amino} -2- 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -((lS ? 2R)-l-benzyl-3-{[2-(3-chlorophenyl)ethyl]amino}-2-hydroxyp^^ 

N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -((lS)-l-benzyl-3-{[2-(2,5-dimethoxyphenyl)ethyl]amino}-2- 
hydroxypropyl)-N 3 5 N 3 -dipropylisophthalamide, 

N ! -((l S ? 2R)-1 -benzyl-2-hydroxy-3- {[2-(4-methylphenyl)ethyl]amino}propyl)- 
20 N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS 5 2R)-l-benzyl-3-{[(lR)-l-benzyl-2-hydroxyethyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide ? 

N l -((lS 5 2R)-l-benzyl-2-hydroxy-3-{[3-(4- 
morpholinyl)propyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 -[(lS J 2R)-l-benzyl-2-hydroxy-3-(isobutylamino)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- {[2-(4-morpholinyl)ethyl]amino}propyl)- 
N 3 ? N 3 -dipropylisophthalamide, 

N 1 -{(lS > 2R)-l-benzyl-2-hydroxy-3-[(2-hy<koxybutyl)amino]propyl}-N 3 

30 dipropylisophthalamide, 

N 1 -((1 S,2R)-1 -benzyl-2-hydroxy-3- {[2-(2-thienyl)ethyl]amino}propyl)-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4-hydroxybutyl)amino]propyl} -N 3 ,N 3 - 
dipropylisophthalamide, 
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N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[(lS)-2-hydroxy-l- 
phenylethyl]amino}propyl)-N 3 ? N 3 -dipropylisophthalamide 5 

N 1 -{(lS,2R)-l-benzyl-3-[(2 5 4-dichlorobenzyl)amino]-2-hydroxypropyl}- 

N 3 ,N 3 -dipropylisophthalamide, 
5 N^CClS^^-l-benzyl^-hydroxy-S-lfCl^^-hydroxy-l- 
phenylethyl]amino}propyl)-N 3 ? N 3 -dipropylisophthalamide ? 

N^lS,2R)-14>enzyl-3-[^^ 
N 3 ,N 3 - dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(l-phenylethyl)amino]propyl}-N 3 ? N 3 - 

1 0 dipropylisophthalamide, 

N i -((lS ? 2R)-l-benzyl-2-hydroxy-3-{[(lR,2S)-2-hydroxy-2 ? 3-dihyd 

inden-l-yl]amino}propyl)-N 3 ) N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-3-[(3 5 4-dime%lbenzyl)amino]-2-hydroxypropyl} 

-N 3 ,N 3 - dipropylisophthalamide, 
15 N^(lS,2R)-l-(3,5-difluorobenzy^ 

-methyl-2-oxoethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 <(lS ? 2R)^K3 ? 5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2Kisobuty^^ 

methyl-2-oxoethyl]amino}propyl)-N 3 5 N 3 -dipropylisophthalamide } 

N 3 -((lS ? 2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2-(isobutylamino)-^ 

20 methyl-2-oxoethyl]amino}propyl^ 

N I <(lS 5 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-{[2-(isobutylamm^^ 

dimethyl-2-oxoethyl]amino}propyl)-5^^ 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[2-(isobutylamino)-2- 
oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
25 N^tClS^-l-CS^-difluorobenzylH-hydroxy-S-CIClS)-!- 

3 3 

[(isobutylamino)carbonyl]propyl}amino)propyl]-5-methyl-N ,N - 

dipropylisophthalamide, 

N^tClS^RJ-l^^S-difluorobenzylH-hydroxy-S-CiClR)-!- 

3 3 

[(isobutylamino)carbonyl]propyl}amino)propyl]-5-methyl-N ,N - 

3 0 dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)4-(3,5-difluorobenzyl)-2-hy^^ 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-3-(ethylamino)-2-hydroxypropyl]-5^ 

methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 4(lS ? 2R)4-(3,5-difluorobenzyl)-2-hydroxy-3-(isobutylamino)propyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(isobutylamino)-2- 
methyl-3-oxopropyl]amino}propyl)-5-methyl-N^N 3 -dipropylisophthalamide, 

5 N l ^(lS;2R)-H3,5^fluorobe^ 

hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3- {[( 1 S)- 1 -benzyl-2-(isobutylamino)-2-oxoethyl]amino} - 1 -(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide J 
N l -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({(lS)-l- 
1 0 [(isobutylamino)carbonyl]-2-mefhylpropyl} ammo)propyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -((lS,2R)4<3 ? 5-difluorobenzyl)-3-{[2-(dimethylamino)e%^ 
hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
1 5 pyridinylmethyl)amino]propyl} -5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

N i ^(lS ? 2R)-3-{[(lS)44(benzyloxy)methyl]-2<isobutylamino)-^ 
oxoethyl]amino}-l-(3,5-difluo^ 
dipropylisophthalamide, 

N^lflS^-l^^-difluorobenzyO^-hydroxy-S^Cl-methyl-l- 
20 phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthal^ 

N'-tClS^-l^^-difluorobenzyO^-hydroxy-S-CiClR)-!- 
[(isobu1ylamino)carbonyl]-2-methylpropyl}ammo)propyI]-5-methyl-N ,N - 
dipropylisophthalamide, 

N^^lS^RJ-l^^-difluorobenzylH-hydroxy^-CIClS)-!- 
25 [(isobutylamino)carbonyl]butyl} amino)propyl]-5-methyl-N 3 ? N 3 - 
dipropylisophthalamide, 

N*-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(1 S)-l -(hydroxymethyl)-2- 
(isobutylamino)-2-oxoethyl]amino}propyl)-5-methyl-N 3 J N 3 -dipropy& 

N^iClS^R^l^^-difluorobenzyl^-hydroxy^-^- 
30 phenylethyl)amino]pro^ 

N 1 4(lS,2R)-3-{[(lS)-2-(benzylamino)4-me%l-2^xoethyl]^ 
difluorobenzyl)-24iydro^ 

N^aiS^-l^^-difluoroberizyO^-hydroxy-S^tClS)-!- 
phenylpropyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(lS)-2-(ethylamino)-l-me^ 
oxoethyl]amino}-2-hydroxypropyl)-5-methyl-N\N 3 -dipropylisophthalam 

N I K(lS,2R)4K3,5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2<isobutylaminoV^ 
oxo-l-phenylethyl]amino}propyl)-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
5 N J -[(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propyl]-5- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -[(lS,2R)-3Kcyclohexylamino)4-(3,5-difluorobenzyl)-2-hydroxypropyl^ 
methyl-N 3 s N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(butylamino)4-(3 5 5-difluorobenzyl)-2-hydroxypropyl]-5- 
1 0 methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxypropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 - {(1 S,2R)-1 -(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(2-hydroxy-2- 
phenylethyl)amino]propyl}-5-methyl-N 3 > N 3 -dipropylisophthalamide, 
15 N 1 -((lS,2R)-l-(3,5-difluarobenzyl)-3-{[(3R,5S)-3,5- 

3 3 

dimethoxycyclohexyl]amino}-2-hydroxypropyl)-5-methyl-N ,N - 

dipropylisophthalamide, 

dimethyl (lR s 3S)-5-{[(2R ? 3S)-4-(3,5-difluorophenyl)-3-( {3- 
[(dipropylamino)carbonyl]-5-methylbenzoyl}amino)-2-hydroxybutyl]am 

20 cyclohexanedicarboxylate, 

(lR 5 3S)-5-{[(2R3S)^-(3,5-difluorophenyl)-3-({3^(dipropylamiiio)carbonyl]- 
5-methylbenzoyl} amino)-2-hydroxybutyl]amino} -1 ,3-cyclohexanedicarboxylic acid, 

N 1 -((lS,2R)-l-(3 > 5-difluorobenzyl)-2-hydroxy-3-{[(lR)-l- 
phenylpropyl]amino}propyl)-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 
25 N^tClS^-S-fCS-chlorobenzyOaminol-l-CS^-difluorobenzyl)^- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophfhalamide, 

N-{(lS 5 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-[(2-propylpentyl)sulfonyl]beiizamide^ 

N I -[(lS ? 2R)-3-[([l ? r-biphenyl]-3-ylmethyl)amino]-l-(3 5 5-dm 
30 hydroxypropyl3-5-me%l-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyOaminojpropylJ-S-methyl-^^-dipropylisophthalamide, 

N 1 - {(1 S,2R)-l-(3 9 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methylbenzyl)amino]propyl}-5-m^ 
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N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
phenylpropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l,3-thiazol-5- 
ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N ] -{(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 

thienylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l - {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(5-methoxy-l ,2,3,4- 
tetrahydro-l-naphthalenyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
10 pyrazinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'^ClS^RVl-CS^-difluorobenzylJ-S-tCS^-difluorobenzy^amino]-!- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(1 S,2R)-3-[(l ,3-benzodioxol-5-ylmethyl)amino]-l-benzyl-2- 
hydroxypropyl}-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3,5-dimethoxybenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-^lS^-lKS^-difluorobenzy^^-hydroxy-B-IJS- 
(trifluorome%l)ben2yl]amino}propyl)-5-me%l-N 3 ,N 3 -dipropylisoph1hakmide, 
N'-fClS^-l-CS^-difluorobenzy^^-hydroxy-S-tCT-methoxy-l^^^- 
20 tetrahydro-1 -naphthalenyl)amino]propyl} -5-metiiyl-N 3 ,N 3 -dipropylisophthalamide, 
N^aiS^-l^^-difluorobenzy^^-hydroxy-S-itS- 
(trifluoromethoxy)ben2yl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-fluoroben2yl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
25 N^(lS,2R)4-(3>difluorobenzyl)-2-hydroxy-3-[(3- 

isopropoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(lS,2R)-34(3-bromobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(5-methyl-2- 
30 furyl)methyl]amino}propyl)-5-me%l-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(5-methoxy-l,2,3,4- 
tetrahy<ko-l-naphthalenyl)amino]propyl}-5-metiiyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(5-methoxy-l,2,3,4- 

tetrahydro-l-naphthalenyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N ! -[(lS 5 2R)-lK3,5-difluorobenzyl)-2-hydroxy-3-(l 5 23^tetrahydro-l- 
naphthalenylamino)propyl]-N 3 ? N 3 -dipropylisophthalamide, 

N 3 -[(lS 5 2R)-3-(benzylamino)-l-(3 ) 5-difluorobenzyl)-2-hydroxypropyl]-5- 
methoxy-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -[(lS ? 2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - [( 1 S ,2R)-3 -(benzylamino)- 1 -(3 , 5-difluorobenzyl)-2-hy droxypropyl] -5 - 
chloro-N ,N -dipropylisophthalamide, 

N 3 -[(lS,2R)-3-(benzylamino)-l-(3 5 5-difluorobenzyl)-2-hydroxypropyl]- 
1 0 N 5 ,N 5 -dipropyl-3 ) 5-pyridinedicarboxamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
fluoro-N 3 ,N 3 -dipropylisophthalamide, 

N 2 -[(lS 5 2R)-3-(beiizylamino)-l-(3 5 5-difluorobeiizyl)-2-hydroxypropyl]- 
N 5 ? N 5 -dipropyl-2 ? 5-fhiophenedicarboxamide, 
1 5 N 4 -[(l S,2R)-3-(benzylamino)-l -(3 ? 5-difluorobenzyl)-2-hydroxypropyl]- 

N 2 ,N 2 -dipropyl-2,4-pyridinedicarboxamide, 

N 4 -[(l S,2R)-3-(benzylammo)-l -(3,5-difluorobenzyl)-2-hydroxypropyl]- 
N 6 ,N 6 dipropyl-4,6- pyrimidinedicarboxamide, 

N-[(lS,2R)-3-(benzylamino)-l-(3 ) 5-difluorobenzyl)-2-hydroxypropyl]-3-(4- 
20 morpholinylcarbonyl)benzamide, 

N^(lS,2R)-l-benzyl-2-hydroxy-3-[(3^ 
dipropylisophthalamide, 

N^IClS^-l^^-difluorobenzyl^-hydroxy-S-tCS- 
methoxyben2yl)amino]propyl}-N 5 ? N 5 -dipropylpentanediamide ? 
25 N 1 -[(lS J 2R)-3-{[(lR)4-[(benzyloxy)methyl]-2-(isobutylamino)-^^ 
oxoethyl]amino}-l-(3 5 5-difluorobenzyl)-2-hydroxypropyl]-5-methyl-N ,N - 
dipropylisophthalamide, 

N^(lS,2R)-l-(3,5-difluorobenzy^ 
(isobutylamino)-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
30 N 1 -[(lS,2R)-l-benzyl-2-hydroxy-3-(pentylamino)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -[( 1 S)-3 -( {2-[4-(aminosulfonyl)phenyl]ethyl } amino)- 1 -benzyl-2- 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, 
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N 3 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l ? 3-thiazol-5- 
ylmethyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

3-benzoyl-N-{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } benzamide, 
5 N- {(1 S,2R)-1 -(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} [1,1 , -biphenyl]-3-carboxamide ? 

N I -[(lS,2R)-3-(benzylamino)-l-(3 ; 5-difluorobenzyl)-2-hydroxypropyl] 
methoxyethyl)-N 3 -propylisophthalamide ? 

N-{(lS s 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)amino]propyl } -3 -ethoxybenzamide, 

N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-naphthamide, 

N^(lS,2R)-l-(3>difluoroben^ 
naphthalenylamino]propyl}-5-m^ 
15 N 1 -[(lR)-3-{[3 5 5-bis(trifluoromethyl)benzyl]amino}-l-(3 5 5-dm 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-3- {[2-fluoro-5-(trifluoromethyl)benzyl]amino}-2- 
hydroxypropyl)-N 3 ? N 3 -dipropylisophthalamide, 

N 1 - {(1 S ? 2R)-l-benzyl-3-[(23-difluorobenzyl)amino]-2-hydroxypropyl}- 
20 N 3 ,N 3 -dipropy lisophthalamide, 

N*-((l S,2R)-1 -benzyl-3- {[3-fluoro-4-(trifluoromethyl)benzyl]amino}-2- 
hydroxypropylJ-^^-dipropylisophthalamide, 

N 1 - {(1 S,2R)-l-benzyl-3-[(2,5-difluorobeiizyl)amino]-2-hydroxypropyl}- 
N 3 ,N 3 -dipropylisophthalamide, 
25 ^-((lS^RH^enzyl-S-^-^^ 

hydroxypropyl)-N 3 5 N 3 -dipropylisophflialamide, 

N 1 -{(lS s 2R)-l-benzyl-3-[(3,4-difluorobenzyl)amino]-2-hydro 
N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -((lS 3 2R)4-benzyl-3-{[4-fluoro-3<trifluorome%l)be^ 
30 hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-3-{[2-chloro-5-(trifluoromethyl)benzyl]am 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS 5 2R)4-benzyl-3-{[4-chloro-3-(trifluoromethyl)be^ 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 
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N l -[( 1 S,2R)-1 -benzyl-3-(2,3-dihydro-l H-inden-2-ylamino)-2-hydroxypropyl]- 
N 3 ? N 3 -dipropylisophthalamide, 

N 1 -{(lS)-l-benzyl-2-hydroxy-3-[(3-nitrobenzyl)amino]propyl}-N 3 ,N 3 - 
dipropylisophthalamide, 
5 N 1 -(( 1 S,2R)- 1 -benzyl-3 - { [3-(difluoromethoxy )benzyl] amino } -2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 - {( 1 S,2R)-1 -benzyl-3-[(3-ethoxybenzyl)amino]-2-hydroxypropyl} -N 3 ,N 3 - 
dipropylisophthalamide, 

N^CClS^-l-benzyl^-hydroxy-S-ltCS-methyl^- 
10 pyrazinyl)methyl]amino}propyl)-N 3 > N 3 -dipropylisophthalamide, 

N i -{(lS 5 2R)-l-benzyl-3-[(3-bromo-4-fluorobenzyl)amino]-2-h^ 

N 3 ,N 3 -dipropylisophthalamide ? 

N I -{(lS ) 2R)-l-(3 ? 5-difluorobenzyl)-3-[(3 3 5-dime%lbenzyl)am^ 
hydroxypropyll-S-methyl-^^-dipropylisophthalamide, 
15 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethoxybenzyl)amm^^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS > 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(2- 
phenoxye%l)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N^fClS^RVl-CS^-difluorobenzyl^-hydroxy-S-KS- 
20 isobutoxybenzyl)amino]propyl} -5-methyl-N 3 3 N 3 -dipropylisophthalamide, 

N i K(lS,2R)-l<3 ? 5-cafluorobenzyl)-2-hydroxy-3-{[(4-methyl^ 
yl)mefhyl]amino}propyl)-5-methyl-N 3 ? N 3 Hlipropylisophthalam 

N l -[(1 S,2R)-3-(benzylammo) 
methyl-N 3 -propylisophthalamide, 
25 N 2 -[(lS,2R)-3-(benzylamino)4<3,5-difluorobenzyl)-2-hydroxypra^ 
N 5 ,N 5 -dipropyl-2,5-furandicarboxamide ? 

N 3 -((lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3- 
(1xifluoromethyl)benzyl]am 

N 3 -{(lS;ZR)-l-(3,5-difluo^ 
30 phenylethyl)amino]propyl}-N 5 ^^^ 

^-[(1 S,2R)-3-amino-l -(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3 ? 5-difluorobenzyl)-34(l,2-diphenylethyl)am^ 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 - {( 1 S ? 2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(7-methoxy- 1 ,2,3 ,4- 
tetrahydro- 1 -naphthalenyl)amino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
isomer A, 

N^IClS^^^KS^-difluorobenzyO^^droxy-S^CT-methoxy-l^^^- 
5 tetrahydro- 1 -naphthalenyl)amino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
isomer B, 

N- {( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3 - 
(dimethylamino)benzamide, 

N-[(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl]-2- 
1 0 methyl- 1 H-benzimidazole-5-carboxamide, 

3-(aminosulfonyl)-N-{(lS)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-4-chlorobenzamide, 

N-{(lS } 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
cyanobenzamide, 

15 N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl} -4- 

chloro-3-nitrobenzamide, 

methyl 3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5-nitrobenzoate ? 
tert-butyl 3-[( {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino]propyl} amino)carbonyl]phenylcarbamate ? 

N-[(lS,2R)4-benzyl-2-hy(koxy-3-[(3-methoxybenzyl)amino]propyl]-94 
dioxo-9, 1 0-dihydro-2-anthrancenylcarboxamide, 

N-[(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl]-lH- 
1 5 2 5 3-benzotriazole-6-carboxamide, 
25 N-{(lS ? 2R)4-ben2yl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4-(3- 
methyl-S-oxo^^S-dihydro-lH-pyrazol-l-yObenzamide, 

N-{(lS,2R)4-benzyl-2-hydroxy-34(3-methoxybenzyl)amino]propyl}-lH- 

indole-5-carboxamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 

30 fluoro-5-(trifluoromethyl)benzamide 5 

N- {(1 S,2R)4-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
(trifluoromethyljbenzamide, 

N-{(lS 5 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4- 

(butylamino)benzamide, 
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N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 

(trifluoromethoxy)benzamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3,5- 

dimethoxybenzamide, 
5 N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3,5- 

dimethylbenzamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3,5- 

difluorobenzamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3,5- 

10 dichlorobenzamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4- 

(benzyloxy)benzamide, 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-l ,3- 

benzodioxole-5-carboxamide, 
1 5 3-(acetylamino)-N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}benzamide, 

4-(acetylamino)-N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}benzamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(3,5-dimethyl-4- 

3 3 

20 isoxazolyl)methyl]ainino}-2-hydroxypropyl)-5-methyl-N ,N - 

dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
phenylpropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^IClS^RJ-l-CS^-difluorobenzy^-S-tCS-furylmethyOamino]^- 
25 hydroxypropyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-iClS^RJ-l-CS^-difluorobenzyO^-hydroxy-S-^tetrahydro-S- 
furanylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
propoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
30 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 

pyridinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophtimlamide, 

N'^ClS^Ri-S-OjenzylaminoVl-CS^-difluorobenzy^^-hydroxypropyll-S- 
hydroxy-N 3 ,N 3 -dipropylisophthalamide, 
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N^(lS,2R)-l-(3,5-difluorobei^ 
methylphenyl)ethyl]amino}pro^^ 

N l - {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[( 1 S)-l ,2,3,4-tetrahydro- 1 - 
naphthalenylamino]propyl}-5-methyl-N\N 3 -dipropylisophthalamide, 
5 N 1 -{(lS 5 2R)4K3,5-difluorobenzyl)-3-[(2 ? 5-dimethylbenzyl)amin^ 
hydroxypropyl } -5-methy l-N 3 ? N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[2-chloro-5-(trifluoromethyl)benzyl]amino}^ 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

N 1 - {( 1 S,2R)-1 -(3 > 5-difluorobenzyl)-2-hydroxy-3-[(2-hydroxy-5- 
1 0 methylbenzyl)amino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 K(lS ? 2R)4<3,5-difluorobenzyl)-2^droxy-3-{[(lS ? 2R)-2-hydroxy-2 ? 3- 
dihydro- 1 H-inden- 1 -yl]amino} propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N^(lS;2RH-(3>difluorobe^ 
ylamino]-2-hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 S-chloro-N^OS^RH^S-difl^^^ 

phenylethyl)amino]propyl}-N 3 ? N 3 -dipropylisophthalamide, 

N 1 4(lS 5 2R)-3-[(l-benzofuran-2-ylmethyl)amino]-l<3 5 5-difluorobenzyl)-2 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS ? 2R)-3-{[(lR)4<3-bromophenyl)ethyl]amino}-l-(3 J 5-difluorobe^ 
20 2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -{(lS ? 2R)-l-(4-fluorobenzyl)-2-hydroxy-34(3-iodobeiizyl)amino]propyl}^ 

5-methyl-N 3 5 N 3 -dipropylisophthalamide ? 

N-{(lS,2R)4-benzyl-2-hydroxy-3^(3-methoxybenzyl)amino]propyl}-^ 
[butyl(butyryl)amino]-5-methylbenzamide, 
25 N 1 - { 1 -benzyl-2-hy<koxy-3-[(3-methoxybenzyl)amino]propyl} -4-methyl- 

N 3 ? N 3 -dipropylisophthalamide, 

N 3 - { 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4-methyl- 
N 1 ,N 1 -dipropy lisophthalamide, 

N^iClS^RJ-l-CS^-difluorobenzylJ^-hydroxy-S^CS- 
30 methoxybenzyl)amino]propyl}^-methyl-N 3 ,N 3 -dipropylisophthalam 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 1 - 
butyl- 1 H-indole-6-carboxamide, 

S,2R)-3-anilino-l -(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl- 
N 3 ,N 3 -dipropylisophthalamide, 
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5-bromo-N 1 -[( 1 S,2R)-3-[(3 -bromobenzyl)amino] - 1 -(3 ? 5-difluorobenzyl)-2- 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide ? 

N- {( 1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[(3- 
iodobenzyl)amino]propyl}-4-methylpentanamide, 
5 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-3-methylpentanamide 5 

N 1 -{(lS ? 2R)-l-(3,5-difluoroben2yl)-2-hydroxy-3-[(3- 
hydroxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 - {(1 S,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
1 0 cyano-N 3 ? N 3 -dipropylisophthalamide hydrochloride, 

^-{(lS^RH-benzyW-hydrox 
dipropyl-l^jS-benzenetricarboxamide, 

1- N-{(lS ? 2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -5-oxo-5-(l -piperidinyl)pentanamide trifluroacetate, 

15 S-CaminosulfonyO-N^KlS^RJ-l-benzyl^-hydroxy^-tCS- 
methoxybenzyl)amino]propyl}-N 3 ,N-dipropylisophthalamide 3 

N 1 -{(lS ? 2R)4-benzyl-2-hydroxy-34(3-methoxybenzyl)amino]propyl}-N 3 ? N^ 
dipropy 1-5 -( 1 -pyrrolidinylsulfonyl)isophthalamide, 

N 1 - {(1 S,2R> 1 -benzyl-2-hydroxy-3-[(3-methoxybeti2yl)amino]propyl} -5- 
20 [(methylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide :i 

N l - {(1 S,2R)-1 -beiizyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(dimethylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide ? 

N-{(lS,2R)4-benzyl-2-hydro^^ 
methyl-3-(methylsulfonyl)propanamide, 
25 N- {(1 S 3 2R)-l-beiizyl-2-hydroxy-34(3-methoxybenzyl)amino]propyl}-3- 

(methylsulfony^propanamide, 

2- amino-N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-l 5 3-tbiazole-4-carboxamide ? 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3 - [(3-methoxybenzyl)amino]propyl} -5- 
3 0 (methylsulfonyl)pentanamide, 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy^ 
phenylsuccinamide, 

(3R)-N 4 - {(1 S,2R)-1 -benzyl-2-hydroxy-34(3-methoxybenzyl)amino]propyl}- 
2,2,3 -trimethylbutanediamide, 
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N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 

[(dipropylamino)sulfonyl]propanamide, 

N'-KlS^R^l-benzyl-l-hydroxy-S-tCS-methoxybenzy^aminolpropyll-N^N 5 - 

dipropylpentanediamide, 
5 N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4-oxo- 

4-( 1 -piperidinyl)butanamide, 

N I -{(lS > 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]pTopyl}- 

N 4 ,N 4 -dipropylsuccinamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5-oxo- 

10 5-( 1 -piperidinyl)pentanamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 5 - 

phenylpentanediamide, 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3,3- 

dimethyl-4-oxo-4-(l-piperidinyl)butanamide, 
15 N-{(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 

(isopentylsulfonyl)butanamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-2,2- 

dimethyl-N 4 ,N 4 -dipropylsuccinamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4- 

20 [(dipropylamino)sulfonyl]butanamide, 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 

[(methylanilino)sulfonyl]butanamide 9 

N-{(lS^R)-l-benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl}-3- 

[(methylanilino)sulfonyl]propanamide, 
25 N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}acetamide, N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-3-(isopentylsulfonyl)propanamide, 
N-{(lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-5-oxo-5-(l-piperidinyl)pentanamide, 
30 N- {(1 S,2R)- l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl} -5-oxo-5-(l - 

piperidinyl)pentanamide and 

N- {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-3-[(dipropylamino)sulfonyl]propanamide, 
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N 1 - {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5- 

ethyl-N 3 ,N 3 -dipropylisophthalamide, 

N^IClS^^-l-benzyl^-hydroxy-S-tCS-methoxybenzy^aminoJpropyll-S- 

isobutyI-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -{(lS J 2R)4-benzyl-2-hydroxy-34(3-methoxybenzyl)amino]propyl}-54ert^ 

butyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5-cyano-N 3 - 

propylisophthalamide, 

N'-KlS^R^l-CS^-difluorobenzyl^-hydioxy-S-KS- 
10 methoxybenzyl)amino]propyl}-N 3 ? N 3 -dipropyl-l,3 ? 5-benzenetricarboxamide ? 

N 1 -{(lS J 2R)-l-benzyl-2-hydroxy-34(3-methoxybenzyl)amino]propyl}^ 
dimethyl-N 5 ,N 5 -dipropyl-l ? 3»5-benzenetricarboxamide, 

N 1 -[(lS ? 2R)-3-amino-l-benzyl-2-hydroxypropyl]-N 3 ? N 3 -dipropyl-l,3,5- 

benzenetricarboxamide, 
15 N 1 -[(lS,2R)-l-benzyl-2-hydroxy-3<isopentylamino)propyl]-N 3 ,N 3 -dipropyl- 

1,3,5 -benzenetricarboxamide, 

N l -{(lS^R)-l-ben2yl-2-hydix)xy-3-[(3-mefhoxy^ 
propyl- 1 ,3,5-benzenetricarboxamide, 

N- {(1 S,2R)-1 -Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
20 [butyryl(propyl)amino]-5-methylbeiizamide, 
N- {( 1 S,2R)- 1 -benzyl-2-hy(W 
propyl- 1 H-indole-6-carboxamide, 

N- {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzy^aminolpropyll-l-propyl-lH-indole-e-carboxamide, 
25 N 1 - {(1 3,2R)-1 -(3,5-difluorobenzyl)-3-[(3 ? 4-dimethylbenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-34(3-aminobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

30 iodobenzyl)amino]propyl} octanamide, 

N 3 -[(lS 9 2R)-l-(3,5-difluorobenzyl)-2-hy<toxy-3K{l-methyl-l-[3- 

(trifluoromethyl)phenyl]ethyl}amino)propyl]-N 5 ,N 5 -dipropyl-3,5- 

pyridinedicarboxamide, 
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N l -[(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-({l-methyl-l-[3- 

(trifluoromethyl)phenyl]ethyl}amino)propyl]-5-methyl-N 3 ) N 3 - 

dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluoroben2yl)-2-hydroxy-3-{[(lR J 2S)-2-hydroxy-^ 

dihydro4H-inden-l-yl]amino}pro^^ 

N 1 -{(lS,2R)4-(3,5-difluorobenzyl)-3-[(lR)-2 ? 3-dihydro-lH-inden-l- 
ylamino]-2-hydroxypropyl}-5-methyl-N^N 3 -dipropylisophthalamide s 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -3 -methylbenzamide, 

N 1 -[(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(lH-isoindol-3- 
ylamino)propyl]-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

^-((IS^RH-^S-difluo^ 
methylcyclohexyl]amino}propyl)-5-methyl-N 3 5 N 3 -dipropylisophthalam 

N^NUiallyl-5-chloro-N 3 -{(^^ 
methyl- 1 -phenylethyl)amino]propyl } isophthalamide, 

N\N i -diallyl-5-chloro-N 3 -{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hyd 
methyl-1 -phenylethyl)amino]propyl} isophthalamide, 

N 3 -{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
phenylcyclopentyl)amino]propyl^^ 

NM(lS,2R)-H3>difluorobenzyl^^ 
hydroxypropyl}-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

N 1 -((lS ? 2R)-l-(3 3 5-difluorobenzyl)-3-{[3-(dime%lamino)benzyl]amino} 
hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-3- {[(4 s 5-dimethyl-2- 
furyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ? N 3 -dipropyli 

NM(lS£R)-H3,5-difluorobe^ 
phenylcyclopentyl)amino]propyl}-5^ 

N 1 -[(lS,2R)-3-(cyclopropylamino)-1^3,5-difluorobenzyl)-2-hydrox^ 

5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^tClS^R^-tCcyclopropylmethyOam^-l-CS^-difluorobenzyl)^- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -{(lS,2R)-l-(3 ) 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 
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N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(2-ftuylmethyl)amino]-2- 
hydroxypropyl } -N 5 ,N 5 -dipropyl-3 ,5-pyridinedicarboxamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(tetrahydro-2- 

furanylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5 N 3 - {( 1 S,2R)- 1 -(3 ,5 -difluorobenzyl)-2-hydroxy-3 -[( 1 - 

phenylcyclopropyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N'-KlS^-l-CS^-difluorobenzy^^-hydroxy-S-^-oxo-S- 
azepanyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-methyl-2- 
10 furyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5-chloro-N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l-methyl-l- 
phenylethyl)amino]propyl}-N 3 ,N 3 -di(2-propynyl)isophthalamide, 
1 5 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

isopropenylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - [(2- 
propoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-3-(hexylamino)-2-hydroxypropyl]-5- 

20 methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -4-(3-methyl-5-oxo-4,5-dihydro-l H-pyrazol-1 - 
yl)benzamide, 

methyl 4-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
25 5-methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)benzoate, 
N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
methoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-iClS^RJ-l-CS^-difluorobenzy^^-hydroxy-S-lCS- 
isoxazolylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
30 (1 R,2R)-N 1 - {( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-N 2 ,N 2 -dipropyl-l,2-cyclopropanedicarboxamide, 

N 3 -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyTidmedicarboxamide, 
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N'-KlS^RJ-l^S^-difluorobenzyO-Z-hydroxy-S-p- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1-(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3 - 
isopropylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 4-(butyrylamino)-N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[(3 - 

iodobenzyl)amino]propyl } benzamide, 

N 1 -[(lS,2R)-3-[(3-amino-3-oxopropyl)amino]-l-(3,5-difluoroben2yl)-2- 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 
10 N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide 1-oxide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - [(7-oxabicyclo[2.2. 1 ]hept- 
2-ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
1 5 N'-{(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-methyl-l,3-thiazol-5- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(2-ethyl-l,3-thiazol-5- 
20 yl)me%l]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisoph11ialamide, 
N 1 -((lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3R)-2- 
oxoazepanyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS ) 2R)-3-(cyclobutylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 -[(lS,2R)-3-(butylamino)-l-(3,5-difluoroben2yl)-2-hydroxypropyl]-5- 

ethynyl-^^-dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-5-ethynyl-N 3 ,N 3 -dipropylisophflialamide, 

N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-3-(5-hexynylamino)-2-hydroxypropyl]-5- 

30 methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(5-methyl-2- 
furyl)methyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N'-IClS^-l-CS.S-difluorobenzyO^-hydroxy-S-tCl-methyl-l- 
phenylethyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 
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N'-((l S,2R)-1 -(3,5-difluorobenzyl)-3-{[l-(2-furyl)-l -methylethyl]amino}-2- 
hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((l S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-5- 
isoxazolyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isobutyl-l,3-thiazol-5- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-phenylethyl)amino]propyl}-N 3 ,N 3 - 

10 dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -benzyl-3- { [2-(2-chlorophenyl)ethyl]amino} -2-hydroxypropyl)- 

N 3 ,N 3 -dipropylisophthalamide, 

N'-((lS,2R)-l-benzyl-2-hydroxy-3-{[3-(2-oxo-l- 
pyrrolidinyl)propyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 - {( 1 S,2R)-1 -benzyl-3-[(cyclohexylmethyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-l-benzyl-3-(cyclopropylamino)-2-hydroxypropyl]-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-oxo-3-azepanyl)amino]propyl}- 

20 N 3 ,N 3 -dipropylisophthalamide, 

N-[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-3- 

(butylsulfonyl)benzamide, 

N 1 -[(lS,2R)-l-benzyl-3-({2-[(2-ethylhexyl)oxy]ethyl}amino)-2- 

hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, 
25 N'-^lS^R^l-benzyl^-hydroxy-S-llClS^^-hydroxy^^-dihydro-lH- 

inden-l-yl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N'-((l S,2R)-1 -benzyl-2-hydroxy-3-{[l-(4- 
hydroxyphenyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-l-benzyl-3-(cycloheptylamino)-2-hydroxypropyl]-N 3 ,N 3 - 

30 dipropylisophthalamide, 

N'-IClS^R^l-benzyl-S-KtUr-biphenylJ^-ylmethyOamino]^- 

hydroxypropyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-34(2-fluorobenzyl)aimno]-2-hy(koxypropyl}-N 3 ^I 3 - 

dipropylisophthalamide, 
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N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-(dimethylamino)benzamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} -1 -naphthamide, 

N 1 -[(lS,2R)-l-benzyl-3-({2-[({5-[(dimethylamino)methyl]-2- 
furyl}methyl)sulfanyl]ethyl}amino)-2-hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, 

N*-[( 1 S,2R)- 1 -benzyl-3-( {2-[(2-chloro-6-fluorobenzyl)sulfanyl]ethyl }amino)- 
2-hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-[([l,l'-biphenyl]-4-ylmethyl)amino]-l-(3,5-difluorobenzyl)-2- 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-KlS^R^l^S^-difluorobenzyl^-hydroxy-S-Cl-naphthylam^propyl]- 

5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(lH-imidazol-5- 
ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 <(lS,2R)4<3,5-difluorobenzyl)-2-hy(koxy-3-{[(2-phenyl4H-imidazol-5- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(l-methyl-lH-imidazol-2- 

yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[(2-buiyM-cUoro-lH-imidazol-5-yl)methyl]amino}-l-(3,5- 

difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'4(lS,2R)-3-{[(6^hloroimidazo[2a-b][13]thiazol-5-yl)methyl]ainino}-l- 

(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N'^lS^R^l-CS^-difluorobenzy^-hydroxy-S-IKl-methyl-lH- 

benzimidazol-2-yl)methyl]amino}pro 

N 1 -((lS,2R)-l-(3,5-difluoroben2yl)-2-hydroxy-3-{[(2-hydroxy-l- 
naphthyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(4-oxo-4H-chromen-3- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(l,5-dimethyl-3-oxo-2-phenyl-2,3- 
dihydro4H-pyi^M-yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -[(lS,2R)-3-({[5-cyano-6-(methylsulfanyl)-2-pyridinyl]methyl}amino)-l- 

(S.S^ifluorobenzyO^-hydroxypropyy-S-methyl-^^-dipropylisophthalamide, 
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[5-( {[(2R^ SM-(3 ,5-difluorop^ 
methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)-2-fury acetate, 

N^(l S,2R)-3-[(l 4>enzofuran-3^^ 
hydroxypropyl]-5-methyl-N 3 ; N 3 -dipropylisophthalamide ? 
5 methyl 4-({[(2R,3S)-4-(3,5-difluorophenyl)-3-( {3-[(dipropylamino)carbonyl]- 

5-methylbenzoyl} amino)-2-hydroxybutyl]amino} methyl)- 1 -methyl- 1 H-pyrrole-2- 
carboxylate, 

N l -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({[l-(phenylsulfony^ 
pyrrol-2-yl]methyl}amino)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 
10 N 1 ^(lS 3 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-{[(l-methyl-lH-pyrro^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N4(lS;2R)-3-{[(4-chloro-l-^^ 

3 3* 

difluorobenzyI)-2-hydroxypropyl]-5-methyl-N ,N -dipropylisophthalamide, 

N'-KlS^^-l-CS^-difluorobenzyO-S-ifCS^-dimethyl-l-phenyl-lH-pyrazol- 

15 4-yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N ,N -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[(5-chloro-3-methyl-l-phenyl-lH-pyrazol-4- 
yl)methyl]amino} -1 -(3 ,5-difluorobenzyl)-2-hydroxypropyl]-5-mefliyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N i -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-phenyl-lH-pyra2X)l^ 
20 yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N J -[(lS;2R)-3-{[(5-chloro-24M^ 
2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide 3 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-phenoxy-2- 
thienyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 -{(lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 

quinolinylmethyl)amino]propyl}-5-methyl-N 3 ;i N 3 -dipropylisophthalamide ? 

N 1 -{(lS s 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3"[(2- 
quinolinylmethyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-(3,5Kiifluorobei^^ 
30 yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^^lS^R^-tKl-benzyl-lH-indol-S-ylJmethyllamino}-!^^- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(l-methyl-lH-indol-3- 
yl)methyl]amino}propyl)-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 
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N'-{(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[( { 1 -[(4- 
methylphenyl)sulfonyl]-lH-indol-3-yl}methyl)amino]propyl}-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N'-[(lS,2R)-3-{[(2-butyl-lH-imidazol-5-yl)methyl]amino}-l-(3,5- 
5 difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

methyl 3-( {[(2R,3S)-4-(3,5-difluorophenyl)-3-( {3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)-lH-indole-6-carboxylate, 

3-[( {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl} - 
amino)carbonyl]-5-[butyl(butyryl)amino]benzyl diethyl phosphate, 
10 N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

(cyanomethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

(hydroxymethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

1 5 ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-N 3 ,N 3 - 

dipropyl-5 -prop- 1 -ynylisophthalamide, 

N^^lS^-l-benzyl^-hydroxy-S-f^- 
(trifluorome%l)benzyl]amino}propyl)-5-ethynyl-N 3 ,N 3 -dipropylisophthalamide, 
20 N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)ammo]propyl}-5-etiiynyl- 

N 3 ,N 3 -dipropylisophthalamide, 

N l -{(lS^R)-l-benzyl-3-[(3-fluorobenzyl)amino]-2-hydroxypropyl}-5- 

ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 

25 dipropyl-5-(8-quinolinyl)isophthalamide, 

N 3 -{(lS,2R)-l-ber^l-2-hydroxy-3-[(3-methoxybemyl)amino]propyl}-4'- 

methoxy-N 5 ,N 5 -dipropyl[l,l'-biphenyl]-3,5-dicarboxamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 5 ,N 5 -dipropyl[l,r-biphenyl]-3,5-dicarboxamide, 
30 ^-{(lS^RJ-l-benzyl^-hydroxy-S-KS-methoxybenzyOaminolpropyO-N 5 ^ 5 - 
dipropyl[l,r-biphenyl]-3,5-dicarboxamide, 

N 3 -{(lS,2R)-l-ben2yl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4'- 
[(dime%lamino)sulfonyl]-N^N 5 •<iip^opyl-l,^-biphenyl-3,5-dicarboxa^nide, 
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N 3 - {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl} -4'- 
[(dimethylamino)sulfonyl]-N 5 ,N 5 -dipropyl-l,l'-biphenyl-3,5-dicarboxamide, 

N , -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 

dipropyl-5-(3-thienyl)isophthalamide, 
5 N-{(lR,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-methyl-5-pentanoylbenzamide, 

N'-(4-hydroxybutyl)-N 3 -{(lS)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
methoxybenzyOaminolpropyll-S-methyl-N'-propylisophthalamide, 
N 1 -{(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
1 0 methoxybenzyl)amino]propyl} -N 3 -(3-hydroxypropyl)-5-methyl-N 3 - 
propylisophthalamide, 

N 1 - {(1 S,2R)-2-hydroxy-l -(4-hydroxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-3-{[3-(2,4-dimethylphenyl)propyl]amino}-2- 
1 5 hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[3-(4- 
methylphenyl)propyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-IClS^RJ-l-benzyl^-hydroxy-S-tCS-methoxybenzyOaminoJpropyl}^- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 
20 N- {(1 S,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-l ,3- 

dioxo-2-propyl-5-isoindolinecarboxamide, 

N-{(lR,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 

bromo-5-methylbenzamide, 

3-bromo-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

25 methoxybenzyl)amino]propyl}-5-me1hylbenzamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni^ClS^-l^.S-difluorobenzyO^-hydroxy-S-ICS- 
methoxybenzyl)amino]propyl}-4-methyl-N 3 ,N 3 -dipropylisophthalamide, 
30 N 3 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybemyl)amino]propyl}-4- 

methyl-Nl ,N 1 -dipropylisophthalamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3-(2- 

furyl)-5-methylbenzamide, 
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N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3',5,5'- 

trimethyl-1 , 1 '-biphenyl-3-carboxamide, 

3*-Acetyl-N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl[l,l'-biphenyl]-3-carboxamide, 

N-{(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3'- 
methoxy-5-methyl[ 1 , 1 '-biphenyl]-3-carboxamide, 

N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5- 

methyl[ 1 , 1 '-biphenyl]-3-carboxamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 

methyl-5-(2-thienyl)benzamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3-methoxybenzyl) 
amino]propyl}-3-methyl-5-(3-thienyl)benzamide, 

N- {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino] 

propyl}-3-methyl-5-(3-thienyl)benzamide, 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 

methyl-3-(3-thienyl)benzamide, 

N'-^l S,2R)-1 -Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 

N 3 ,N 3 ,N 5 ^T 5 -tetrapropylbenzene- 1 ,3,5-tricarboxamide, 

N 1 -{(lS,2R)-l-(3,5-Difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropylbenzene-l,3,5-tricarboxamide, 

Ethyl 3-[({(l S,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5- 
[(dipropylamino)carbonyl]benzoate, 

N 1 -{(lS,2R)-2-Hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
methoxybenzy^aminolpropyll-^^-dipropylbenzene-l^.S-tricarboxamide, 

N 1 -{(lS,2R)4-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 
dipropyl-5-{[(trifluoromethyl)sulfonyl]amino}isophthalamide, 

5-Amino-N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide, 

3 3 

N 1 -{(lS ? 2R)-l-Benzyl-2-hydroxy-34(3-methoxybenzyl)amino]pro^ ,N - 

dipropyl-5-[(trifluoroace1yl)amino]isophthalamide, 

N^(lS;2RH-Benzyl-24iydro^^ 
[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide ? 
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N'-{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl}-N 3 ,N 3 - 
dipropyl-5-[(thien-2-ylsulfonyl)amino]isophthalamide, 

N'-{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 
dipropyl-5-[(thien-2-ylcarbonyl)amino]isophthalamide, 
5 N I -{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
(methacryloylamino)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(2,2-dimethylpropanoyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
10 [(phenylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide. 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

(methyltbio)pentanamide, 

tert-butyl (2R,3 S)-3 -( {3-[(dipropylamino)sulfonyl]- propanoyl} amino)-2- 
hydroxy-4-phenylbutyl(3-methoxybenzyl)carbamate 
1 5 N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 

methyl-5-[propionyl(propyl)amino]benzamide, 

N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -1 - 

butyl- 1 H-indole-5-carboxamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl}-3- 

20 bromo-5-methylbenzamide, 

N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-meflioxybenzyl)amino]propyl} -3- 

[butyl(propionyl)amino]-5-methylbenzamide, 

N-{(lS,2R)4-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4- 

methyl- 1 -propyl- 1 H-indole-6-carboxamide, 
25 N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 1 -( 1 - 

propylbutyl)- 1 H-indole-6-carboxamide, 

N'-((l S,2R)-1 -benzyl-2-hydroxy-3-{[(2-oxo-2,3-dihydro-l ,3-benzoxazol-6- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
30 hydroxypropyl}-N 3 ,N 3 -dipropyl-5-{[(trifluorome%l)sulfonyl]amino}isophthalamide 

3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxyber^l)amino]propyl}amko)carbonyl]-5-[(dipropylamino)carbonyl]benzoic 

acid, 



393 



13615.25USU4 



PATENT 



N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-prop-l-ynylisophthalamide, 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -2- 
(dipropylamino)isonicotinamide, 
5 N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl } -2-hydroxy-2-(4-methylphenyl)acetamide, 

N^(lS,2R)-H3>difluorobenzyl)-24iydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-hydroxy-N3-methylisophthalamide, 

N-{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
10 iodobenzyl)amino]propyl}-2-hydroxy-2-(4-methoxy-3-nitrophenyl)acetamide, 

5-(aminosulfonyl)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-2-methoxybenzamide, 

N-{(lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-hydroxy-3-(pyrrolidin-l-ylcarbonyl)benzamide, 

15 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-(3,5-dimethylisoxazol-4-yl)-N 3 ,N 3 - 

dipropylisophthalamide, 
20 N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 J^^ 

3-(cyclohexylcarbonyl)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-5-methylbenzamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
25 methoxybenzyl)amino]piX)pyl}-5-methyl-N 3 -propylisophthalamide, 

3-[cyclohexyl(hydroxy)methyl]-N- {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2- 
hydroxy-3-[(3-me1hoxybenzyl)amino]propyl}-5-methylbenzamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -5-(4-methyl- 1 ,3-oxazol-2-yl)-N 3 ,N 3 -dipropylisophthalamide 
30 N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

N'-^lS^RJ-l-CS^-difluorobenzyO^-hydroxy-S-dCS-isobutyl-l^^-oxadiazol 
-5-yl)me%l]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
hydroxypropy l}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

N 3 - {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropylbenzyl)amino]propyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 
5 N'-((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(4-hydroxybut-l- 
ynyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

l-{3-[({(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropy l}amino)carbonyl]-5-methylbenzoyl}-L-prolinamide, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
1 0 hydroxypropyl} -N 3 -isopropyl-5-methylisophthalamide, 

N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 -ethyl-N 3 ,5-dimethylisophthalamide, 

N'-iClS^R^lKS^-difluorobenzy^-S-CCS-ethylbenzyOamino]^- 
hydroxypropyl}-N 3 ,5-dimethyl-N 3 -prop-2-ynylisophthalamide, 
15 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 -isobutyl-5-methylisophthalamide, 

N , -(sec-butyl)-N 3 -{(lS,2R)4-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]- 
2-hydroxypropyl}-5-methylisophthalamide, 

N 1 -butyl-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

20 hydroxypropyl} -5-methylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 ,N 3 -diethyl-5-methylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 ,5-dimethyl-N 3 -propylisophthalamide, 
25 N 1 -{(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl} -N 3 -isopropyl-N 3 ,5-dimethylisophthalamide, 

N 1 -butyl-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N\5-dime1hylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobeiizyl)-3-[(3-ethylbenzyl)amino]-2- 
30 hydroxypropyl} -N 3 -isobutyl-N 3 ,5-dimethylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 -ethyl-5-methyl-N 3 -propylisophthalamide, 

N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl} -N 3 -ethyl-N 3 -isopropyl-5-methylisophthalamide, 
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^N'-diallyl-N 3 -^ 
hydroxypropyl}-5-methylisophthalamide, 

3-(azepan-l-ylcarbonyl)-N-{(lS 5 2R)-l-(3 ? 5-difluorobenzyI)-3-[(3- 
ethylbenzyl)am ino]-2-hydroxypropyl} -5-methylbenzamide 
5 N-{(lS ? 2R)-lK3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-^ 

hydroxypropyl}-3- [(4-hydroxypiperidin-l-yl)carbonyl]-5-methylbenzamide, 

N- {(1 S,2R)-1 <3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3- [(3-hydroxypiperidin-l-yl)carbonyl]-5-methylbenzamide, 
N l - {(1 S ? 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
10 hydroxypropyl} -N 3 5 N 3 -diisopropyl-5-methylisophthalamide ? 
N^butyl-N^UlS^RH^S-dffl^^ 
hydroxypropyl } -N 1 -ethyl-5-methylisophthalamide, 

N 1 -(cyclopropylmethyl)-N 3 - {(1 S,2R)-1 -(3 ? 5-difluorobenzyl)-3-[(3- 
ethylben2yl)amino]-24iydroxypro 
1 5 i _ {3-[( {(i S,2R)-1 -(S^-difluorobenzyO-S-tCS-ethylbenzyOamino]^- 

hydroxypropy 1} amino)carbonyl]-5-mefhylbenzoyl} -D-prolinamide, 

N 1 -cyclohexyl-N 3 -{(lS > 2R)4K3 ? 5-difluorobenzyl)-3^(3^%lbenzy0 
2-hydroxypropyl} -N l 5 5-dixnethylisophthalamide 5 

N^CClS^RVl-CS^-difluorobenzyD^-hydroxy-S-iCl^- 
20 methylphenyl)cyclopropyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropyH 
N 3 -[( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-( 1 ,2,3,4- 
tetahydronaphthalen4-yte 
dicarboxamide, and 

N-{(lS,2R)-l-(3,5-difluorobenzy^ 
25 hydroxypropyl} -3- {[(trifluoromethyl)sulfonyl]amino}benzamide. 

24. A substituted amine of formula (X) according to claim 23 which is selected from 
the group consisting of: 

N 1 -{(lS ? 2R)-l-(3,5-diHuorobenzyl)-2-hydroxy-3-[(3- 
30 methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)4-(3 a 5-difluorobenzyl)-3-[(2-fuiylmethyl)amino] 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-2-hydroxy-^ 
dipropylisophthalamide, 
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N 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [2-(2- 
hydroxyethoxy)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-3-[(2-aminobenzyl)amino]-l -benzyl-2-hydroxypropyl}-N 3 ? N 3 - 
dipropylisophthalamide, 
5 N I -{(lS ? 2R)4-benzyl-2-hydroxy-3-[(3"iodobenzyl)amino]propyl}-N 3 J N^ 
dipropylisophthalamide, 

N 1 -((lS ? 2R)-l-benzyl-2-hydroxy-3-{[2- 
(trifluoromethoxy)benzyl] amino } propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 3 2R)-l-benzyl-3-[(3,5-dichlorobenzyl)amino]-2-hydroxypropyl}- 
1 0 N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[3- 
(trifluoromethoxy)benzyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide 5 

N ! -{(lS,2R)-l-benzyl-3-[(3 ? 5-dimethoxybenzyl)amino]-2-hydroxypropyl}- 
N 3 3 N 3 -dipropylisophthalamide 5 
15 N 1 - {(1 S,2R)-1 -benzyl-3-[([ 1 ,1 -biphenyl]-3-ylmethyl)amino]-2- 

hydroxypropyl}-N 3 5 N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-3-[(3,4-dichlorobenzyl)amino]-2-hydroxypropyl} - 
N 3 ,N 3 -dipropylisophthalamide, 

N^^lS^R^l-benzyl^^hydroxy-S-IP- 
20 (trifluoromethyl)benzyl]amino}propyl)-N 3 3 N 3 -dipropylisophthalamide 

N l -{(lS)-l-benzyl-2-hydroxy-3-[(3-methoxypropyl)amino]propyl}-N 3 ,N^ 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3 -[(3 ? 4-dimethylbenzyl)amino]-2-hydroxypropyl} - 
N 3 ? N 3 -dipropylisoplithalamide, 
25 N 1 -((lS 5 2R)4-(3 ? 5-difluorobenzyl)-2-hydroxy-3-{[2-(isobutylamino)-^ 
methyl-2-oxoethyl]amino}propyl)-N 3 ? N 3 -dipropylisophthalamide, 

N 1 -((lS ? 2R)-lK3,5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2<isobutylaniino)4 
methyl-2-oxoethyl]amino}propyI)-N 3 ? N 3 -dipropylisophthalamide 5 

N4(lS;2RH-(3,5-difluorobe^ 
30 methyl-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 K(lS,2R)4K3 ? 5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2"(isobutylamm^ 
methyl-2-oxoethyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxainide, 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydtoxy-3- {[2-(isobutylamino)-l,l- 
dimethyl-2-oxoethyl]amino}propyl)-5-niethyl-N ,N -dipropylisophthalamide, 
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N^(lS,2R>l-(3,5Kliflu<m)beii^l)-2-hydroxy-3-{[2^isobulykmino)-2- 
oxoethyl]amino}propyl)-5-raethyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(l S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-( {(1 S)- 1 - 
[(isobutylamino)carbonyl]propyl}amino)propyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -[( 1 S ,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -( {( 1 R)- 1 - 

3 3 

[(isobutylamino)carbonyl]propyl}amino)propyl]-5-methyl-N ,N - 

dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(isobutylamino)-2-methyl-3- 
oxopropyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 ^(lS,2R)-3-{[(lS)4-benzyl-2-(isobutylamino)-2-oxoethyl]amino}-l-(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-tClS^-lKS.S-difluorobenzyO^-hydroxy-S-C^lS)-!- 
[(isobutylamino)carbonyl]-2-me%lpropyl}amino)propyl]-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N'-iClS^R^l-CS^-difluorobenzy^^-hydroxy-S-^- 
pyridinylme%l)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(l S,2R)-3-{[(l S)-l -[(benzyloxy)methyl]-2-(isobutylamino)-2- 
oxoethyl]amino}-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 

dipropylisophfhalamide, 

N'-{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(l-methyl-l - 
phenyleftyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^KlS^-l-CS^-difluorobenzyO^-hydroxy-S-CIClS)-!- 

3 3 

[(isobutylamino)carbonyl]butyl}amino)propyl]-5-methyl-N ,N - 

dipropylisophthalamide, 

N 1 <(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lS)-l-(hydroxymethyl)-2- 

(isobutylamino)-2-oxoe%l]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propyl]-5- 

me1hyl-N 3 ,N 3 -dipropylisophthalamide, 
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N'-tClS^^-S-Ccyclohexylaminoi-l-CS^-difluorobenzyli-l-hydroxypropyll-S- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(butylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N'-IClS^RJ-lKS^-difluorobenzyO-l-hydroxy-S-CCS- 

methoxypropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

(lR,3S)-5-{[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}-l,3-cyclohexanedicarboxylicacid, 
N'-[(l S,2R)-3-[([ 1,1 *4>iphenyl]-3-ylmethyl)amino]-l -(3,5-difluorobenzyl)-2- 
1 0 hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS > 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N , -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 

phenylpropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l,3-tWazol-5- 
ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
20 thienylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^iClS^R^l^^-difluorobenzy^-hydroxy-S-KS-methoxy-l^^^- 
tetrahydro^-naphtlmleny^aminolpropyU-S-methyl-^^-dipropylisoplithalamide, 

N 1 - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
pyrazinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3,5-dimethoxybenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2RHK3> difluorobe ^0-2-hydroxy-3-{[3^ 

(trifluorome%l)benzyl]amino}p^^ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(7-methoxy-l,2,3,4- 

30 tetxahydro-l-raphthalenyl)amino]pro^^ 

N l -((lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3- 
(trifluoromethoxy)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 Klipropylisophthalamide, 
N'-IClS^RJ-l-CS^-difluorobenzy^-S-tCS-fluorobenzylJamino]^- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N'-KlS^-l^^-difluorobenzylH-hydroxy-S-tCB- 
isopropoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-[(3-bromobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(5-methoxy-l,2,3,4- 

tetrahydro-l-naphthalenyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypTopyl]-5- 

methoxy-N 3 ,N 3 -dipropylisophthalamide 

N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 

10 N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

chloro-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 

N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 
15 N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

fluoro-N 3 ,N 3 -dipropylisophthalamide, 

N'-iClS^Rj-l-benzyl^-hydroxy-S-tCS-methylbenzy^aminolpropylJ-NS^S- 

dipropylisophthalamide, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
20 methoxyben2yl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 

N 3 -{(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l ,3-tbiazol-5- 
ylmethyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxyben2yl)amino]propyl}[l,r-biphenyl]-3-carboxamide, 
25 N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-N 3 -(2- 

methoxyethyl)-N 3 -propylisoph1halamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(lR)-l,2,3,4-tetrahydro-l- 

naphlhalenylamino]propyl}-5-methyl-N 3 ^Sf 3 -dipropylisophthalamide, 

N'-[(lR)-3-{[3,5-bis(trifluoromethyl)benzyl]amino}-l-(3,5-difluorobenzyl)-2- 

30 hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 <(lS,2R)4-ben2yl-3-{[2-fluoro-5-(trifluoromethyl)benzyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophttialamide, 

N 1 -((lS,2R)-l-benzyl-3-{[3-fluoro-5-(trifluoromethyl)ben2yl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -((lS,2R)-l-benzyl-3-{[4-fluoro-3-(trifluoromethyl)benzyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N'-((lS,2R)-l-benzyl-3-{[4-chloro-3-(trifluoromethyl)benzyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 - {( 1 S)- 1 -benzyl-2-hydroxy-3-[(3-nitrobenzyl)amino]propyl} -N 3 ,N 3 - 

dipropylisophthalamide, 

N'-CClS^Ryi-benzyl-S-fCSKdifluoromethoxy^enzyllamino}^- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-3-[(3-ethoxybenzyl)amino]-2-hydroxypropyl}-N 3 ,N 3 - 

10 dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-3-[(3-bromo-4-fluorobenzyl)amino]-2-hydroxypropyl}- 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3,5-dimethylbenzyl)amino]-2- 

hydroxypropyll-S-methyl-^^-dipropylisophthalamide, 
15 N'-iClS^R^l-CS^-difluorobenzy^-S-tCS-ethoxybenzy^amino]^- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
phenoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(4-methyl-l,3-thiazol-2- 
20 yl)methyl]ammo}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 4(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-liydroxypropyl]-N 3 - 

methyl-N 3 -propylisophthalamide, 

N 3 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3- 

(trifluoromethyl)benzyl]amino}pr^^^ 
25 N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l-methyl-l- 
phenylethyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(7-methoxy-l,2,3,4- 
tetrahydro-l-naphthalenyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophtbalamid^ 

isomer B, 

30 N^fClS^-l-CS.S^fluorobenzy^O^Ca-fiirylmethyliatnino]^- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'^ClS^-l-CS.S-difluorobenzyO^-hydroxy-S-tCtetrahydro-S- 
furanylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
propoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
pyridinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N'-tClS^^-S-Cbenzylaminoj-l^S^-difluorobenzyO^-hydroxypropylj-S- 
hydroxy-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- { [ 1 -methyl- 1-(3- 
methylphenyl)ethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ] -{(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l S)-l ,2,3,4-tetrahydro-l- 
1 0 naphthalenylamino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(2,5-dimethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[2-chloro-5-(trifluoromethyl)benzyl]amino}-l-(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N , -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2-hydroxy-5- 
methylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5-chloro-N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(l -methyl-1- 
phenylethyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[(lR)-l-(3-bromophenyl)ethyl]amino}-l-(3,5-difluorobenzyl)- 
20 2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N'-tClS^-l-CS^-difluorobenzy^^-hydroxy-S-KS- 
hydroxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-fClS^-l-benzyl^-hydroxy-S-KS-methoxybenzyOaminoJpropylJ-S- 
cyano-N 3 ,N 3 -dipropylisophthalamide hydrochloride, 
25 N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -N 3 ,N 3 - 

dipropyl-l,3,5-benzenetricarboxamide, 

5-(aminosulfonyl)-N'-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N-dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -N 3 ,N 3 - 

30 dipropyl-5-(l-pyrrolidinylsulfonyl)isophthalamide, 

N 1 -{(lS,2R)-l-ben2yl-2-hydroxy-3-[(3-me1hoxybenzyl)amino]propyl}-5- 

[(methylamino)sulfonyl]-N 3 ^S[ 3 -dipropylisophthalaniide, 

N 1 -{(lS,2R)-l-ber^l-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

[(dimethylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide, 
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N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
[(dipropylamino)sulfonyl]propanamide, 

N-{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-oxo-5-(l-piperidinyl)pentanamide, 
5 N- {( 1 S ,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
ethyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -5-tert- 
1 0 butyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

cyano-N 3 -propylisophthalamide, 

N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
15 N-{(1S^R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} -1 -propyl-1 H-indole-6-carboxamide, 

N , -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3,4-dimethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-[(3-aminobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
20 hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({l-methyl-l-[3- 

(trifluoromethyl)phenyl]ethyl} amino)propyl]-N 5 ,N 5 -dipropyl-3 ,5- 

pyridinedicarboxamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lR,2S)-2-hydroxy-2,3- 

25 dihy(ko4H-inden-l-yl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(lR)-2,3-dihydro-lH-inden-l- 
ylamino]-2-hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5-chloro-N , -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l-methyl-l- 
phenylethyl)amino]propyl}-N 3 ,N 3 -bis(2-methoxyethyl)isophthalamide, 
30 N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 

phenylcyclopentyl)amino]propyl}-N 5 ^ 5 -dipropyl-3,5-pyridinedicaiboxamide, 

N , <(lS,2R)-lK3,5-difluorobenzyl)-3-{[3Kdimethylamino)benzyl]amino}-2- 
hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N'-((l S,2R)-1 -(3,5-difluorobenzyl)-3- {[(4,5-dimethyl-2-fiiryl)methyl]amino} - 
2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
phenylcyclopentyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-IClS^^-l-CS.S-difluorobenzyO^-hydroxy-S-tCS- 
iodobenzyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
phenylcyclopropyl)amino]propyl}-N 5 3 N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3 - 
isopropenylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
propoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-IClS^-HS^-difluorobenzyO-S-Chexylamino^-hydroxypropylJ-S- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-(3-methyl-5-oxo-4,5-dihydro-lH-pyrazol-l- 

yl)benzamide, 

methyl 4-({[(2R,3S)^-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)benzoate, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
methoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(5- 
isoxazolylmethyl)amino]propyl}-5-me1hyl-N 3 ,N 3 -dipropylisoph(halainide, 

(lR,2R)-N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodoben2yl)amino]propyl} -N 2 ,N 2 -dipropyl- 1 ,2-cyclopropanedicarboxamide, 

N 3 -((lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-N^N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N'-iClS^-l-CS.S-difluorobei^O^-hydroxy-S-^- 
me1hoxyben2yl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-IClS^-l-CS^-difluorobenzyO^-hydroxy-S-KS- 
isopropylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 3 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 
N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide 1 -oxide, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-ethynyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(7-oxabicyclo[2.2.1]hept-2- 
ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((l S,2R)-l-(3,5-difluoroben2yl)-2-hydroxy-3- {[(2-methyl-l ,3-thiazol-5- 
10 yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(2-ethyl-l,3-thiazol-5- 
yl)me%l]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -[(lS,2R)-3-(butylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

ethynyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -{(lS,2R)-l-(3,5-difluoroben2yl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-3-(5-hexynylamino)-2-hydroxypropyl]-5- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(5-methyl-2- 
20 furyl)methyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(l -methyl-1 - 
phenylethyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 

N 1 -((lS,2R)-l<3,5-difluorobenzyl)-3-{[lK2-furyl)-l-methylethyl]amino}-2- 

hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophfhalamide, 
25 N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-5- 

isoxazolyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isobutyl-l,3-thiazol-5- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
30 hydroxypropyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N , -[(lS,2R)-3-[([l,l , -biphenyl]-4-ylmethyl)amino]-l-(3,5-difluorobenzyl)-2- 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(lH-imidazol-5- 

ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N'-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(2-phenyl-l H-imidazol-5- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(lS,2R)-3-{[(2-butyM-chloro4H-imidazol-5-yl)methyl]amino}-l-(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-tClS^-S-dtS-cyano-e-CmethylsulfanyO^-pyridinyllmethylJamino)-!- 
(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

[5-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- 
methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)-2-furyl]methyl acetate, 

N 1 -[(lS,2R)-3-[(l-benzofuran-3-ylmethyl)amino]-l-(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

methyl 4-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-me%lbenzoyl}amino)-2-hydroxybutyl]amino}methyl)-l-methyl-lH-pyrrole-2- 

carboxylate, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(l-methyl-lH-pyrrol-2- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(1 S,2R)-3- { [(5-chloro-2-thienyl)methyl]amino} -l-(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -(3 ,5 -difluorobenzyl)-2-hydroxy-3- {[( 1 -methyl- 1 H-indol-2- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-IClS^Ri^-iKl-benzyl-lH-indol-S-y^methyllamino}-!^^- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(l-methyl-lH-indol-3- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(lS,2R)-3-{[(2-butyl-lH-imidazol-5-yl)methyl]ammo}-l-(3,5- 
difluoroben2yl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

methyl 3-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}mefliyl)-lH-indole-6-carboxylate, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl}-5- 

(cyanomethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

(hydroxymethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N'-iClS^RJ-l-benzyl^-hydroxy-S-ICS-methoxybenzyOaminolpropyl}^- 

ethynyl-N 3 ,N 3 -dipropylisophthalamide, 
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N^IClS^^^-benzyl-Z-hydroxy-S^CS-iodobenzyOam^propyll-N^N 3 - 
dipropyl -5 -prop- 1 -ynylisophthalamide s 

N 3 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4'- 
methoxy-N 5 ,N 5 -dipropyl[ 1 , 1 -biphenyl]-3,5-dicarboxamide hydrochloride, 
5 N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} -N 5 ,N 5 -dipropyl[ 1 , 1 '-biphenyl]-3 ,5-dicarboxamide, 

N 3 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 5 ,N 5 - 
dipropyl [1,1 -biphenyl] -3 ,5 -dicarboxamide, 

N 3 - { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -4 ! - 
1 0 [(dimethylamino)sulfonyl] -N 5 ? N 5 -dipropyl-l , 1 f -biphenyl-3 ? 5-dicarboxamide ? 

N 3 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-4 ? ^ 
[(dimethylamino)sulfonyl]-N 5 ? N 5 -dipropyl- 1 , 1 '-biphenyl-3 ,5-dicarboxamide, 

N-{(lR,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-methyl-5-pentenoylbenzamide, 
15 N l -{(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 -(3-hydroxypropyl)-5-methyl-N 3 - 
propylisophthalamide, 

N^iClS^Rj^-hydroxy-l^-hydroxybenzyO-S-tCS- 
methoxybenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 
20 N^-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
methyl-N^^N^-dipropylisophthalamide, 

NJ-IClS^R^l^^-difluorobenzyl^-hydroxy^-tfS- 

methoxybenzyl)amino]propyl}-4-methyl- N^N^-dipropylisophthalamide, 

N 1 - {( 1 S S 2R)- 1 -B enzy 1 -2 -hy droxy-3 - [(3 -methoxybenzyl)amino]propyl } - 
25 N 3 ,N 3 ? N 5 ,N 5 -tetrapropylbenzene-l ,3 s 54ricarboxamide, 

N 1 -{(lS ) 2R)-l-(3,5^Difluorobenzyl)-3«[(3-e%lbenzyl)amino]-^ 
hydroxypropyl}-N 3 > N 3 -dipropylbenzene-l 5 3,5-tricarboxamide, 

ethyl 3-[({(lS 5 2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyI]-5- 
30 [(dipropylamino)carbonyl]benzoate, 

N^(lS s 2R)-l-benzyl-2-hyckoxy-3-[(3H^ 
dipropyl-5- {[(trifluoromethyl)sulfonyl]amino} isophthalamide, 
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S-amino-N'^ClS^R^l-benzyl-Z-hydroxy-S-KS- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R> 1 -benzyl-2-hydroxy-3 -[(3-methoxybenzyl)amino]propyl } -5- 
[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 - {( 1 S,2R> 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -N 3 ,N 3 - 

dipropyl-5-[(thien-2-ylsulfonyl)amino]isophthalamide, 

N l - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -N 3 ,N 3 - 
dipropyl-5-[(fhien-2-ylcarbonyl)amino]isophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3-methoxybenzyl)amino]propyl } -5- 
1 0 (methacryloylamino)-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxy-3 -[(3-methoxyben2yl)amino]propyl } -5- 
[(phenylsulfonyl)amino]-N 3 ? N 3 -dipropylisophthalamide, 

N-{(lS,2R)4-benzyl-2-hydroxy-34(3-methoxybenzyl)amino]propyl}-5- 

(methylthio)pentanamide, 
1 5 3-amino-N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 

methoxybenzyOaminolpropyll^-methylbutanamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-2- 

ethylhexanamide, 

N-{(lS,2R)4-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-3- 

20 [(isobutylsulfonyl)amino]propanamide, 

N^IClS^RJ-l-CS^-difluorobenzylJ-l-hydroxy-S-fCS- 
iodobenzyl)amino]propyl}-N 3 -(isobutylsulfonyl)-beta-alaninamide, 

S-bromo-N^iClS^RVl-CS^-difluorobenzy^-hydroxy-S-^- 
iodobenzyl)amino]propyl} -N 3 5 N 3 -dipropylisophthalamide 5 and 
25 N 1 -{(lS ? 2R)-l-(3 ,5-difluorobenzyl)-2-hydroxy-3-[(l - 

phenylcyclopropyl)amino]pro^ 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[(2-oxo-2,3-dihydro-l,3-benzoxazol-6- 

yl)methyl]amino}propyl)-5-me%^ 

N^IClS^Ryi-CS^-difluorobenzylJ-S-tCS-ethylbenzyOamino]^- 
30 hydroxypropyl}-N 3 ,N 3 -dipropyl-5-{[(trifluoromethyl)sulfonyl]am 

3-[({(lS 5 2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5-[(dipropylamino)c 

acid, 
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N'-{(lS^R>H3,5^ifluoiobeiizyl)-3-[(3^%lbenzyl)aniino]-2- 
hydroxypropyl } -N 3 ,N 3 -dipropyl-5-prop- 1 -ynylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino]pro 
pyl}_4-hydroxy-3-(pyn:olidm-l-ylcarbonyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino]pro 
pyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-5-(l,3-thiazol-2-yl)isophthalamide, 

N'-IClS^Ryi^^-difluorobenzyl^-hydroxy-S-^- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 -propylisophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-isobutyl-l,2,4-oxadiazol 
-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 - {(1 S,2R)-l-(3,5-difluoroben2yl)-3-[(3-ethynylbenzyl)amino]-2- 
hydroxypropyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 
N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropylbenzyl)amino]propyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(4-hydroxybut- 1 - 
ynyl)benzyl]ammo}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalainide, 

l-{3-[({(lS,2R)-l-(3,5-difluoroben2yl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}amino)carbonyl]-5-methylbenzoyl}-L-prolinamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 -isopropyl-5-methylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 -ethyl-N 3 ,5-dimethylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 ,5-dimethyl-N 3 -prop-2-ynylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylben2yl)amino]-2- 

hydroxypropyl}-N 3 -isobutyl-5-methylisophthalamide, 

N , -(sec-butyl)-N 3 -{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]- 

2-hydroxypropyl}-5-methylisophthalamide, 

N^butyl-^-IClS^RJ-l-CS^-difluorobenzy^-S-tCS-ethylbenzy^amino]^- 

hydroxypropyl}-5-methylisophthalamide, 
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N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 ,N 3 -diethyl-5-methylisophthalamide, 

N 1 -{(lS,2R)4-(3,5-difluorobenzyl)-3^(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 ,5-dimethyl-N 3 -propylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenzy l)amino] -2- 
hydroxypropyl} -N 3 -isopropyl-N 3 ,5-dimethylisophthalamide, 

N i -butyl-N 3 -{(lS,2R)4K3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amiTO 
hydroxypropyl } -N 1 ,5-dimethylisophthalamide, 

N l -{(lS 5 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 -isobutyl-N 3 ,5-dimethylisophthalamide ? 

N 1 -{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 -ethyl-5-methyl-N 3 -propylisophthalamide ? 

N^IClS^R^l-tS^-difluorobenzy^-S^CS-ethylbenzy^amino]^- 
hydroxypropyl} -N 3 -ethyl-N 3 -isopropyl-5-methylisophthalamide ? 

N\N i -diallyl-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-34(3-ethylbe^ 

hydroxypropyl}-5-methylisophthalamide, 

3-(azepan-l-ylcarbonyl)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)amino]-2-hydroxypropyl}-5-methylbenzamide 

N-{(lS ? 2R)-l<3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3- [(4-hydroxypiperidin-l -yl)carbonyl]-5-methylbenzamide 5 

N-{(lS ? 2R)-l-(3 5 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3- [(3-hydroxypiperidin-l-yl)carbonyl]-5-methylbenzamide 5 

N 1 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)am^ 
hydroxypropyl} -N 3 ,N 3 -diisopropyl-5-methylisophthalamide, 

N 1 -butyl-N 3 -{(lS,2R)4K3 ? 5-difluorobenzyl)-34(3-ethylben2yl)am 
hydroxypropy^-N^ethyl-S-methylisophflialamide, 

N^cyclopropylme%l)-N 3 -{(lS^ 

efhylbenzyl)ai^ 

N 1 -cyclohexyl-N 3 -{(lS 5 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)am 

2-hydroxypropyl}-N 1 ,5-dimethylisophthalamide, 

N^(lS£R)-H3>5-difluorobe^ 

methylphenyl)cycloprop yl]ami^ 

and 
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N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-{[(trifluoromethyl)sulfonyl]amino}benzamide. 

25. A substituted amine of formula (X) according to claim 1 which is selected from 

the group consisting of: 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 

methyl-5-(2-propylpentanoyl)benzarnide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-(2-ethylpentanoyl)-5-methylbenzamide, 

N-{(lS,2R)-l-benzyl-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}-3-methyl- 

5-(2-propylpentanoyl)benzamide, 

N-{(lS,2R)-l-benzyl-3-[(3-ethynylbenzyl)amino]-2-hydroxypropyl}-3- 

methyl-5-(2-propylpentanoyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylben2yl)amino]-2- 
hydroxypropyl } -3 -(2-ethylbutanoyl)-5-methylbenzamide, 

N 1 - {(1 S,2R)-1 -benzyl-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}-5-(2- 

propylpentanoyl)isophthalamide, 

N- {(1 S,2R)- 1 -benzyl-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl} -3-(2- 
ethylpentanoyl)-5-methylbenzamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-(2-propylpentanoyl)isophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)arnino]propyl}-5-(2-propylpentanoyl)isophthalamide, 

N-[(lS,2R)-3-[(3^thylbenzyl)ammo]-2-hydroxy4K4-hydroxybenzyl)propyl]- 

3-methyl-5-(2-propylpentanoyl)benzamide, 

N- {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-methyl-5-(2-propylpentanoyl)benzamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-methyl-5-(2-propylpentanoyl)benzamide, 

Ni-ttlS^RVl-CS.S-difluorobenzy^^-hydroxy-S-ltS-CS- 
pyridinyl)ber^yl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-CClS^Ri-l-CS.S-difluorobenzy^^-hydroxy-S-itS^- 

pyridinyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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NM(lS;2RHK3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl-5-( 1 -propynyl)isophthalamide, 

Ni-IClS^^-l-CS^-difluorobenzylJ-S-tCS-ethylbenzyDamino]^- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-(l-propynyl)isophthalamide, 

N 1 -{(lS,2R)-l-( 3 ,5-difluoroben2yl)-3-[(3-ethylben2yl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-(2-propynyl)isophthalamide, 

N^KlS^-l-CS^-difluorobenzyO^-hydroxy-S-tCS- 
me1hoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-5-(2-propynyl)isophthalamide, 

Ni-^lS^^-l-CcyclohexylmethyO^-hydroxy-S-CCS- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Nl-[(lS,2R)-3-(benzylamino)-2-hydroxy-l-(3-thienylmethyl)propyl]-5- 
methyI-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2- 
thienylmethyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS)-14(lR)-2-(benzylamino)-l-hydroxyethyl]-3-butynyl}-N 3 ,N 3 - 
dipropyl-l,3>5-benzenetricarboxamide, 

N 1 -[(1 S^R)-2-hydroxy-3-[(3-me1hoxybenzyl)amino]-l -(3- 
thienylmethyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -(2-thienylmethyl)propyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -(3-fuiylmethyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-3-(benzylamino)-l-[4-(benzyloxy)benzyl]-2-hydroxypropyl}- 
N 3 ,N 3 -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-l-(2-furylmethyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l-(cyclohexylmethyl)-2-hydroxypropyl]-5- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4-hydroxybenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -[( 1 S ,2R)-3-(benzylamino)-2-hydroxy- 1 -( 1 -naphthylmethyl)propyl]- 

N 3 ,N 3 -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

23 ? 5-trideoxy-3-({34(dipropylamino)carbonyl]-5-inethylbenzoyl}amino)-5- 
[(3-methoxybenzyl)amino]-l-S-phenyl-l4hio-D-erythro-pentitol ; 
5 N 1 -[(1 S,2R)-3-(benzylamino)-l -(3-furylmethyl)-2-hydroxypropyl]-5-methyl- 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S)- 1 - {( 1 R)- 1 -hydroxy-2-[(3-methoxybenzyl)amino]ethyl} -3- 
methylbutyl)-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

N^lS,2R)-3-(benzylaminoH^ 
10 dipropyl-l,3,5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)-1 -(4-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(1 S,2R)-3-(benzylamino)-l -(2-furylmethyl)-2-hydroxypropyl]-5-methyl- 
N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(l- 
naphthylmethyl)propyl]-5-mefhyl- N 3 ,N 3 -dipropylisophthalamide, 

N^lS)-H(lR)-2^enzylami^^^ 
dipropyl- 1 ,3 , 5 -benzenetricarboxamide, 

N^IClS^-l-^-Cbenzyloxy^enzylJ^-hydroxy-S-tCS- 

20 methoxybenzyl)amino]propyl}-^ 

N^(lS,2R)-3-(beIlzylammo)-2-h^^ 
methyl- N 3 ,N 3 -dipropylisophthalamide, 

N^lS)-l-{(lR)-l-hydroxy-2-[(3-me&^^ 
5-methyl- N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 -((lS)-l-{(lR)-l-hydroxy-2-[(3-methoxybenzyl)amino]ethyl}-3-buty^ 

N 3 ,N 3 -dipropyl- 1,3,5 -benzenetricarboxamide, 

5-(benzylamino)-23 J 5-trideoxy-3<{3-[(dipropylamino)carbonyl]-5- 
methylbenzoyl} amino)- 1 -S-phenyl- 1 -thio-D-erythro-pentitol, 
N 1 - {( 1 S,2R)-1 -[4-(benzyloxy)benzyl]-2-hydroxy-3-[(3 - 
30 methoxybenzyl)amino]propyl}- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
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N 1 -[(1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -(4-hydroxybenzyl)propyl]-N 3 ,N 3 - 
dipropyl-1 ,3 ,5-benzenetricarboxamide, 

Ni-tClS^-l-hydroxy-S-tCS-methoxybenzylJamino]-!^!- 
naphthylmethyl)propyl]- N 3 ,N 3 -dipropyl-1 ,3 ,5-benzenetricarboxamide, 
5 n!-{(1 S)-l -[(lR)-2-(benzylamino)-l -hydroxyethyl]-3-methylbutyl}-5- 

methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(4-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l-(3-furylmethyl)-2-hydroxypropyl]-N 3 ,N 3 - 
10 dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -((lS)-l-{(lR)-l-hydroxy-2-[(3-methoxybenzyl)amino]ethyl}-3- 

methylbutyl)- N 3 ,N 3 -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l-(4-fluorobenzyl)-2-hydroxypropyl]-5-methyl- 

N 3 ,N 3 -dipropylisophthalamide, 
1 5 n!-[(1 S^R)-3-(berizylamino)-l-(2-furylmethyl)-2-hydroxypropyl]- N 3 ,N 3 - 

dipropyl- 1,3,5 -benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
N 1 -[(1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -(1 -naphthylmethyl)propyl]-5- 
20 methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(1 S,2R)-l-(cyclohexylmethyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -[( 1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -(2-thienylmethyl)propyl] -N 3 ,N 3 - 
dipropyl- 1,3,5 -benzenetricarboxamide, 
25 n!-{(1 S,2R)-l-(3-furylmethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-3-(benzylamino)-l-[4-(benzyloxy)benzyl]-2-hydroxypropyl}-5- 
methyl- N 3 ,N 3 -dipropylisophthalarnide, 

Nl-{(lS,2R)-l-(2-furylmethyl)-2-hydroxy-3-[(3- 
30 methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
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N 1 -[(lS,2R)-3-(benzylamino)-2-hydroxy-l-(3-thienylmethyl)propyl]-N 3 ,N 3 - 
dipropyl -1,3,5 -benzenetricarboxamide , 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2- 
thienylmethyl)propyl]-N 3 ,N 3 -dipropyl-l 5 3,5-benzenetricarboxamide, 
5 N 1 - {(1 S)-l-[(l R)-2-(benzylamino)-l -hydroxyethyl]-3-butynyl} -5-methyl- 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -(3- 
thienylmethyl)propyl]-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
N 1 - {(1 S,2R)-1 -(cyclohexylmethyl)-2-hydroxy-3-[(3- 
10 methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybeti2yl)amino]-l-(3- 
thienylmethyl)propyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2- 
thienylmethyl)propyl]-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
15 N 1 - {(1 S,2R)- 1 -(2-furylmethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

Ni-KlS^-l^S-furylmethy^^-hydroxy-S-^- 
methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
N 1 -{(lS,2R)-2-hydroxy-l-(4-hydroxybeti2yl)-3-[(3- 
20 methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
N 1 -((lS)-l-{(lR)-l-hydroxy-2-[(3-methoxyberi2yl)amino]ethyl}-3- 
methylbutyl)- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-l-(4-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxyberizyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxaniide, 
25 N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino3-l-(l- 

naphthyhnethyl)propyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)-l-[4-(benzyloxy)benzyl]-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
N^IClS^RJ^-hydroxy-l-fS-OiydroxymethyObenzyll-S-KS- 

30 methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N^lS,2R)O-[(3^%lbenzy0^ 
(hydroxymethyl)benzyl]propyl}-5-m^ 

N 1 - {(1 S,2R)-2-hydroxy-l -[3-(hydroxymethyl)benzyl]-3-[(3- 
iodobenzyl)amino]propyl}-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
5 N 1 - {(1 S,2R)-2-hydroxy-l -[4-(hydroxymethyl)benzyl]-3-[(3- 

iodobenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-3-[(3-ethylbenzyl)axnino]-2-hydroxy-l-[4- 
(hydroxymethyl)benzyl]propyl}-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-2-hydroxy- 1 -[4-(hydroxymethyl)benzyl]-3-[(3- 
10 methoxybenzyl)amino]propyl}-5^ 

NM(1 S,2RHK 3 -fluoro-54iydro^^ 
methoxybenzyl)amino]pro^^ 

N^(lS^2R)-3-[(3-ethylbenzyl)am 
hydroxypropyl]-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
15 Ni^ClS^-l^S-fluoro-S-hydroxybenzyO^-hydroxy-S-fCS- 
iodobenzyl)amino]propyl}-5-methyl-N 3 ) N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)443-(benzyloxy)-5-fluorobenzyl]-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-methyl-N 3 ) N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -[3-(benzyloxy)-5-fluorobenzyl]-2-hydroxy-3-[(3- 

20 methoxybenzyl)amino^ 

N-{(lS ? 2R)4-[4-(benzyloxy)benzyl]-2-hydroxy-3-[(3- 
methoxybeiizyl)amino]propyl}-3-[(dipropylamino)sulfonyl]propanamide ? 

Ni-tClS^-l-^-Cbenzyloxy^enzyll-l-hydroxy-S-tCS- 
methoxybeiizyl)amino]propyl}-N 5 ? N 5 -dipropylpentanediamide ? 
25 3-[(dipropylamino)sulfonyl]-N-[(l S ? 2R)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]-l-(l-naph%lmethyl)propyl]propanamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(l- 
naphthylmethyl)propyl]-N 5 ,N 5 -dipropylpentanediamide, 
34(dipropylamino)sulfo^ 
30 methoxybenzyOaminolpropyllpropanamide, 
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N 1 - {(1 S,2R)-1 -(4-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} - N 5 ,N 5 -dipropylpentanediamide, 

3-[(dipropylamino)sulfonyl]-N- {( 1 S,2R)-2-hydroxy- 1 -(4-hydroxybenzyl)-3- 
[(3-methoxybenzyl)amino]propyl}propanamide, 

N 1 - {(1 S,2R)-2-hydroxy-l -(4-hydroxybenzyl)-3-[(3- 

methoxyben2yl)amino]propyl} - N 5 ,N 5 -dipropylpentanediamide, 

3-[(dipropylamino)sulfonyl]-N-{(lS,2R)-l-(3-fiirylmethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } propanamide, 

N 1 -{(lS,2R)-l-(2-furylmethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} - N 5 ,N 5 -dipropylpentanediamide, 

3-[(dipropylamino)sulfonyl]-N- {(1 S,2R)-1 -(2-fiirylmethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}propanamide, 

Ni-IClS^-l-CS-furylmethyl^-hydroxy-S-^- 

methoxybenzyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 
3-[(dipropylamino)sulfonyl]-N-[(lS,2R)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]-l-(2-thienylmethyl)propyl]propanamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(3- 

thienylmethyl)propyl]- N 5 ,N 5 -dipropylpentanediamide, 

3-[(dipropylamino)sulfonyl]-N-[(lS,2R)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]- 1 -(3-thienylme%l)propyl]propanamide, 
N 1 -[(lS v 2R)-2-hydroxy-3-[(3-methoxyben2yl)amino]-l-(2- 

thienylmethyl)propyl]-N 5 ,N 5 -dipropylpentanediamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -3- {[(2R)-1 -ethylpyrrolidinyl]carbonyl} -5- 

raethylbenzamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluoroben2yl)-2-hydroxy-3-[(3- 
methoxyben2yl)amino]propyl}-3-{[(2S)-l-ethylpyrrolidinyl]carbonyl}-5- 

methylbenzamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-[(l-ethyl-lH-imidazol-2-yl)carbonyl]-5- 

methylbenzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
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methoxybenzyl)ami^ 
methylbenzamide, 

N 1 -((1 S 5 2S)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-2- { 1 -[(3- 
methoxybenzyl)amino]cyclopropyl}ethyl)-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -(( 1 S,2S)-1 -(3 ,5-difluorobenzyl)-2- { 1 -[(3-ethylbenzyl)amino]cyclopropyl } - 

2-hydroxyethyl)-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

(lR ? 2R,3R)-Nl-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -N 2 ,N 2 -dipropyl- 1 ,2,3 -cyclopropanetricarboxamide, 

(lR^R^^-N^IClS^-l-CS^-difluorobenzyO^-hydroxy^-tCS- 

10 methoxybenzyl)amino]propyl}-3-phenyl- N 2 N 2 -dipropyl-l ? 2- 
cyclopropanedicarboxamide, 

(lR,2R ? 3R)-N 1 -{(lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} -3-methyl- N 2 ,N 2 -dipropyl- 1 ,2- 
cyclopropanedicarboxamide, 
15 (lR > 2R J 3S)-N 1 -{(lS,2R)4<3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-mefhyl- N 2 ,N 2 -dipropyl-l ,2- 
cyclopropanedicarboxamide, 

(lR 5 2R ? 3S)-N 1 -{(lS ) 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-phenyl-N 2 ? N 2 -dipropyl-l 5 2- 
20 cyclopropanedicarboxamide, 

(lR,2R J 3S)-N 1 -{(lS,2R)-l-(3 5 5-dinuorobenzyl)-2-hydroxy-3-[(3 
methoxybenzyl)amino]propyl}- N 2 ,N 2 -dipropyl-l ,2,3-cyclopropanetricarboxamide, 

(lR ? 2R,3S)-3-(2-amino-2-oxo 
hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 2 ,N 2 -dipropyl-l,2- 
25 cyclopropanedicarboxamide, 

(lR,2R,3R)-3<2-amino-2-oxoethy^^ 
hydroxy-3-[(3-methoxybenzyl)amino]propyl} - N 2 ,N 2 -dipropyl-l ,2- 
cyclopropanedicarboxamide, 

(lR,2R,3S)-N-{(lS,2R)4-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
30 methoxybenzyl)amino]propyl}--2-[2-(dipropylamino)-2-oxoethyl]-3- 
methylcyclopropanecarboxamide, 
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(lR^R^^-N-IClS^RJ-l-CS^-difluorobenzyO-Z-hydroxy-S-fCS- 
methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 

methylcyclopropanecarboxamide, 

(lS,2R,3R)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
5 methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
phenylcyclopropanecarboxamide, 

(1 S,2R,3S)-N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
phenylcyclopropanecarboxamide, 

10 (1 S^R^-N 1 - {( 1 S,2R) - 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-3-[2-(dipropylamino)-2-oxoethyl]-l 5 2- 
cyclopropanedicarboxamide, 

(lS > 2R,3S)-N 1 -{(lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -3-[2-(dipropylamino)-2-oxoethyl]- 1 ,2- 
1 5 cyclopropanedicarboxamide, 

N 1 - {(1 S,2R)-1 -(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } - N 3 ,N 3 -dipropyl-5 - 
{ [(trifluoromethyl)sulfonyl] amino} isophthalamide, 

N 1 -{(lS ? 2R)4-(3 5 5-difluorobenzyl)-34(3-ethylbenzyl)am^ 

20 hydroxypropyl}- N^ 5 N^-dipropyl-5- 

{[(trifluoromethyl)sulfonyl]amino}isophthalamide, 

N 1 -{(lS ? 2R)-l-benzyl-3-[(3-ethylbenzyl)amino]-2-hydroxypra^^^ 
dipropyl-5 - { [(trifluoromethyl)sulfonyl]amino} isophthalamide, 

N 1 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
25 hydroxypropyl}-5-{methyl[(trifluoromethyl)sulfonyl]amino}-N 3 ? N 3 - 
dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-24iydro^^ 

methoxybenzyl)amino]propyl}-5-{^^ 
dipropylisophthalamide, 
30 Ni^ClS^-l^^-difluorobenzyO^-hydroxy-S-tCS- 
methoxybenzyl)amino]propyl}-N 3 ,N3-dipropyl-5- 
{propyl[(trifluoromethyl)sulfonyl]amino}isophthalamide, 
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Ni-KlS^R^l-CS^^ifluorobenzyO^-hydioxy-S-KS- 
methoxybenzyl)amino]propyl} -5-[(methylsulfonyl)amino]- N 3 ,N 3 - 
dipropylisophthalamide, 

Ni-IClS^^-l-CS.S-difluorobenzyO-l-hydroxy-S-tCS- 

5 methoxybenzyl)amino]propyl}-5-[(phenylsulfonyl)amino]-N 3 ? N 3 - 
dipropylisophthalamide, 

N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropylbenzyl)amino]propyl}-3-[(dipropylamino)sulfonyl]propanamide 5 
^{(IS^^KS^-difluorobenzyO-S^CS-ethynylbenzyOamino]-!- 
10 hydroxypropyl}-3-[(dipropylamino)sulfonyl]propanamide 5 
N^(l S,2R)-l-(3,5-difluorote 
hydroxypropyl)-3-[(dipropylamino)sulfonyl]propanamide, 

N-((lS ? 2R)-l-(3,5-dinuorobenzyl)-3-{[(2-ethyl-l ? 3-thiazol-5- 
yl)methyl]amino}-2-hydroxypropyl)-3-[(dipropylamino)sulfonyl]propana 
1 5 N-((l S ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3- {[(2-isobutyl-l ; 3-thiazol-5- 

yl)methyl]amino}propyl)-3-[(dipropylamino)sulfonyl]propanamide 5 

N-((l S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- { [(3-isobutyl-5- 
isoxazolyl)methyl]amino}propyl)-3-[(dipropylamino)sulfonyl]propanamide ? 
N-[( 1 S 5 2R)-3-[(3-cyclopropylbenzyl)amino]- 1 -(3 ,5-difluorobenzyl)-2- 
20 hydroxypropylj-S-ICdipropylaminoJsulfonyypropanamide, 

Nl -[(1 S,2R)-3-[(3-cyclopropylbenzyl)amino]- 1 -(3 ? 5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ? N 3 -dipropylisophthalamide 5 

N 1 -((1 S,2R)- 1 -(3 5 5-difluorobenzyl)-2-hydroxy-3- {[3-(l ? 3-thiazol-2- 
yl)benzyl]amino}propyl)-5-methyl-N 3 ^ 3 -dipropylisophthalamide ? 
25 N 1 K(lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-{[3-(13-oxazol-2- 
yl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

Ni-CClS^R^S^CS-acetylbenzy^aminol-l^^-difluorobenzyl)^- 
hydroxypropyl]-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-[(3-acetylbenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
30 hydroxypropyl]-N 3 ,N 3 -dipropyl-l 5 3 ? 5-benzenetricarboxamide, 
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N 1 -[(lS,2R)-3-[(3-acetylbenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-(aminosulfonyl)- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(1 S,2R)-3-[(3-acetylbenzyl)amino]- 1 -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-(methylsulfonyl)- N 3 JS( 3 -dipropylisophthalamide, 
5 N 1 -[( 1 S,2R)-3 - {[3-(diethylamino)benzyl]amino} - 1 -(3 ,5-difluorobenzyl)-2- 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N*-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(4- 
moipholinyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-^lS^-l-CS^-difluorobenzyO^-hydroxy-S-ltS-Cl- 
10 piperazinyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

n!-[(1 S,2R)-3- {[3-(aminosulfonyl)benzyl]amino} -1 -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Nl-[(lS,2R)-l-(3,5-difluorobenzyl)-3-({3- 
[(dimethylamino)sulfonyl]benzyl}amino)-2-hydroxypropyl]-5-methyl-N 3 s N 3 - 
15 dipropylisophthalamide, 

n!-((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(l - 
piperidinylsulfonyl)benzyl]amino}propyl)-5-me%l-N 3 ,N 3 -dipropylisophthalamide, 

N^CClS^-l-CS^-difluorobenzy^^-hydroxy^-ftS- 
(methylsulfonyl)benzyl]amino}propyl)-5-me1hyl-N 3 ,N 3 -dipropylisophthalamide, 
20 Ni-^lS^RJ-l-CS^-difluorobenzy^^-hydroxy-S^p- 

(isopropylsulfonyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -[(1 S,2R)-3-{[3-(aminocarbonyl)ben2yl]amino}-l -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-3-( IS- 
IS [(dimethylamino)carbonyl]benzyl}amino)-2-hydroxypropyl]-5-methyl-N 3 JSI 3 
dipropylisophthalamide, 

N 1 -[(1 S,2R)-3-[(3-cyanobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 

hydroxypropyl]-5-metiiyl-N 3 ,N 3 -dipropylisophthalamide, 

3-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- 
30 methylbenzoyl}amino)-2-hydroxybutyl]amino}mefliyl)phenylcarbamate, 
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3-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- 
methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)phenyl dimethylcarbamate, 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(l - 

propynyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5 N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(3-methyl-l- 

butynyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

n!-((1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(2- 

propynyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(5-isobutyl-l,3,4- 

10 oxadiazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-CClS^R^l-CS^-difluorobenzy^-S^CS-CS-ethyl-l^^-oxadiazol^- 

yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisoplitlialamide, 

Ni-CClS^-l-CS^-difluorobenzyO-S-ltS-CS-ethyl-l^^-thiadiazol^-yl) 

methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

15 N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(5-isobutyl-l,3,4- 

tWadiazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 J<[ 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-dinuorobenzyl)-3-{[3-(3-ethyl-l,2,4-thiadiazol-5-yl) 

methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(3-isobutyl-l ,2,4- 

20 thiadiazol-5-yl)me%l]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(3-isobutyl-l,2,4- 

oxadiazol-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-^lS^RJ-l-CS^-difluorobenzyO-S-itS-CS-ethyl-l^^-oxadiazol-S-yl) 

methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

25 Ni-CClS^RVl-CS.S-difluorobenzy^-S-iP-ethyl-l.S-oxazol-S- 

yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isobutyl-l,3-oxazol-5- 

yl)methyl]ammo}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^^lS^RJ-l-CS^-difluorobenzyO^-hydroxy-S^tCS-isobutyl-l^^- 

30 oxadiazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophtlialamide, 
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Ni-^lS^-l-CS^-difluorobenzylH-hydroxy-S^KS-isobutyl-l^^- 
thiadiazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3 - {[(5-ethyl- 1 ,3,4-thiadiazol-2- 
yl)methyl]ammo}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-H3,5-difluoiobenzyl)-3-{[(5-efliyl-l^,4-oxadiazol-2- 
yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^CClS^^-l-CS^-difluorobenzyO-S^tCS-ethyl-l^^-oxadiazol-S- 
yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(3-ethyl-l,2,4-thiadiazol-5- 
yl)me%l]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-isobutyl-l,2,4- 
thiadiazol-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R>l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-isobutyl-l,2,4- 
oxadiazol-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(2-ethyl-2H-tetraazol-5- 
yl)me1hyl]ammo}-2-hydroxypropyl)-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isobutyl-2H-tetraazol- 
5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(2-ethyl-4- 
pyrimidinyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N3,N3- 

dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isopropyl-4- 
pyrimidinyl)methyl]amino}propyl)-5-metiiyl-N 3 ,N 3 -dipropylisoph1halamide, 

Nl-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(2-ethynyl-4- 
pyrimidinyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

Ni-^lS^RJ-l-CS^-difluorobenzylJ^-hydroxy-S-IKe-isopropyM- 
pyrimidinyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(1 S,2R)-l-(3,5-difluorobenzyl)-3-( {[6-(dimethylamino)-4- 

pyrimidinyl]me1hyl}ainino)-2-hydroxypropyl]-5-methyl-N3,N3- 
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dipropylisophthalamide, 

N 1 -[(1 S,2R)-1 -(3 ,5-difluorobenzyl)-3-({[2-(dimethylamino)-4- 
pyrimidinyl]methyl}amino)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -[(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3 -( { [4-(dimethylamino)-2- 
pyrimidinyl]methyl}amino)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(4-isopropyl-2- 

pyrimidinyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3- { [(4-ethyl-2- 
pyrimidinyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N^^lS^-l-CS^-difluorobenzyO-S-itCS-ethyl-S- 

pyridazinyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N 3 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[3-(dimethylamino)benzyl]amino} 

hydroxypropyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(5-isopropyl-3- 
pyridazinyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(l- 
propynyl)benzyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -((1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3 - {[(6-isopropyl-4- 
pyridazinyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
hydroxypropyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

Nl-((lS,2R)-l-( 3 ,5-difluorobenzyl)-3-{[(6-ethyl-4- 
pyridazinyl)methyl]ammo}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropylbenzyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 
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Ni-CflS^^-l-CS^-difluorobenzyO-S^tCe-ethyl-l-pyrazinyOmethylJamino}- 
2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 
5 N 1 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- {[(6-isopropyl-2- 

pyrazinyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -( 3 ,4,5- 
trifluorobenzyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)-2-hydroxy-l -(3,4,5-trifluorobenzyl)-3- { [3- 
10 (trifluorome%l)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-2-hydroxy-l-(2,3,5,6-tetrafluorobeiizyl)-3-{[3- 
(trifluoromethyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybexizyl)amino]-l-(2,3,5,6- 

tetrafluorobenzyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

1 5 n!-((1 S,2R)-l-( 3 ,5-difluorobenzyl)-2-hydroxy-3- {[(lR,2S)-2-hydroxy-6- 

methoxy-2,3-dihydro-lH-inden-l-yl]amino}propyl)-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lR,2S)-2-hydroxy-6- 

metboxy-2,3-dihydro-lH-inden-l-yl]amino}propyl)-N 3 ,N 3 -dipropyl-l ) 3,5- 
20 benzenetricarboxamide, 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-3- { [(1 R,2S)-6-ethyl-2-hydroxy-2,3- 
dihydro-lH-inden-l-yl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -((1 S,2R)-l-(3,5-difluorobenzyl)-3- {[(lR,2S)-6-ethyl-2-hydroxy-2,3- 
25 dihydro-lH-inden-l^aminoJ^-hydroxypropy^-NS^-dipropyl-l^^- 
benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(lH-indol-5-ylmethyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
Ni-lClS^RJ-S-tCS-ethylbenzyOaminol^-hydroxy-l-ClH-indol-S- 
30 ylmethyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -(3- 
methylbenzyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-CClS^^^-hydroxy-S-tCS-methoxybenzylJaminol-l-CS- 
methylbenzyl)propyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
5 N 1 - {(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -[3- 

(trifluoromethyl)benzyl]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-2-hydroxy-3-[(3-meHioxybenzyl)amino]-l-[3- 
(trifluoromethyl)benzyl]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxyben2yl)amino]-l-(2- 
10 pyridinylmethyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2- 
pyridinylmethyl)propyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)4-[3-fluoro-5Ktrifluoromethyl)benzyl]-2-hydroxy-3-[(3- 
methoxyber^l)arrdno]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -{(lS,2R)-l-[3-fluoro-5-(trifluoromeHiyl)benzyl]-2-liydroxy-3-[(3- 
methoxyber^l)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

N 1 - {(1 S,2R)-2-hydroxy-3-[(3-me11ioxybenzyl)ammo]-l -[3 - 
(trifluoromethoxy)bertzyl]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 - {( 1 S,2R)-2-hydroxy-3 -[(3-meflioxybenzyl)amino]- 1 -[3 - 
20 (trifluoromethoxy)benzyl]propyl}-N 3 ,N 3 -dipropyl4,3,5-ber^enetricarboxamide, 

N 1 - {( 1 S,2R)-2-hydroxy-l -(3-hydroxybenzyl)-3-[(3- 
methoxyber^l)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -(3-hydroxybenzyl)-3-[(3- 
methoxyber^l)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
25 Ni-tClS^RJ^-hydroxy-S-tCS-methoxybeazy^amino]-!^- 
methylbenzyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-KlS^-l-hydroxy-S-KS-methoxybenzy^amino]-!^- 
methylbenzyl)propyl]- N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
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Ni-KlS^RJ-l^-fluoro-S-methylbenzyO^-hydroxy-S-fCS- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-KlS^^-l^-fluoro-S-methylbenzyO^-hydroxy-S-CCS- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
5 N 1 - {(1 S,2R)-1 -(4-chlorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(4-chlorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 - {(1 S,2R)-2-hydroxy- l-(3-methoxybenzyl)-3-[(3- 
10 methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(3-methoxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(4-methoxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophfhalamide, 

15 N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4-methoxybenzyl)-3-[(3- 

methoxyben2yl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

N 1 - {(1 S,2R)-l-( 3 -chloro-5-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)ammo]piopyl}-5-methyl-N 3 ^S[ 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3-cMoro-5-fluorobenzyl)-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
N 1 -{(lS,2R)-l-(4-chloro-3-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(4-chloro-3-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxyben2yl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
25 Ni-IClS^RJ-l-CS^-dichlorobenzyl^-hydroxy-S-tCS- 

methoxybenzyl)amino]propyl}-5-mefliyl-N 3 ,N 3 -dipropylisophthalainide, 

N 1 - {(1 S,2R)-1 -(3,5-dichlorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
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N 1 - {(1 S,2R)- 1 -[4-(dimethylamino)benzyl]-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -[4-(dimethylamino)benzyl]-2-hydroxy-3 -[(3 - 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
5 S,2R)-l-(3-chlorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -(3-chlorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 J N 3 -dipropylisophthalamide, 
N 1 - {(1 S,2R)- 1 -(3 -fluorobenzyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)amino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(4-isopropylben2yl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -{(1 S,2R)-2-hydroxy-l -(4-isopropylbenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
N 1 -{(lS,2R)-2-hydroxy-3-[(3-meflioxybenzyl)amino]-l-[(6-methoxy-2- 
pyridinyl)methyl]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-2-hydroxy-3-[(3-metiioxybenzyl)amino]-l-[(6-me1hoxy-2- 

20 pyridinyl)metiiyl]propyl}-N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)ammo]-l-[(5-methyl-2- 
pyridinyl)methyl]propyl}-5-methyl-N 3 ,N 3 -dipropylisophtiialamide, 

N 1 -{(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -[(5-methyl-2- 
pyridinyl)methyl]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
25 N 1 -{(lS,2R)-l-(3-fluoro-4-methylbenzyl)-2-hydroxy-3-[(3- 

methoxyber^l)amino]propyl}-5-methyl-N 3 jsr 3 -dipropylisophthalamide, 

Ni^ClS^RJ-l-CS-fluoro^-methylbenzy^^-hydroxy-S-KS- 
methoxyberjzyl)amino]propyl}-N 3 ^ 3 -dipropyl-l,3,5-benzenetricarboxamide, 
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N 1 - {( 1 S,2R)- 1 -(3-fluoro-4-methoxybenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 

N 1 -{(lS s 2R)-l-(3-fluoro-4-methoxybenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l ? 3 5 5-benzene1ricarboxamide, 

N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2-methoxy-5- 
methylbenzyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 4(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2-methoxy-5- 
methylbenzyl)propyl]-N 3 ; N 3 -dipropyl43 5 5-benzenetricarboxamide, 

N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -(1 5 3-thiazol-2- 
ylmethyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -[(1 S ? 2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -(l 5 3-thiazol-2- 
ylmethyl)propyl]-N 3 3 N 3 -dipropyl43,5-benzenetricarboxamide J 

N 1 -{(lS ? 2R)4-[(5-chloro-2-thienyl)methyl]-2-hydroxy-3-[ 

methoxybenzyl)amino]propyl}^^ 

NM(lS;2R)-l-[(5^hloro-24to^ 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-13 s 5-benzenetricarboxamide, 

N-{(lS 5 2R)4<3 5 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}^-hydroxy-3^1-pyrrolidinylcarbonyl)benzamide 5 

N-{(lS ? 2R)-l<3 5 5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-2-[(methylsulfonyl)amino]-l,34hiazole 

N-{(lS ? 2R)-l<3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(mefhylsulfonyl)ammo]-13-oxazole^-carboxamide 5 

N-{(lS,2R)-l-(3>difluorobe^ 
hydroxypropyl}-24(propylsulfonyl)amino]-13-thiazole^^arboxamide 5 

N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl^ 

N-{(lS 5 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[(propylsulfonyl)amino]-13-to 

carboxamide, 

N-{(lS,2R)-l-benzyl-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}-2 
[(methylsulfonyl)amino]-l,3-"Oxazole-4-carboxamide, 
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N-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[l-(3-ethylphenyl)cyclopropyl]amino}- 
2-hydroxypropyl)-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-((l S,2R)-l-(3,5-difluorobenzyl)-3- {[ l-(3-ethylphenyl)-l - 
methylethyl]amino}-2-hydroxypropyl)-4-hydroxy-3-(l- 
5 pyrrolidinylcarbonyl)benzamide, 

N-(( 1 S,2R)-1 -(3,5-difluorobenzyl)-3- {[1 -(3-ethylphenyl)-l - 
methylethyl]amino}-2-hydroxypropyl)-2-[(methylsulfonyl)amino]-l,3-oxazole-4- 

carboxamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-2- 

1 0 [(methylsulfonyl)amino]-l ,3-oxazole-4-carboxamide, 

N-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[l-(3-ethylphenyl)-l- 
methylethyl]amino}-2-hydroxypropyl)-5-me1hyl-2-[(methylsulfonyl)amino]-l,3- 

oxazole-4-carboxamide, 

N-((l S,2R)-1 -(3,5-difluorobenzyl)-3- {[1 -(3-ethylphenyl)cyclopropyl]amino}- 
1 5 2-hydroxypropyl)^-hydroxy-3<l-pyrrolidinylcarbonyl)benzamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
hydroxypropyl } -2-[(methylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-24(methylsulfonyl)amino]-l,3-oxazole-4- 

20 carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 

hydroxypropyl}-5-me%l-24(methylsulfonyl)amino]-l,3-oxazole^-carboxainide, 

N-{(lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxyben2yl)amino]propyl}^-hydroxy-3Kl-piperidinylcarbonyl)benzamide, 

25 N- {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-4-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl} -2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
30 iodobenzyl)amino]propyl}-5-methyl-4-[(methylsulfonyl)amino]-l,3-oxazole-2- 

carboxamide, 

N- {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-hydroxy-3-(l-piperidinylcarbonyl)benzamide, 
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N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-5-methyl-2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxainide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-4-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-hydroxy-3-(4-morpholinylcarbonyl)benzamide, 

N-{(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-[(ethylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N-iClS^Ri-l-CS.S-difluorobenzyD^-hydroxy-S-tCS- 
iodobenzyl)amino]propyl}-5-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-4- 

carboxamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-[(ethylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-hydroxy-3-(4-morpholinylcarbonyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-[(propylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3 - 
methoxybenzyl)ammo]propyl}-5-methyl-2-[(me%lsulfonyl)amino]-l,3-oxazole-4- 

carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3 - 
iodobenzyl)amino]propyl} -4-[(methylsulfonyl)amino]- 1 ,3-thiazole-2-carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-4-hydroxy-3-(l-piperazinylcarbonyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydioxypropyl}^-[(methylsulfonyl)amino]-l,3-thiazole-2-carboxamide, 

N- {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropylJ^-tCmethylsulfonyOaminol-l^-oxazole-S-carboxamide, 

N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-hydroxy-3-(l-piperazinylcarbonyl)benzamide, 

431 



13615.25USU4 



PATENT 



N-{(1 S,2RH -(3,5-difluorote^ 
hydroxypropyl}-4-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-5-carboxam 

^-{(IS^^^-CS.S-difluorobenzyO-S^CS-ethylbenzyOamino]-!- 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4,5-dicarboxamide ? 
5 N-{(lS s 2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-2-[(methylsulfonyl)amino]-l } 3-oxazole-5-carboxamide, 

N 1 -{(lS,2R)4-(3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-4-hydroxy-N3-methylisophthalamide, 

N-{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
10 iodobenzyl)amino]propyl}-4-met^ 
carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(ethylsulfonyl)amino]-l 5 3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
15 iodobenzyl)amino]propyl}-5-[(methylsu^^ 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-4-hydroxy-N 3 -methylisophthalamide, 

N- {(1 S,2R)-1 -(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-methyl-5-[(methylsulfonyl)amino]-13-oxazole-2- 
20 carboxamide, 

N-{(lS,2RHK3,5-difluorobenzyl)^^ 
methoxybenzyl)amino]propyl} -2-[(ethylsulfonyl)amino]-l ,3-oxazole-4-carboxamide ? 

N-{(lS 5 2R)-l<3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl}^-methyl-5-[(methylsulfonyl)amino]-13-oxazole-2-ca 

25 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybeiizyl)amino]propyl}-N 3 -ethyl-4-hydroxyisophthalamide, 

N-{(lS ? 2R)4K3 s 5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-5-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide ? 
N-{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
30 iodobenzyl)amino]propyl}-2-[(e^ 

N-{(lS 3 2R)-l-(3 5 5-difluorobenzyl)-3-[(3-ethylbenzyl)am^ 

hydroxypropy^-S-fCmethylsulfonylJaminol-S-isoxazolecarboxamide, 
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Ni^ClS^R^l-CS^-difluorobenzyO-S^CS-ethylbenzyOamino]^- 

hydroxypropyl}-N 3 -ethyl-4-hydroxyisophthalamide ? 

N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobeiizyl)amino]propyl}-5-[(methylsulfonyl)amino]-3-isoxazolecarboxamide, 
5 N-{(lS s 2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl } -2- [(propylsulfony l)amino] -1,3 -oxazole-4-carboxamide, 

N-{(lS 5 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -3 -[(methylsulfony l)amino] -5-isoxazolecarboxamide , 

Ni-IClS^-l^^-difluorobenzyO^-hydroxy^-tCS- 

10 iodobenzyl)amino]propyl}-N 3 -ethyl-4-hydroxyisophthalamide ? 
N-{(lS,2R)-l-(3>difluoroben^ 
hydroxypropyl}-3-[(methylsulfonyl)amino]-5-isoxazolecarboxamide ? 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxyben2yl)amino]propyl}-2-[(propylsulfonyl)amino]-l,3-oxazole^ 
15 carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-(hydroxymethyl)-2-[(methylsulfonyl) 
oxazole-4-carboxamide, 

N 3 -(cyclopropylmethyl)-N 1 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3^ 
20 [(3-iodobeiizyl)amino]propyl}-4-hydroxyisophthalamide ) 

5-cyclopropyl-N-{(lS ) 2R)-lK3 J 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -2-[(methylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N-{(lS > 2R)-l-(3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(propylsulfonyl)amino]-l ? 3-oxazole-4-carboxamide ? 
25 N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -5 -isopro^ 
carboxamide, 

N3<cyclopiopylm^ 
ethylbeiizyl)amino]-2-hydroxypropyl}-4-hydroxyisophfhalamide ? 
30 N-[(lS ) 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propy^ 
[(methylsulfonyl)amino]-l,3-oxazole*4-carboxamide 5 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -5-methyl-2-[(propylsulfonyl)amino] -1,3 -oxazole-4-carboxamide, 
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N-[(l S,2R)-3-(cyclopropylamino)-l -(3,5-difluorobenzyl)-2-hydroxypropyl]-2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide 5 

N-[(lS,2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy-l-(4-hydroxybenzyl)propyl]- 

2- [(methylsulfonyl)amino]-l 5 3-oxazole-4-carboxamide ? 

5 Ni^ClS^R^l-CS^-difluoroben^O-S-CCS-ethylbenzylJamino]^- 

hydroxypropyl}-4-hydroxy-N 3 -isobutylisophthalamide 5 

2- { [(cyclopropylmethyl)sulfony 1] amino } -N- {( 1 S,2R)-1 -(3,5-difluorobenzyl)- 

3- [(3-ethylbenzyl)amino]-2-hydroxypropyl}4 5 3-oxazole-4-carboxamide ? 

N 1 -{(lS,2R)4<3,5-difluorobenzyl)-34(3-e%lbenzyl)amino]-2- 
10 hydroxypropyl}-4-hydroxy-N 3 -isobutyl-N 3 -methylisophthalamide, 

N-{(lS,2R)-H3,5-difluorobe^ 
hydroxypropyl}-2-[(isobutylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N 3 Kcyclopropylmethyl)-N 1 -{(lS 5 2R)-l-(3 ? 5-difluorobenzyl)-3-[(3- 

ethylbenzyl)amino]-2-hydroxypro^ 
15 ^{(lS^-l-CS^-difluorobenzy^^-hydroxy^-tCS- 

methoxybenzyl)amino]propyl}-2^(isobutylsulfonyl)amino]-l ? 3-oxazole-4- 

carboxamide, 

N 1 - {(1 S,2R)-1 -(3 5 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}^-hydroxy-N 3 -methyl-N 3 -propylisophthalamide 5 
20 N-{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-24(isob^^ 

Nl-{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}^-hydroxy-N 3 -methyl-N 3 -propylisophtha^ 

N-{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
25 iodobenzyl)amino]propyl}-2-[(pte^ 

N l -{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N3-ethyM-hydroxy-N 3 -propylisophthala 

N-{(lS;2RHK3,5-difluorobenzy^ 
iodobenzyl)amino]propyl}-2-{[(4-methylphenyl)sulfonyl]amino}-l,3-o 

30 carboxamide, 

NM(lS£R)-l-(3>difluorobenzyl^^^^ 

hydroxypropyl}-N3-ethyl-4-hydroxy-N 3 -propylisophthalamide ? 
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N-{( 1 S,2R)-1 -(3,5-dinuorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-{[(4-methylphenyl)sulfonyl]amino}-l,3-oxazole-4-carboxamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -2-[(phenylsulfonyl)amino]- 1 ,3 -oxazole-4-carboxamide, 
5 Ni-IClS^^-l-CS^-difluorobenzyO^-lCS-ethylbenzyOamino]^- 

hydroxypropyl}-4-hydroxy-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl } -2-[methyl(methylsulfonyl)amino] - 1 ,3 -oxazole-4-carboxamide, 
Nl-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
10 methoxybenzyl)amino]propyl}-4-hydroxy-N 3 ,N 3 -dipropylisophthalamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl } -2-[methyl(methylsulfonyl)amino]- 1 ,3 -oxazole-4- 

carboxamide, 

N^fClS^-lKS^-difluorobenzy^^-hydroxy-S-tCS- 

15 iodobenzyl)amino]propyl}-4-hydroxy-N 3 ,N 3 -dipropylisophthalamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-2-[(methylsulfonyl)amino]-l,3-thiazole^-carboxamide, 

N-fClS^RJ-l-CS^-difluorobenzyO-S-KS-ethylbenzy^amino]^- 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l,3-thiazole-4-carboxamide, 
20 N 1 -{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(me1hylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N'-iClS^Ryi-CS^-difluorobenzyO-S-CCS-ethylbenzyOamino]^- 
hydroxypropyl}-5-[(ethylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
N , -{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
25 hydroxypropyl}-N 3 ,N 3 -dipropyl-5-[(propylsulfonyl)amino]isophthalamide, 
N^fClS^RVl^.S-difluorobenzy^-S-tCS-ethylbenzyOamino]^- 
hydroxypropyl}-5-[(isopropylsulfonyl)amino]-N 3 ,N 3 -dipropylisophflialamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(isobutylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
30 N J -{(1 S^R)-l-(3,5-difluorobenzyl)-3-[(3-eliiylbenzyl)amino]-2- 

hydroxypropyl}-N 3 ,N 3 -dipropyl-5-[(tiiien-2-ylsulfonyl)amino]isophthalamide, 

N 1 -{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(2-furylsulfonyl)amino]-N 3 ,N 3 ^ipropylisophthalamide, 
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N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N\N 3 -dipropyl-5-[(l,3-thiazol-5-ylsulfonyl)amino]isophthalamide, 

N'-IClS^^-l-CS^-difluorobenzyO^-tCS-ethylbenzy^amino]^- 
hydroxypropyl}-5-[(l,3-oxazol-5-ylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
5 N'-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-5-[(l,3-oxazol-4-ylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N'-fClS^RVl-CS^-difluorobenzyO-S-tCS-ethylbenzyOamino]^- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-[(l,3-thiazol-4-ylsulfonyl)amino]isophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
1 0 hydroxypropyl} -5- {[(1 -methyl-1 H-imidazol-4-yl)sulfonyl]amino} -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(phenylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

5-{[(5-cyanopyridin-2-yl)sulfonyl]amino}-N 1 -{(lS,2R)-l-(3,5- 

1 5 difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl} -N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N 3 ,N 3 -dipropyl-5-({[5-(trifluoromethyl)pyridin-2- 

yl] sulfonyl } amino)isophthalamide , 
20 N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-3-{[(l-methyl4H4mi<kzoM-yl)sulfonyl]amino}benzamide, 
N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-3-({[5<trifluoromethyl)py^^ 

3-{[(5-cyanopyridin-2-yl)sulfonyl]amino}-N-{(lS,2R)-l-(3,5-difluorobenzyl)- 

25 3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(phenylsulfonyl)amino]benzamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(methylsulfonyl)amino]benzamide, 
30 N-{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(efliylsulfonyl)amino]benzamide, 

N-{(lS^R)-l-(3,5-difluoroben2yl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(propylsulfonyl)amino]benzamide, 
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N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(isobutylsulfonyl)amino]benzamide, 

N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amm^ 
hydroxypropyl}-3-[(isopropylsulfonyl)amino]benzamide, 
5 N-{(lS 5 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-{[(l-ethylpropyl)sulfonyl]amino}benzamide, 

3-[(cyclohexylsulfonyl)amino]-N- {(1 S,2R)- 1 -(3 ? 5-difluorobenzyl)-3-[(3- 
ethylbenzyl)amino]-2-hydroxypropyl}benzamide, 

N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
10 hydroxypropyl}-3-{[(l-propylbutyl)sulfonyl]amino}benzamide, 

N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amm^ 
hydroxypropyl}-3-[(thien-2-ylsulfonyl)amino]benzamide, 

N-{(lS ? 2R)-l<3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-^ 
hydroxypropyl}-3-[(2-furylsulfonyl)amino]benzamide, 
15 N-{(lS,2R)-l<3,5-difluorobenzyl)-34(3-ethylbenzyl)amm^ 
hydroxypropyl}-3-[(isoxazol-5-ylsulfonyl)amino]benzamide 5 

N- {(1 S,2R)- 1 -(3 ,5 -difluorobenzyl)-3 -[(3-ethylbenzyl)amino] -2- 
hydroxypropyl}-3-[(isoxazol-3-ylsulfonyl)amino]benzamide ? 

N-{(lS,2R)-l<3 5 5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
20 hydroxypropyl}-3-[(3-fiirylsulfonyl)amino]benzamide, 

N-{(lS 5 2R)-1^3,5-difluorobenzyl)-3^(3-ethylbenzyl)am^ 
hydroxypropyl}-34(thien-3-ylsulfonyl)amino]benzamide 5 

N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hy(koxypropyl}-3-[(l 5 3-thiazoM-ylsulfonyl)amino]benzamide, 
25 N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropylJ-S-tCl^^hiazol-S-ylsulfony^aminolbenzamide, 

N-{(lS,2R)-lK3»5-difluorobenzyl)-3-[(3-ethylbenzyl)am^ 
hydroxypropyl}-3-[(134hiazol-2-ylsulfonyl)amino]benzamide, 

N 1 -[(lS,2R)-l-(3 J 5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propyl]- 
30 N 3 ? N 3 -dipropyl-5-{[(trifluoromethyl)sulfonyl]amino}isophthalamid^ 

N 1 4(lS J 2R)-3-amino-lK3,5-difluorobenzyl)-2-hydroxypropyl]^ 
dipropyl-5-{[(trifluoromethyl)sulfonyl]amino}isophthalamide, 

N 1 -[(lS,2R)-3-amino-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide ? 
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N^(lS,2R)-l-(3,5-difluorobenzyl)-2-hydro^^ 
[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N ! -(tert-butyl)-N 3 -{(lS^^ 
2-hydroxypropyl} isophthalamide, 



2-hydroxypropyl}-5-methylisophthalamide, 

S-bromo-N^Ctert-butyO-N^IClS^^-l-CS^-difluorobenzyO-S^CS- 
ethylbenzyl)amino]-2-hydroxypropyl}isophthalamide, 

3-tert-butoxy-N-{(lS,2R)-l-(3,5-difl^^ 
1 0 hy droxypropyl } benzamide, 

3-tert-butoxy-N-{(lS,2R)-l-(3,5-difl^^ 
hydroxypropyl}-5-methylbenzamide, 

N-{(lS ? 2R)-l-(3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -3- {[(trifluoromethyl)sulfonyl]amino}benzamide, 
15 N-{(lS,2R)-l-(3,5-difluorobenzyl)-34^^ 

hydroxypropyl} -3-(trifluoromethoxy)benzamide 3 and 

^{(lS^Rj-l-tS^-difluorobenzyO^-tCS-ethylbenzyOamino]^- 
hydroxypropyl}-3-methyl-5-(trifluoromethoxy)benzamide. 

20 26. A protected compound of the formula (III) 



where Ri is: 

(I) Ci-C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
25 substituted with C r C 3 alkyl and C r C 3 alkoxy), -F, -CI, -Br, -I, -OH, 

-SH, -ON, -CF 3 , C1-C3 alkoxy, -NRi_ a Ri-b where Ri. a and Ri- b are -H or C r C 6 alkyl, 
and -OCO NRi_ a Ri-b where Ri. a and Ri-b are as defined above, 



N 1 -(tert-butyl)-N 3 -{(lS,2R)-l-(3,5-difiuorobenzyl)-3-[(3-ethylbenzyl)am^ 




(III) 



(II) -CH 2 -S(0)o-2-(CrC 6 alkyl), 

(III) -CH 2 -CH 2 -S(0)o-2-(Ci-C 6 alkyl), 
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(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where R u and R,. b are - 
HorCi-C 6 alkyl, 

5 (V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 

with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRuRi-b where Ri- a and Ri. b are -H or C r C 6 
alkyl, 

(VI) -(CH 2 )ni-(Ri-aryi) where n t is zero or one and where Ri- ary i is 
10 phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: 

(A) C1-C6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

1 5 -SH, and -NRi_ a Ri_ b where Ri_ a and Ri_ b are as defined above, -ON, -CF 3 , C r C 3 
alkoxy, 

(B) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri-b where R x _ a and Ri_ b are - 

20 H or Ci-C 6 alkyl, 

(C) C 2 -C 6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri_ b where Ri_ a and Ri_ b are - 
H or C r C 6 alkyl, 

25 (D) -F, CI, -Br or -I, 

(F) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) ~NR N -2Rn-3 where R N . 2 and R N - 3 are as defined below, 

(H) -OH, 

30 (I) -ON, 

(J) C 3 -C 7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C r C 3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are -H or d-C 6 alkyl, 
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(K) -CO-(Ci-C 4 alkyl), 

(L) -S0 2 -NRi. a Ri-b where R !Ha and Ri^are as defined above, 
(M) -CO-NRj-aRi-b where R^ a and Ri. b are as defined above, or 
(N) -S0 2 -(Ci-C 4 alkyl), 
(VII) -(CH 2 )ni-(RKheteroaryi) where m is as defined above and where 
Ri-heteroaiyi is selected from the group consisting of: 
pyridinyl, 

pyrimidinyl, 

quinolinyl, 

benzothienyl, 

indolyl, 

indolinyl, 

pryidazinyl, 

pyrazinyl, 

isoindolyl, 

isoquinolyl, 

quinazolinyl, 

quinoxalinyl, 

phthalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzoftranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 
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triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl ? 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 
benzoxazolyl, 
pyridopyridinyl, 
benzotetrahydrofuranyl, 
benzotetrahydrothienyl, 
purinyl, 
benzodioxolyl, 
triazinyl, 
phenoxazinyl, 
phenofhiazinyl, 
pteridinyl, 
benzothiazolyl, 
imidazopyridinyl, 
imidazothiazolyl, 
dihydrobenzisoxazinyl, 
benzisoxazinyl, 
benzoxazinyl, 
dihydrobenzisothiazinyl, 
benzopyranyl, 
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benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide ? 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 

indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 

benzimidazolyl N-oxide, 
442 



13615.25USU4 



PATENT 



pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
5 tetrazolyl N-oxide, 

benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi group is bonded to -(CH 2 ) n r by any ring 
atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond to 
10 the Rt-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) CrQ alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of Q-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are as defined 

15 above, 

(2) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R u and Ri_ b are 
-H or Ci-C 6 alkyl, 

20 (3) C2-C6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are 
-H or Ci-C 6 alkyl, 

(4) -F, CI, -Br or -I, 

25 (6) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NR N -2Rn-3 where R N -2 and R N . 3 are as defined below, 

(8) -OH, 

(9) -C^N, 

30 (10) C3-C7 cycloalkyl, optionally substituted with one, two or 

three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, -NRi. a Ri- b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 
(11) -CO-(Ci-C 4 alkyl), 
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(12) -S02-NRi- a Ri-b where Ri_ a and Ri-bare as defined above, 

(13) -CO-NRi-aRi-b where Ri_ a and R^are as defined above, or 

(14) -S02-(Ci-C4 alkyl), with the proviso that when ni is zero 
Ri-heteroaiyi is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH 2 )ni-(Ri-heterocycie) where ni is as defined above and 
Ri-heterocycie is selected from the group consisting of: 
morpholinyl, 
thiomorpholinyl, 
thiomorpholinyl S-oxide, 
thiomorpholinyl S,S-dioxide, 
piperazinyl, 
homopiperazinyl, 
pyrrolidinyl, 
pyrrolinyl, 
tetrahydropyranyl, 
piperidinyl, 
tetrahydrofiiranyl, 
tetrahydrothienyl, 
homopiperidinyl, 
homomorpholinyl, 
homothiomorpholinyl, 
homothiomorpholinyl S,S-dioxide, and 
oxazolidinonyl, 
dihydropyrazolyl 
dihydropyrrolyl 
dihydropyrazinyl 
dihydropyridinyl 
dihydropyrimidinyl 
dihydrofuryl 
dihydropyranyl 
tetrahydrothienyl S-oxide 
tetrahydrothienyl S,S-dioxide 
homothiomorpholinyl S-oxide 
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where the Ri-heterocycie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-heterocycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 
5 (1) Ci-Ce alkyl optionally substituted with one, two or 

three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRuRwb where R]. a and R]. b are as 
defined above, 

(2) C2-C6 alkenyl with one or two double bonds, 
10 optionally substituted with one, two or three substituents selected from the group 

consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri- b where 
Ri_ a and Ri, b are -H or Ci-Ce alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 

1 5 consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi- a Ri_ b where 
Ri. a and Ri_ b are -H or Q-Ce alkyl, 

(4) -F, CI, -Br or -I, 

(5) C r C 6 alkoxy, 

(6) -C1-C6 alkoxy optionally substituted with one, two, 



20 or three of -F, 
below, 



(7) -NRn-2Rn-3 where Rn-2 and Rn- 3 are as defined 



(8) -OH, 

(9) -G.N, 

25 (10) Q-C7 cycloalkyl, optionally substituted with one, 

two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 
-C=N, -CF 3j C r C 3 alkoxy, and -NRi_ a Ri- b where R t . a and R^ b are -H or C r C 6 alkyl, 

(11) -CO-(C r C 4 alkyl), 

(12) -S0 2 -NRi- a Ri- b where Ri_ a and Ri. b are as defined 

30 above, 

(13) -CO-NRi-aRi- b where Ri. a and Ri_ b are as defined 

above, 

(14) -S0 2 -(Ci-C 4 alkyl), or 
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(15) =0, with the proviso that when ni is zero 
Ri-heterocycie is not bonded to the carbon chain by nitrogen; 
where R2 is: 
(I)-H, 

5 (II) Ci-Cs alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are as defined 
above, 

(III) -(CH 2 )o-4-R2-i where R 2 -i is Ri- ar yi or Ri-heteroaryi where Ri- aiy i and 
10 Ri-heteroaiyi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are - 
H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NR U R 14) where 

15 Ri _ a and R\ _b are -H or C 1 -C$ alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri_b where Ri_ a and Ri_ b are -H or Ci-C 6 
alkyl, or 

20 (VI) -(CH2)o^- C 3 -C7 cycloalkyl, optionally substituted with one, two 

or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , Ci-C 3 alkoxy, and -NR^Ri-b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl; 
where R 3 is: 

25 (II) Ci-Ce alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of Q-Q alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi- a Ri- b where Ri_ a and Ri.bare as defined 
above, 

(III) -(CH 2 )o-4-R2-i where R 2 .i is Ri-aryi or Ri-heteroaryi where Rj-aryi and 
30 Ri-heteroaryi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, 

(V) C 2 -C6 alkynyl with one or two triple bonds, or 
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(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri- b are -H or CrC 6 alkyl, 
and where R 2 and R 3 are taken together with the carbon to which they are attached to 
5 form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -S02-, and -NR N -2- 3 where R N -2 is as defined below; 

where Xi is -CI, -Br, -I, -O-tosylate, -O-mesylate, or -O-nosylate; 
where PROTECTING GROUP is selected from the group consisting of t- 

10 butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 

1 5 bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1,1-diphenyleth-l- 
yloxycarbonyl, 1,1-diphenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(p-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 

20 methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)e£hoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl, allyloxycarbonyl, l-(trimethylsilylmethyl)prop-l- 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 

25 2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxycarbonyl,4-(decyloxyl)benzyloxycarbonyl, 
isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, 
-CH-CH=CH 2 andphenyl-C(=N-)-H. 



30 27. A protected compound of formula (III) according to claim 26 where R* is: 
-CH 2 -(Ri-aiyD> or 

-CH2"(R I -heteroaryl) • 
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28. A protected compound of formula (III) according to claim 27 where Ri- ary i is 
phenyl. 

29. A protected compound of formula (III) according to claim 28 where phenyl is 
5 substituted with one, two or three -F, -CI, -Br or -L 

30. A protected compound of formula (III) according to claim 29 where phenyl is 
substituted with one or two -F. 

10 31. A protected compound of formula (III) according to claim 30 where phenyl is 
substituted with two -F in the 3- and 5- positions giving 3,5-difluorophenyl. 

32. A protected compound of formula (III) according to claim 26 where R 2 and R 3 are 
both-H. 

15 

33. A protected compound of formula (III) according to claim 26 where 
PROTECTING GROUP is /-butoxycarbonyl. 

34. A protected compound of formula (III) according to claim 26 where 
20 PROTECTING GROUP is benzyloxycarbonyl. 

35. A protected compound of formula (III) according to claim 26 where X t is -CI or 
-Br. 

25 36. A protected compound of formula (III) according to claim 26 which is selected 

from the group consisting of: 

tert-butyl(lS)-3-bromo-l-(3,5-difluorobenzyl)-2-oxopropylcarbamate, 

tert-butyl(lS)-3-chloro-l-(3,5-difluorobenzyl)-2-oxopropylcarbamate, 

benzyl (lS)-3-bromo-l-(3 ? 5-difluorobenzyl)-2-oxopropylcarbamate and 

30 benzyl (1 S)-3-chloro-l -(3,5-difluorobenzyl)-2-oxopropylcarbamate. 

37. An alcohol of the formula (IV) 
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OH 



PROTECTING GROUP— HN 

K 1 



where Ri is: 

(I) Q-C6 alkyl, optionally substituted with one, two or three 

5 substituents selected from the group consisting of C1-C3 alkyl, C r C 7 alkyl (optionally 
substituted with C r C 3 alkyl and C1-C3 alkoxy), -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, -NRi- a Ri-b where Ri_ a and Ri_ b are -H or C r C 6 alkyl, 
and -OC=0 NRi_ a Ri_ b where R } - a and Ri_ b are as defined above, 

(II) -CH 2 -S(O) 0 -2-(CrC6 alkyl), 

10 (ffl) -CH 2 -CH 2 -S(O) 0 -2-(CrC 6 alkyl), 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR^Ri-b where Ri_ a and Ri_ b are - 
H or Ci-C 6 alkyl, 

1 5 (V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 

with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri- b are -H or C r C 6 
alkyl, 

(VI) -(CH 2 ) n r(Ri. ary i) where m is zero or one and where Ri_aryi is 
20 phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: 

(A) Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 

25 -SH, and -NRi. a Ri- b where Ri_ a and Ri_ b are as defined above, -C=N, -CF 3 , Ci-C 3 
alkoxy, 

(B) C 2 -Ce alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
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-F, -CI, -OH, -SH, -ON, -CF 3 , C,-C 3 alkoxy, and -NRi. a Ri-b where Ri. a and R^are - 
H or C r C 6 alkyl, 

(C) C2-C6alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

5 -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR,. a Ri. b where R u and R 14) are - 
H or Ci-C 6 alkyl, 

(D) -F, CI, -Br or -I, 

(F) -Ci-C 6 alkoxy optionally substituted with one, two, or three 

of: -F, 

10 (G) -NRn-2Rn-3 Rn-2 and R N - 3 are the same or different and are 

selected from the group consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 



15 



to three -F, -CL -Br, or -L 



20 



25 



bonds, 



one triple bond, 



above, 



(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-Ce alkyl optionally substituted with one 

(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C 3 -C 7 cycloalkyl), ' 

(f) -(Ci-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Q-Ce alkyl chain with one double bond and 

(j) -Ri-aryi where Ri- aty i is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 



30 



(H)-OH, 

a)-w 

(J) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -feN, 
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-CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where Ri_ a and Ri_ b are -H or C r C 6 alkyl, 
(K)-CO-(Ct-C 4 alkyl), 

(L) -S0 2 -NRi. a Ri-b where Ri. a and R^ b are as defined above, 
(M) -CO-NRt-aRi-b where Ri_ a and Ri-bare as defined above, or 
(N)-S0 2 -(CrC 4 alkyl), 
(VII) -(CH 2 )ni-(Ri-heteroaryi) where ni is as defined above and where 
Ri-heteroaryiis selected from the group consisting of: 

pyridinyl, 

pyrimidinyl, 

quinolinyl, 

benzothienyl, 

indolyl, 

indolinyl, 

pryidazinyl, 

pyrazinyl, 

isoindolyl, 

isoquinolyl, 

quinazolinyl, 

quinoxalinyl, 

phlhalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 
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thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofhranyl, 
isobenzotetrahydrofhienyl, 
isobenzothienyl, 
benzoxazolyl, 
pyridopyridinyl, 
benzotetrahydrofuranyl, 
benzotetrahydrothienyl, 
purinyl, 
benzodioxolyl, 
triazinyl, 
phenoxazinyl, 
phenothiazinyl, 
pteridinyl, 
benzofhiazolyl, 
imidazopyridinyl, 
imidazothiazolyl, 
dihydrobenzisoxazinyl, 
benzisoxazinyl, 
benzoxazinyl, 
dihydrobenzisothiazinyl, 
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benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroqumolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 

indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 
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benzimidazolyl N-oxide, 
pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
5 triazolyl N-oxide, 

tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi group is bonded to -(CH 2 ) n i- by any ring 
1 0 atom of the parent Ri- h eteroaryi group substituted by hydrogen such that the new bond to 
the Rt-heteroaiyi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

1 5 -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R Ua and Ri_ b are as defined 
above, 

(2) C 2 -C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are 

20 -H or d-C 6 alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F 5 -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR u Ri* where Ri- a and Ri_ b are 
-H or Ci-C 6 alkyl, 

25 (4) -F, CI, -Br or -I, 

(6) -Ci-C 6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NR N -2Rn-3 where R N _ 2 and R N . 3 are as defined above, 

(8) -OH, 

30 (9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, -NRi-aRi-t) where Ri- a and Ri_ b are -H or C r C 6 alkyl, 
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(11) -CO-(C r C 4 alkyl), 

(12) -S0 2 -NRi- a Ri-b where Rj_ a and Ri_ b are as defined above, 

(13) -CO-NRi-aRi-b where Ri- a and Rj. b are as defined above, or 

(14) -S02-(C r C4 alkyl), with the proviso that when n t is zero 
Ri-heteroaryi is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH 2 )ni-(Ri~heterocycie) where m is as defined above and 

Ri-heterocycie is selected from the group consisting of: 

morpholinyl, 

thiomorpholinyl, 

thiomorpholinyl S-oxide, 

thiomorpholinyl S,S-dioxide, 

piperazinyl, 

homopiperazinyl, 

pyrrolidinyl, 

pyrrolinyl, 

tetrahydropyranyl, 

piperidinyl, 

tetrahydrofuranyl, 

tetrahydrothienyl, 

homopiperidinyl, 

homomorpholinyl, 

homothiomorpholinyl, 

homothiomorpholinyl S 5 S-dioxide, and 

oxazolidinonyl, 

dihydropyrazolyl 

dihydropyrrolyl 

dihydropyrazinyl 

dihydropyridinyl 

dihydropyrimidinyl 

dihydrofuryl 

dihydropyranyl 

tetrahydrothienyl S-oxide 

tetrahydrothienyl S,S-dioxide 

homothiomorpholinyl S-oxide 
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where the Ri-heterocycie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-heterocyde group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 
5 (1) CrC6 alkyl optionally substituted with one, two or 

three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where Ri_ a and R^are as 
defined above, 

(2) C2-C6 alkenyl with one or two double bonds, 

1 0 optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C-N, -CF 3 , C r C 3 alkoxy, and -NR^R^ where 
Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 

1 5 consisting of -F, -CI, -OH, -SH, -CNN, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where 
Ri_ a and Ri_ b are -H or CrC 6 alkyl, 

(4) -F, CI, -Br or -I, 

(5) Ci-C 6 alkoxy, 

(6) -C1-C6 alkoxy optionally substituted with one, two, 



20 or three of -F, 
above, 



(7) -NR N -2Rn-3 where R N -2 and R N -3 are as defined 



(8) -OH, 

(9) -OhN, 

25 (10) C3-C7 cycloalkyl, optionally substituted with one, 

two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 
-C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S0 2 -NRi- a Ri-b where Ri_ a and Ri_ b are as defined 

30 above, 

(13) -CO-NRi- a Ri-b where Ri_ a and Ri- b are as defined 

above, 

(14) -S0 2 -(Ci-C 4 alkyl), or 
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(15) =0, with the proviso that when ni is zero 
Ri-heterocyde is not bonded to the carbon chain by nitrogen; 
where R2 is: 
(D-H, 

5 (II) Ct-Ce alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and R^are as defined 
above, 

(III) -(CH 2 )o-4-R2-i where R 2 -i is Ru ary i or Ri-heteroaryi where Ri_ ary i and 
10 Ri-heteroaiyi are as defined above; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri_ b where R lna and R^are - 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NR]. a Ri_ b where 

1 5 Ri-a and Ri_ b are -H or CpCe alkyl, 

(V) C 2 -C6alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri-b where R u and Ri_ b are -H or Ci-C 6 
alkyl, or 

20 (VI) -(CH 2 )<m- C 3 -C 7 cycloalkyl, optionally substituted with one, two 

or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C r C 3 alkoxy, and -NR^Ri_ b where R,^ and Ri_ b are -H or C r C 6 alkyl; 
where R 3 is: 
(I)-H, 

25 (II) Ci-C 6 alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of Q-C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri_ b are as defined 
above, 

(III) -(CH 2 ) 0 -4-R 2 -i where R 2 -i is Ri-aryi or Ri-heteroaryi where Ri_ a ryi and 
30 Ri-heteroaiyi are as defined above; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, 

(V) C 2 -C6 alkynyl with one or two triple bonds, or 



457 



13615.25USU4 



PATENT 



(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are -H or Ci-Ce alkyl, 
and where R2 and R3 are taken together with the carbon to which they are attached to 
5 form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn- 2 - 5 where Rn-2 is as defined above; 

where Xi is -CI, -Br, -I, -O-tosylate, -O-mesylate, or -O-nosylate; 
where PROTECTING GROUP is selected from the group consisting of /- 

10 butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 

1 5 bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1,1-diphenyleth-l- 
yloxycarbonyl, 1,1-diphenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(p-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 

20 methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl, allyloxycarbonyl, l-(trimethylsilylmethyl)prop-l- 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 

25 2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxycarbonyl ? 4-(decyloxyl)benzyloxycarbonyl, 
isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 andphenyl-C(=N-)-H. 



30 38. An alcohol of formula (IV) according to claim 37 where R\ is: 
-CH2-(Ri- ary i), or 

-CH2-(Rl -heteroaryl) ■ 



39. An alcohol of formula (IV) according to claim 38 where Ri- ary i is phenyl. 

458 



13615.25USU4 



PATENT 



40. An alcohol of formula (IV) according to claim 39 where phenyl is substituted 
with one, two or three -F, -CI, -Br or -I. 

5 41 . An alcohol of formula (IV) according to claim 40 where phenyl is substituted 
with one or two -F. 



42. An alcohol of formula (IV) according to claim 41 where phenyl is substituted 
with two -F in the 3- and 5- positions giving 3,5-difluorophenyl. 

10 

43. An alcohol of formula (IV) according to claim 37 where R 2 and R 3 are both -H. 

44. An alcohol of formula (IV) according to claim 37 where PROTECTING GROUP 
is /-butoxycarbonyl. 

15 

45. An alcohol of formula (IV) according to claim 37 where PROTECTING GROUP 
is benzyloxycarbonyl. 

46. An alcohol of formula (IV) according to claim 37 where Xi is -CI or -Br. 

20 

47. An alcohol of formula (IV) according to claim 37 which is selected from the 
group consisting of: 

tert-butyl (IS, 2S)-3-bromo-l-(3,5-difluorobenzyl)-2- 
hydroxypropylcarbamate, 
25 tert-butyl (IS, 2S)-3-chloro-l-(3,5~difluorobenzyl)-2- 

hydroxypropylcarbamate, 

benzyl (IS, 2S)-3-bromo-l-(3,5-difluorobenzyl)-2-hydroxypropylcarbamate 

and 

benzyl (IS, 2S)-3-chloro-l-(3,5-difluorobenzyl)-2-hydroxypropylcarbamate. 

30 

48. An epoxide of the formula (V) 
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O 



PROTECTING GROUP — HN 

"CH R2 R 3 



I U ;K 



where R2 is: 

(I) -H, 

(II) Ci-C 6 alkyl, optionally substituted with one, two or three 

5 substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where R lHa and R Uh are as defined 
above, 

(III) -(CH 2 )(m-R2-i where R 2 -i is Ri-aryi or Ri-heteroaryi where Ri-aryi and 
Ri-heteroaryi are as defined above; 

10 (IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri_ b where Ri_ a and Rj_ b are - 
H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where 
Ri-a and Ri_ b are -H or C\-C 6 alkyl, 

1 5 (V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 

with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri- a and Ri_ b are -H or Ci-C 6 
alkyl, or 

(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
20 or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri. b are -H or C r C 6 alkyl; 
where R3 is: 

(I) -H ? 

(II) CrC 6 alkyl, optionally substituted with one, two or three 

25 substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are as defined 
above, 

(III) -(CH 2 ) 0 -4-R2-i where R 2 _i is Ri-aryi or Ri-heteroaryi where Ru ary i and 
Ri-heteroaryi are as defined above; 
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(IV) C 2 -C 6 alkenyl with one or two double bonds, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )cm- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 

5 -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are -H or C r C 6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -O-, 
-S-, -S0 2 -, and -NR N - 2 -> where where R N - 2 and R N -3 are the same or different and are 
1 0 selected from the group consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 

15 (ii)-NH 2 , 

(c) -C1-C6 alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C 3 -C 7 cycloalkyl), 
20 (f) -(C r C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C 2 -C6 alkenyl with one or two double 

(h) -C 2 -Ce alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 



bonds, 



25 one triple bond, 

(j) -Ri-aryi> and 

(k) -Rl-heteroaiyl? 

where PROTECTING GROUP is selected from the group consisting of t- 

butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 

30 dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 

phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 

4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 

2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 

bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
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cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1 , 1 -diphenyleth-1 - 
yloxycarbonyl, 1,1-diphenylprop-l -yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl 5 2- 
(p-toluyl)prop-2 -yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 

5 methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl, allyloxycarbonyl, 1 -(trimethylsilylmethyl)prop- 1 - 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 

1 0 2 5 2 ? 2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxycarbonyl, 4-(decyloxyl)benzyloxycarbonyl, 
isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 andphenyl-C(=N-)-H, 
where Ri is: 

1 5 -CEk-phenyl where -phenyl is substituted with two -F, 

-(CH2)nl-Rl-heteroaryl OX 
-(CH2)n 1 -Rl -heterocycle* 

49. An epoxide of formula (V) according to claim 48 where Ri is: 

20 -(CH2)n 1 -(Rl -heteroaryl) - 

50. An epoxide of formula (V) according to claim 48 where ni is 1 . 

5 1 . An epoxide of formula (V) according to claim 48 where Ri is: 

25 -(CH2)nl-(Rl-heterocycIe). 

52. An epoxide of formula (V) according to claim 51 where ni is 1 . 

53. An epoxide of formula (V) according to claim 48 where phenyl is substituted in 
30 the 3- and 5- positions giving 3,5-difluorophenyl. 

54. An epoxide of formula (V) according to claim 48 where R 2 and R 3 are both -H. 
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55. An epoxide of formula (V) according to claim 48 where PROTECTING GROUP 
is f-butoxycarbonyl. 

56. An epoxide of formula (V) according to claim 48 where PROTECTING GROUP 
is benzyloxycarbonyl. 

57. An epoxide of formula (V) according to claim 48 which is selected from the 

group consisting of: 

tert-butyl(lS)-2-(3,5-difluorophenyl)-l-[(2S)-oxiranyl]ethylcarbamate,and 
benzyl (1 S)-2-(3,5-difluorophenyl)-l -[(2S)-oxiranyl]ethylcarbamate. 



58. A protected alcohol of the formula (VII) 



OH 

PROTECTING GROUP— HN /®\ (VII) 

CH C Rc 

! /\ 

R-l R 2 R3 

where R2 is: 

(Q-H, 

(II) C1-C6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR]- a Ri-b where Ri- a and Ri- b are -H or C r C 6 
alkyl, and -OC=0 NRi. a Ri-b where Ri_ a and Ri^are as defined above, 

(III) -(CH 2 )o-4-R2-l Where R2-I is Rl-aryi Or Rl-heteroaryl ; 

(IV) C 2 -C$ alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi- a Ri-b where Ri_ a and R ub are - 
H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR^Ri. b where 
Ri_ a and Ri. b are -H or Ci-C 6 alkyl, 

(V) C2-C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi- a Ri-b where R M and Ri_b are -H or C r C 6 
alkyl, or 
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(VI) -(CH 2 )(m- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NR u Ri-b where and R^are -H or Q-Q alkyl; 
where R3 is: 
5 (I)-H, 

(II) C t -C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi„ a R]-b where R^ and Ri_ b are as defined 
above, 

10 (III) -(CH 2 )o-4-R2-i where R 2 _i is Rj_ ary! or Ri -heteroaryl > 

(IV) C2-C6 alkenyl with one or two double bonds, 

(V) C2-C6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 

1 5 -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R Ua and Ri_ b are -H or C r C 6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -S0 2 - 5 and -NR N -2-, where R N -2 and R N -3 are the same or different and are selected 

20 from the group consisting of: 

(a) -H, 

(b) -Ci-Ce alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 

25 (ii) -NH 2 , 

( c ) -C r C 6 alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C3-C 7 cycloalkyl), 
30 (f) -(Ci-C 6 alkyl)-0-(C r C 3 alkyl), 

(g) -C 2 -C 6 alkenyl with one or two double 

bonds, 

(h) -C2-C6 alkynyl with one or two triple bonds, 
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(i) -C1-C6 alkyl chain with one double bond and 

one triple bond, 

(j) -Ri-aryi where Ri-aryi is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 

above; 

where Rc is: 

(I) -Ci-Cio alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C r C 6 alkoxy, -O-phenyl, -NRi. a Ri-b where Ri_ a and R^are as 
defined above, -OC=0 NRi- a Ri-b where Ri- a and Ri_ b are as defined above, -S(=O) 0 -2 
Ri_ a where Ri_ a is as defined above, - NRi_ a C=0 NRi_ a Ri-b where R k and Ri_ b are as 
defined above, -CO NR]. a Ri-b where Ri_ a and Ri- b are as defined above, and -S(=0) 2 
NRi-aRi-b where Ri_ a and Ri- b are as defined above, 

(II) -(CH 2 )o-3-(C3-Cs) cycloalkyl where cycloalkyl can be optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3? C r C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(Ci-C 4 alkyl), and -NRi. a Ri- b where Ri- a and Ri- b are as defined above, 

(III) -(CRc-xRc- y )o-4-Rc-aryi where Rc-x and Rc- y are 

-H, 

C1-C4 alkyl optionally substituted with one or two -OH„ 
Ci-C4 alkoxy optionally substituted with one, two, or three of: 

-F, 

-(CH 2 )o-4-C3-C 7 cycloalkyl, 

C2-C6 alkenyl containing one or two double bonds, 

C2-C6 alkynyl contianing one or two triple bonds, 

phenyl-, 

and where Rc- X and Rc- y are taken together with the carbon to which they are 
attached to form a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom selected from the 
group consisting of -0-, -S-, -SO2-, and -NRn-2- and Rc-aryi is the same as RN-aryi; 

(IV) -(CRc-xRc- y )o-4-Rc-heteroaryi and Rc-x and Rc-y are as defined above, 

(V) -(CRc- x Rc- y )o-4-Rc-aryi-Rc-ary] where Rc- X and Rc-y are as defined 

above, 
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(VI) -(CRc-xRc- y )o-4-Rc-aryi-Rc-heteroaryi where Rc-x and Rc- y are as 

defined above, 

(VII) -(CRc-xRc^o^-Rc-heteroaryi-Rc-ar^i where Rc- X and Rc-y are as 

defined above, 

(VIII) -(CRc-xRc- y )o-4-Rc-heteroaryi-Rc-heteroaryi where Rc-x and Rc- y are as 

defined above, 

(IX) -(CRc-xRc-y)o-4-Rc-ary]-Rc-heterocyc!e where Rc-x and Ro y are as 

defined above, 

(X) -(CRc-xRc- y )o-4-Rc-heteroaryi-Rc-heterocycie where Rc-x and Rc- y are as 

defined above, 

(XI) -(CRc-xRc^o^-Rc-heterocycie-Rc-aryi where Rc- X and Rc- y are as 

defined above, 

(XII) KCRc-xRc^o^-^-hetero^cie-Rc-heteroaryi where Rc-x and Rc- y are as 

defined above, 

(XIII) -(CRc- x Rc- y )o-4-Rc-heteroc y cie-Rc-hete ro cycie where Rc- X and Rc- y are as 

defined above, 

(XIV) -(CRc-xRc- y )o^-Rc-heterocycie where Rc_ x and Rc-yare as defined 

above, 

(XV) -[C(Rc-i)(Rc-2)]i-3-CO-N-(R C -3)2 where Rc-i and Rc-2 are the 
same or different and are selected from the group consisting of: 

(A) -H, 

(B) -C1-C6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and -NRi_ a Ri-b where R^ and Ri. b are as 
defined above, 

(C) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C,-C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and Ri_ b are as defined above, 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C^N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri-b where R t . a and Ri_ b are as defined above, 

(E) -(CH 2 )i-2-S(O) 0 -2-(Ci-C 6 alkyl), 
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(F) -(CH2)o-4-C3-C 7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C t -C 3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, -NRi_ a Ri- b where R u and 
Ri_b are as defined above, 
5 (G)-(C r C 4 alkyl)-Rc>-aryi, 

(H) -(CrC 4 alkyl)-Rc-heteroaryl ? 

(I) -(Ci-C4alkyl)-Rc-heterocycle 5 
(J) -Rc-heteroaryU 

(K)-Rc -heterocycle? 

10 (M) -(CH 2 )M-Rc-4-(CH 2 )o-4-Rc'-aryi where Rc-4 is -0-, -S- or 

-NRc-5- where Rc-s is Q-Ce alkyl, 

(N) -(CH 2 )M-Rc-4-(CH2)o^-Rc-heteroaryi where Rc-4 is as defined 

above, and 

(O) -Rc-aryl, 

1 5 and where Rc-3 is the same or different and is: 

(A) -H, 

(B) -Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and -NRi_ a Ri-b where Ri_ a and Ri_ b are as 

20 defined above, 

(C) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri- a and Ri. b are as defined above, 

25 (D) C 2 -C6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri-b where Ri_ a and Ru b are as defined above, 

(E) -(CH 2 ) 0 -4-C 3 -C 7 cycloalkyl, optionally substituted with one, 
30 two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 

-Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and -NRi. a Ri-b where R^ 
and Ri_b are as defined above, 

(F) -Rc'-aryl, 



467 



13615.25USU4 



PATENT 



(G) -Rc-heteroaryU 

(H) -Rc -heterocycle? 

(I) -(C,-C 4 alkyl)-Rc-- a ^, 

(J) -(C1-C4 alkyl)-Rc-heteroaryl, Or 
5 (K)-(C,-C 4 alkyl)-Rc -heterocycle? 

(XVI) -CH(Rc-aryi)2 where Rc-aryi are the same or different, 

(XVII) -CH(R C -heteroaryi)2 where Rc-heteroaryi are the same or different, 

(XVIII) -CH(Rc- ary O(Rc-heteroaryO, 

(XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or 
1 0 Rc-heteroaryi or Rc-heteroc y cie where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl 

is optionally replaced with NH, NR N - 5 , O, or S(=O) 0 - 2 ? and where cyclopentyl, 
cyclohexyl, or 

-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 

-C=N, -CF 3 , Ci-C 6 alkoxy, O, or -NRi. a Ri_ b where Ri. a and Ri_ b are as defined above, 
1 5 (XX) C2-C10 alkenyl containing one or two double bonds optionally 

substituted with one, two or three substituents selected from the group consisting of 

C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 

-NRi_ a Ri-b where Ri_ a and Ri.bare as defined above, 

(XXI) C2-C10 alkynyl containing one or two triple bonds optionally 
20 substituted with one, two or three substituents selected from the group consisting of 

C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C-N, -CF 3 , Cj-C 6 alkoxy, -O- phenyl, and 

-NRi-aRi-b where Ri. a and Ri_b are as defined above, 

(XXI) -(CH 2 )o.i-CHRc-6-(CH 2 )o-i-Rc-ar y i and Rc-6 is -(CH 2 ) 0 - 6 -OH, 

(XXII) -(CH2)o-rCHRc-6-(CH 2 )o.i-Rc-heteroar y i where Rc-6 is as defined 

25 above, 

(XXIII) -CH(-Rc-aryl Or Rc-heteroaryl)-CO-0(Ci-C 4 alkyl), 

(XXIV) -CH(-CH 2 -0H)-CH(-OH)-phenyl-N0 2 , 

(XXV) (d-C 6 alkyl)-0-(d-C6 alkyl)-OH, 
(XXVII) -CH 2 -NH-CH 2 -CH(-0-CH 2 -CH 3 ) 2 , 

30 (XXVIII) -H, or 

(XXIX) -(CH 2 )o-6-C(-NR l . a )(NRi. a Ri.b) where Ri_ a andR,_ b are as 
defined above; 
or a pharmaceutical^ acceptable salt thereof. 
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where PROTECTING GROUP is selected from the group consisting of *- 
butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 

5 4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl 5 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1 , 1 -diphenyleth-1 - 
yloxycarbonyl, l ? l-diphenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 

1 0 (p-toluyl)prop-2-yloxy carbonyl, cyclopentany loxy carbonyl, 1 - 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 

15 (trimethylsilyl)ethoxycarbonyl, allyloxycarbonyl, l-(trimethylsilylmethyl)prop-l- 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2-1richloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxycarbonyl ? 4-(decyloxyl)benzyloxycarbonyl ? 
isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 

20 CH-CH=CH 2 andphenyl-C(=N-)-H. 
where Ri is: 

-CH 2 -phenyl where -phenyl is substituted with two -F, 

-(CH 2 )nl-Rl-hetemaiyt and 

-(CH 2 )ni-Ri-heterocycie ) chemically acceptable salts thereof. 

25 

59. A protected alcohol of formula (VII) according to claim 58 where Ri is: 

-(CH 2 ) n l -(Rl -heteroaryl) • 

60. A protected alcohol of formula (VII) according to claim 59 where ni is 1 . 

30 

61 . A protected alcohol of formula (VII) according to claim 58 where Ri is: 

-(CH 2 ) n i-(R, 

-heterocycle)* 

62. A protected alcohol of formula (VII) according to claim 61 where n, is 1 . 
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63. A protected alcohol of formula (VII) according to claim 58 where phenyl is 
substituted in the 3- and 5- positions giving 3,5-difluorophenyl. 

5 64. A protected alcohol of formula (VII) according to claim 58 where R 2 and R 3 are 
both -H. 

65. A protected alcohol of formula (VII) according to claim 58 where PROTECTING 
GROUP is f-butoxycarbonyl. 

10 

66. A protected alcohol of formula (VII) according to claim 58 where PROTECTING 
GROUP is benzyloxycarbonyl. 

67. A protected alcohol of formula (VII) according to claim 58 where Rc is: 
15 -H, 



-cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle where Rc-aryl Or Rc-heteroaryl Or Rc-heterocycle are as defined in claim 
1. 

68. A protected alcohol of formula (VII) according to claim 67 where Rc is: 



20 




25 



30 



-Ci-C 8 alkyl, 

-(CH 2 )o- 3 -(C3-C 7 ) cycloalkyl, 

-(CRc- x Rc-y)(M-Rc-aryb 
-(CRc-xRc-y)o-4-RC-heteroaryl, 
-(CRc-xRc-y)o-4-Rc-heterocycle> Or 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 




69. A protected alcohol of formula (VII) according to claim 68 where Rc is: 
-Ci-Cg alkyl, 
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-(CRc- x Rc-y)o-4-Rc-aryl ? 
-(CRc-xRc-y)o-4"Rc-heteroaryl, 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi ° r Rc- 

heteroaryl Or Rc-heterocycle- 

70. A protected alcohol of formula (VII) according to claim 58 which is selected 
from the group consisting of: 

tert-butyl (IS, 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-3-(ethylamino)-2-hydroxypropylcarbamate ? 

tert-butyl (lS ? 2R)-l-benzyl-3-(beiizylamino)-2-hydroxypropylcarbamate ? 

tert-butyl ( 1 S,2R)- 1 -benzyl-3-(tert-butylamino)-2-hydroxypropylcarbamate ? 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(4- 
methylbenzyl)amino]propylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-2-hydroxy-3-{[2-(4- 
methoxyphenyl)ethyl]amino}propylcarbamate 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propylcarbamate, 

ethyl ({(2R ? 3S)-3-[(tert-butoxycarbonyl)amino]-2-hydroxy-4- 
phenylbutyl} amino)(phenyl)acetate, 

tert-butyl (lS ? 2R)-l-benzyl-2-hydroxy-3-[(2- 
phenylethyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3- {[(1 S)-2-hydroxy-l - 
(hydroxymethyl)-2-phenylethyl]amino}propylcarbamate, 

tert-butyl (1 S ? 2R)-1 -benzyl-3-[(2-chlorobenzyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (1 S,2R> 1 -benzyl-3-[(4-chlorobenzyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3- { [2-(2- 
hydroxyethoxy)etiiyl]amino}propylcarbamate, 

tert-butyl (lS J 2R)-l-benzyl-3-(2,3-dihydro-lH-inden-l-ylamino)-2- 

hydroxypropylcarbamate 

tert-butyl (lS J 2R)-l-benzyl-2-hydroxy-3-[(2- 
hydroxypropyl)amino]propylcarbamate 9 

471 



13615.25USU4 



PATENT 



tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(tetrahydro-2- 
furanylmethyl)amino]propylcarbamate, 

tert-butyl (1 S ? 2R)-l-benzyl-3-[(2,2-diethoxyethyl)amino]-2- 
hydroxypropylcarbamate, 
5 tert-butyl ( 1 S,2R)- l-benzyl-2-hydroxy-3-(pentylamino)propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-3-(cyclohexylamino)-2-hydroxypropylcarbamate, 
tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(2- 
pyridinylmethyl)amino]propylcarbamate, 

tert-butyl (1 S 5 2R)-3-[(2-ammobenzyl)amino]-l -benzyl-2- 
1 0 hydroxypropylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-2-hydroxy-3-[(3- 
pyridinylniethyl)ainino]propylcarbamate 5 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3- {[2-( 1 - 
pyrrolidinyl)ethyl]amino}propylcarbamate s 
15 tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-[(2-hydroxy-2- 

phenylethyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-3-[(3-butoxypropyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 
20 isopropoxypropyl)amino]propylcarbamate 

tert-butyl (1 S 3 2R)-l-benzyl-2-hydroxy-3-(isopentylamino)propylcarbamate ? 
tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
phenylpropyl)amino]propylcarbamate ? 

tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-[(2- 
25 methoxyethyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3-[(2- 
phenoxyethyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(2- 
propoxyethyl)amino]propylcarbamate, 
30 tert-butyl (lS,2R)-l-benzyl-3-[(3 9 3-dimethylbutyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (lS ) 2R)-l-benzyl-2-hydroxy-3-[(4- 
phenylbutyl)amino]propylcarbamate, 
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tert-butyl(lS 5 2R)-l-benzyl-2-hydroxy-3-[(3- 
iodobenzyl)amino]propylcarbamate, 

tert-butyl(lS,2R)-l-benzyl-2-hydroxy-3-[(4- 
nitrobenzyl)amino]propylcarbamate, 
5 tert-butyl (1 S ? 2R)-l-benzyl-3-[(3-chlorobenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-3 -[(4-chlorobenzyl)amino] -2- 
hydroxypropylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-2-hydroxy-3-{[2-(2- 
10 pyridinyl)ethyl]amino}propylcarbamate ? 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(4- 
pyridinylmethyl)amino]propylcarbamate ? 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3- {[2-( 1 -methyl-2- 
pyrrolidinyl)ethyl]amino}propylcarbamate ? 
1 5 tert-butyl (1 S,2R)- 1 -benzyl-3-[(2 ? 3-dimethylbenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[2- 
(trifluoromethoxy)benzyl] amino } propylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-3-[(2-chloro-6-phenoxybenzyl)amino]-2- 

20 hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[4- 
(trifluoromethyl)benzyl]amino}propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-[(2,3-dichlorobenzyl)amino]-2- 
hydroxypropylcarbamate, 
25 tert-butyl (lS ? 2R)-l-ben2yl-3-[(3,5-dichlorobenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-[(3 ? 5-difluorobenzyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[4- 
30 (trifluoromethoxy)benzyl]amino}propylcarbamate, 

tert-butyl (1 S,2R)-3- {[4-(aminosulfonyl)benzyl]amino} - 1 -benzyl-2- 
hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(4- 
methoxybenzyl)amino]propylcarbamate ? 
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tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4- 
methylbenzyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 ,4,5- 
trimethoxybenzyl)amino]propylcarbamate, 
5 tert-butyl (lS,2R)-l-benzyl-24iydroxy-3-{[3- 

(trifluoromethoxy)benzyl]amino}propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-3-[(3 ,5-dimethoxybenzyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-[(2,4-dimethoxybenzyl)amino]-2- 
1 0 hydroxypropylcarbamate, 

tert-butyl (lS 5 2R)-l-benzyl-3-[([ia , -biphenyl]-3-ylmethyl)amino]-2- 

hydroxypropylcarbamate, 

tert-bulyl(lS ? 2R)-l-benzyl-3-[(3 ? 4-dichloroben2yl)amino]-2- 

hydroxypropylcarbamate, 
15 tert-butyl (lS 5 2R)-l-benzyl-3-[(4-fluorobenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (1 S 5 2R)-1 -benzyl-2-hydroxy-3-{[3- 
(trifluoromethyl)benzyl]amino}propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3-[(2- 
20 methylbenzyl)amino]propylcarbamate, 

tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-{[(lR)-l- 
phenylethyl] amino } propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3- {[(1 S)-l - 
phenylethyl]amino}propylcarbamate, 
25 tert-butyl (1 S,2R)-1 -benzyl-3- { [3,5-bis(trifluoromethyl)benzyl]amino} -2- 

hydroxypropylcarbamate, 

tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-{[2- 
(trifluoromethyl)benzyl]amino}propylcarbamate, 

tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-{[(lS)-l-(l- 
30 naphthyl)ethyl]amino}propyl carbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[(lR)-l-(l- 
naphthyl)ethyl]amino}propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4-hydroxy-3 - 
methoxybenzyl)amino]propylcarbamate, 
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tert-butyl (1 S,2R)-1 -benzyl-3-[(3,4-dihydroxybenzyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3- 
methoxypropyl)amino]propylcarbamate, 
5 tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [( 1 R)-2-hydroxy- 1 - 

methylethyl]amino}propylcarbamate ? 

tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-{[(lS)-2-hydroxy-l- 
methylethyl] amino } propylcarbamate, 

tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-(2-propynylamino)propylcarbamate 5 
10 tert-butyl (lS,2R)-l-benzyl-3-{[2-(2-fluorophenyl)ethyl]amino}-2- 

hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-{[2-(3-fluorophenyl)ethyl]amino}-2- 
hydroxypropylcarbamate, 

tert-butyl (lS J 2R)-l-benzyl-3-{[2-(4-fluorophenyl)ethyl]amino}-2- 
1 5 hydroxypropylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-3- {[2-(4-bromophenyl)ethyl]amino}-2- 
hydroxypropylcarbamate, 

tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-{[2-(3- 
methoxyphenyl)ethyl]amino}propylcarbamate, 
20 tert-butyl (1S,2R)-1 -benzyl-3- {[2-(2 ? 4-dichlorophenyl)ethyl]amino} -2- 

hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-{[2-(3-chlorophenyl)ethyl]amino}-2- 
hydroxypropylcarbamate, 

tert-butyl (lS 5 2R)-l-benzyl-3-{[2-(2,6-dimethoxyphenyl)ethyl]amino}-2- 

25 hydroxypropylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3- {[2-(4- 
methylphenyl)ethyl]amino}propylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-3-{[(lR)-l-benzyl-2-hydroxyethyl]amino}-2- 
hydroxypropylcarbamate, 
30 tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[3-(4- 

morpholinyl)propyl]amino}propylcarbamate 5 

tert-butyl (1 S,2R)-1 -benzyl-3-[(3 ? 3-dimethylbutyl)amino]-2- 
hydroxypropylcarbamate, 
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tert-butyl(lS ? 2R)-l-benzyl-2-hydroxy-3-{[2-(4- 
morpholinyl)ethyl]amino}propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3 -[( 1 - 
hydroxypropyl)amino]propylcarbamate, 
5 tert-butyl (1 S,2R)-l-benzyl-2-hydroxy-3-[(2- 

thienylmethyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3-[(4- 
hydroxybutyl)amino]propylcarbamate, 

tert-butyl (!S,2R)-l-benzyl-2-hydroxy-3-{[(lS)-2-hydroxy-l- 
10 phenylethyl]amino} propylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-3-[(2,4-dichlorobei3zyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3- {[( 1 R)-2-hydroxy- 1 - 
phenylethyl]amino} propylcarbamate 
1 5 tert-butyl ( 1 S 5 2R)- 1 -benzyl-3-[(3 -tert-butylbenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-2-hydroxy-3-[(l- 
phenylethyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[(lR s 2S)-2-hydroxy-2,3-dihydro- 
20 1 H-inden- 1 -yl]amino} propylcarbamate, 

tert-butyl (lS J 2R)-l-ben2yl-3-[(3,4-dimethylbexizyl)amino]-2- 

hydroxypropylcarbamate, 

methyl 7-{[(2R J 3S)-3-[(tert-butoxycarbonyl)amino]-4-(3,5-difluorophenyl)-2- 

hydroxybutyl]amino}heptanoate, 
25 tert-butyl (1 S,2R)-l-(3 ) 5-difluorobenzyl)-2-hydroxy-3-{[2-(isobutylamino)-l- 

methyl-2-oxoethyl]amino}propylcarbamate, 

tert-butyl (lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2- 
(isobutylamino)-l-methyl-2-oxoethyl]amino}propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - { [2-(isobutylamino)- 
30 1,1 -dimethyl-2-oxoethyl]amino}propylcarbamate, 

tert-butyl (1 S,2R)-1 -(3 J 5-difluorobenzyl)-2-hydroxy-3-{[2-(isobutylamino)-2- 
oxoethyljaminolpropylcarbamate, 

tert-butyl (lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-({(lS)-l- 
[(isobutylamino)carbonyl]propyl } amino)propylcarbamate, 
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tert-butyl (1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-( {(1 R)-l - 
[(isobutylamino)carbonyl]propyl } amino)propylcarbamate, 

tert-butyl (1 S,2R)-3-(benzylamino)-l -(3,5-difluorobenzyl)-2- 
hydroxypropylcarbamate, 
5 tert-butyl (lS,2R)-l-(3,5-difluorobenzyl)-3-(ethylamino)-2- 

hydroxypropylcarbamate, 

tert-butyl (lS J 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- 
(isobutylamino)propylcarbamate, 

tert-butyl (1 S,2R)- 1 -(3 J 5-difluorobenzyl)-2-hydroxy-3- {[3-(isobutylamino)-2- 
10 methyl-3-oxopropyl]amino}propylcarbamate, 

tert-butyl (lS ? 2R)-l-(3,5-difluorobenzyl)-3-{[4- 
(dimethylamino)benzyl]amino}-2-hydroxypropylcarbamate J 

tert-butyl (1 S,2R)-3 -{[(1S)-1 -ben2yl-2-(isobutylamino)-2-oxoethyl]amino} - 1 - 
(3,5-difluorobenzyl)-2-hydroxypropylcarbamate, 
1 5 tert-butyl (1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({(l S)-l- 

[(isobutylamino)carbonyl]-3-methylbutyl}amino)propylcarbamate 5 

tert-butyl (1 S,2R)-1 -benzyl-3- {[2-(dimethylamino)ethyl]amino}-2- 
hydroxypropylcarbamate, 

tert-butyl (lS 3 2R)-l-benzyl-2-hydroxy-3-[(3- 
20 pyridinylmethyl)amino]propylcarbamate ? 

tert-butyl (1 S,2R)-3- {[(1 S)-l -[(benzyloxy)methyl]-2-(isobutylamino)-2- 
oxoethyl]amino}-l-(3,5-difluorobeiizyl)-2-hydroxypropylcarbamate 5 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(l-methyl-l- 
phenylethyl)amino]propylcarbamate, 
25 tert-butyl (lS^-l-CS^-difluorobenzy^^-hydroxy-S-CiClR)-!- 

[(isobutylamino)carbonyl]-3-me%lbutyl}amino)propylcarbamate ? 

tert-butyl (lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({(lS)-l- 
[(isobutylamino)carbonyl]butyl}amino)propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -(3 ? 5-difluorobenzyl)-2-hydroxy-3- {[(1 S)-l - 
30 (hydroxymethyl)-2-(isobutylami^ 

tert-butyl (lS 9 2R)-l-benzyl-2-hydroxy-3-[(2- 
phenylethyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-3-{[2-(benzylamino)-l-methyl-2-oxoe%y 
difluorobenzyl)-2-hydroxypropylcarbamate ? 
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tert-butyl ( 1 S,2R)- 1 -benzyl-3- { [(1 S)-2-(benzylamino)-l -methyl-2- 
oxoethyl]amino}-2-hydroxypropylcarbamate, 

tert-butyl (1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3- { [( 1 S)-2-(ethylamino)- 1 -methyl-2- 
oxoethy 1] amino } -2-hydroxypropylcarbamate, 
5 tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propylcarbamate, 

tert-butyl ( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3 - { [( 1 S)-2-(isobutylamino)-2-oxo- 1 - 
phenylethyl] amino } propylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3-(isopentylamino)propylcarbamate ? 
10 tert-butyl (1 S,2R)-1 -benzyl-3-(cyclohexylamino)-2-hydroxypropylcarbamate 5 

tert-butyl (1 S 5 2R)-l-benzyl-3-(butylamino)-2-hydroxypropylcarbamate ? 

tert-butyl (1 S,2R)- l-benzyl-2-hydroxy-3-[(3- 
methoxypropyl)amino]propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(2-hydroxy-2- 
1 5 phenylethyl)amino]propylcarbamate ? 

tert-butyl (lS,2R)-l-benzyl-3-{[(3R,5S)-3 ? 5-dimethoxycyclohexyl]amino}-2- 
hydroxypropylcarbamate, 

dimethyl (lR 5 3S)-5-({(2R ) 3S)-3-[(tert-butoxycarbonyl)amino]-2-hydroxy-4- 
phenylbutyl } amino)- 1 ,3 -cyclohexanedicarboxylate, 
20 (lR ? 3S)-5-({(2R ? 3S)-3-[(tert-butoxycarbonyl)amino]-2-hydroxy-4- 
phenylbutyl}amino)-l ,3-cyclohexanedicarboxylic acid, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3- {[(1 R)-l - 
phenylpropyl]amino}propylcarbamate ? 

tert-butyl (lS,2R)-l-ben2yl-3-[(3-chlorobenzyl)amino]-2- 

25 hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-[([l ? r-biphenyl]-3-ylmethyl)amino]-2- 
hydroxypropylcarbamate, 
30 tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(3- 

iodobenzyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methylbenzyl)amino]propylcarbamate, 
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tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(2- 
phenylpropyl)amino]propylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-2-hydroxy-3-[(l,3-thiazol-5- 
ylmethyl)amino]propylcarbamate, 
5 tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(2- 

thienylmethyl)amino]propylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-2-hydroxy-3-[(5-methoxy-l > 2,3 ; 4-tetrahydro-l- 
naphthalenyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3-[(2- 
1 0 pyrazinylmethyl)amino]propylcarbamate, 

tert-butyl ( 1 S ,2R)- 1 -benzyl-3-[(3 ,5-difluorobenzyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (lS ? 2R)-3-[(l,3-beiizodioxol-5-ylmethyl)amino]-l-beiizyl-2- 

hydroxypropylcarbamate, 
1 5 tert-butyl (1 S,2R)-l-benzyl-3-[(3,5-dimethoxybenzyi)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[3- 
(trifluoromethyl)benzyl]amino}propylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-3-[(2-furylmethyl)amino]-2- 
20 hydroxypropylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3-[(7-methoxy-l ,2,3 ,4-tetrahydro-l- 
naphthalenyl)amino]propylcarbamate, 

tert-butyl (lS ) 2R)-l-benzyl-2-hydroxy-3-{[3- 
(trifluoromethoxy^enzyllaminolpropylcarbamate, 
25 tert-butyl (lS,2R)-l-benzyl-3-[(3-fluorobenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (lS 5 2R)-l-benzyl-2-hydroxy-3-[(3- 
isopropoxybenzyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-3-[(3-bromobenzyl)amino]-2- 
30 hydroxypropylcarbamate, 

tert-butyl (lS ? 2R)-l-benzyl-2-hydroxy-3-{[(5-methyl-2- 
fuTyl)methyl]amino}propylcarbamate, and 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(5-methoxy-l ? 2,3»4-tetrahydro-l- 
naphthalenyl)amino]propylcarbamate. 
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71. An amine of the formula (VIII) 

OH 



H 2 N. CH .NH 



x cfT N/ \ Rc IVI111 
i /\ 

Ri Ro Ro 



5 where R2 is: 

(D-H, 

(II) Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri_ b where R u and Ri_ b are -H or C r C 6 

10 alkyl, and -0C=O NRiJRi-b where Ri_ a and Ri_b are as defined above, 

(III) -(CH 2 )o-4-R2-i where R 2 -i is Ri. ary i or Ri_ h eteroaryl ? 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C-N, -CF 3 , C r C 3 alkoxy, and -NRi. a Ri_ b where Ri. a and Ri_ b are - 

15 H or C r C 6 alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri. b where 
Ri_ a and Ri_ b are -H or Q-Ce alkyl, 

(V) C2-C6alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C^N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri- b where Ri_a and Rj. b are -H or Q-C6 

20 alkyl, or 

(VI) -(CH 2 )(m- C 3 -C 7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C^N, 
-CF 3 , C1-C3 alkoxy, and -NRi. a Ri_ b where Ri_ a and Ri- b are -H or C\-Ce alkyl; 

where R 3 is: 
25 (I)-H, 

(II) C1-C6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C^N, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are as defined 
above, 
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10 



15 



20 



25 



(III) -(CH 2 )o-4-R2-i where R 2 -i is Ri- aT yi or Ri-heteroaiyi where Ri_ ary i and 
Ri-heteroaiyi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, 

(V) C2-C6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 

and where R 2 and R3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NR N -2-, where R N - 2 and R N -3 are the same or different and are selected 
from the group consisting of: 

(a) -H, 

(b) -Ci-C 6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Cj-Ce alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



bonds, 



one triple bond, 



(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 

(j) -Ri-aryi where Ri-aryi is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaiyi is as defined 



30 above; 



where Rc is: 

(I)-CrCio alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of CrC 3 alkyl, -F, -CI, -Br, -I, -OH, 
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-SH, -G=N, -CF3, C1-C6 alkoxy, -O-phenyl, -NRi_ a Rt_b where Ri_ a and R^are as 
defined above, -OC=0 NR]. a Ri-b where Ri_ a and Ri^are as defined above, -S(=0)o-2 
Ri_ a where R]_ a is as defined above, - NRi_ a OO NRi_ a Ri_ b where Ri_ a and Ri_ b are as 
defined above, -C=0 NRi. a Ri.b where Ri. a and Ri_ b are as defined above, and -S(=0) 2 
5 NRi_ a Ri-b where Ri. a and Ri_ b are as defined above, 

(II) -(CH2)o-3-(C3-Cg) cycloalkyl where cycloalkyl can be optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(Ci-C4 alkyl), and -NRi. a R]. b where Ri_ a and Ri_ b are as defined above, 
1 0 (III) -(CRc- x Rc-y)o-4-Rc-aryi where Rc- X and Rc- y are 

-H, 

C1-C4 alkyl optionally substituted with one or two -OH„ 
C1-C4 alkoxy optionally substituted with one, two, or three of: 

-F, 

15 -(CH 2 )o-4-C 3 -C7 cycloalkyl, 

C2-C6 alkenyl containing one or two double bonds, 
C2-C6 alkynyl contianing one or two triple bonds, 
phenyl-, 

and where Rc- X and Rc- y are taken together with the carbon to which they are 
20 attached to form a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom selected from the 
group consisting of -0-, -S-, -SO2-, and -NRn-2- and Rc-aryi is the same as RN-aryi; 

(IV) -(CRc-xRc- y )o-4-Rc-heteroaryi where Rc-heteroaryi is the same as R N - 
heteroaiyi and Rc- X and Rc-y are as defined above, 
25 (V) -(CRc-xRc-y)o^-Rc-aryi-Rc-aryi where Rc-aiyi, Rc-x and Rc- y are as 

defined above, 

(VI) KCRc-xRc- y )o^-Rc-aryrRc-heteroaryi where^Rc-x and Rc-y are as 

defined above, 

(VH) -(CRc-xRc^o^-Rc-heteroaryi-Rc-aryi where Rc- X and Rc- y are as 

30 defined above, 

(VIII) KCRc-xRc- y )o^-Rc-heteroaryi-Rc-heteroaryi where Rc- X and Rc-y are as 

defined above, 

(IX) -(CRc-xRc-y)o^-Rc-aryi-Rc-heterocycie where Rc- X and Rc- y are as 

defined above, 
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(X) -(CRc-xRc- y )o-4-Rc-heteroaTyi-Rc4iet eTO cycie where Rc- X and Rc- y are as 

defined above, 

(XI) -(CRc- x Rc-y)o-4-Rc-heterocycie-Rc-aryi where Rc-x and Rc- y are as 

defined above, 

5 (XII) -(CRc. x R C -y)o-4-Rc-heterocycie-Rc-heteroaryi where Rc- X and Rc- y are as 

defined above, 

(XIII) -(CRc- x Rc- y )o-4-Rc-heterocycie-Rc-heterocycie where, Rc- X and Rc- y are 
as defined above, 

(XIV) -(CRc- x Rc- y )o^-Rc-heterocycie where, Rc- X and Rc-yare as defined 

10 above, 

(XV) -[C(Rc.i)(Rc-2)]i-3-CO-N-(Rc- 3 )2 where Rc_i and Rc- 2 are the 
same or different and are selected from the group consisting of: 

(A) -H, 

(B) -Ci-Ce alkyl, optionally substituted with one, two or three 
15 substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and -NRuRi-b where R Ua and Ri. b are as 
defined above, 

(C) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

20 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_b where Ri_ a and Ri_ b are as defined above, 

(D) C 2 -C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 

25 -NRi-aRi-b where Ri_ a and Ri_ b are as defined above, 

(E) '(CU 2 )u2-S(0)o^-(CrC 6 alkyl), 

(F) -(CH 2 )(m-C 3 -C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of Ci-C 3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, -NRi_ a Ri-b where Ri_ a and 

30 Ri-b are as defined above, 

(G) -(Ci-C 4 alkyl)-R e -aryi, 

(H) -(Ci-C 4 alkyl)-Rc-heteroaryb 

(I) -(Ci-C4alkyl)-Rc-heterocycle s 
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(J) -Rc-heteroary1> 
(K)-Rc -heterocyc!e> 

(M) -(CH 2 )i-4-Rc-4-(CH 2 )o-4-Rc'-aryi where Rqa is -0-, -S- or 
-NRc-5- where Rc-5 is CrC6 alkyl, and where Re-aryl is as defined above, 
5 (N) -(CH 2 )i -4-Rc-4-(CH 2 )o^-Rc-heteroaryi where Rc-4 is as defined 

above, and 

(O) -Rc^yl, 

and where Rc-3 is the same or different and is: 
(A) -H, 

10 (B) -Ci-Ce alkyl optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, Ci-C 6 alkoxy, -O- phenyl, and -NRi_ a Ri-b where Ri_a and Ri_ b are as 
defined above, 

(C) C 2 -C6 alkenyl with one or two double bonds, optionally 
15 substituted with one, two or three substituents selected from the group consisting of 

C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -0=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri. a and Ri-b are as defined above, 

(D) C 2 -C 6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

20 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , d-C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and Ri_b are as defined above, 

(E) -(CH 2 )o-4-C 3 -C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of Ci-C 3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -C-N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and -NRi_ a Ri_ b where Ri_ a 

25 and Ri. b are as defined above, 

(F) -Rc'-aryl, 

(G) -Rc-Keteroaryls 

(H) -Rc-heterocycle, 
©-(d^alkyO-Rc'-aryl, 

30 (J) -(C1-C4 alkyl)-Rc-heteroaryI, Or 

(K) -(C1-C4 alkyl)-Rc-heterocycle ? 

(XVI) -CH(Rc-aryi)2 where Rc-aryiare the same or different, 

(XVII) -CH(R C -heteroa iy i)2 where Rc4ieteroaryi are the same or different, 
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(XVIII) -CH(R C -aryl)(Rc-heteroaryl), 

(XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or 
Rc-heteroaryi or Rc-heterocycie where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl 
is optionally replaced with NH, NR N -s, 0, or S(=0)o-2 , and where cyclopentyl, 

5 cyclohexyl, or 

-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
-ON, -CF 3 , Ci-Ce alkoxy, =0, or -NRi_ a Ri-b where Rj. a and Ri_ b are as defined above, 

(XX) C2-Cto alkenyl containing one or two double bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 

10 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , d-C 6 alkoxy, -O- phenyl, and 
-NRuRj.b where Rj. a and Ri-b are as defined above, 

(XXI) C2-C10 alkynyl containing one or two triple bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 

1 5 -NRi. a Ri_b where R t _ a and Ri_ b are as defined above, 

(XXI) -(CH 2 )o-i-CHRc-6-(CH 2 )o-i-Rc-aryi where Rc-aryiis as defined 
above and Rc-6 is -(CH 2 ) 0 -6-OH ; 

(XXII) -(CH2)o-i-CHRc-6-(CH 2 )o-i-Rc-hete ra aiyi where Rc-6 is as defined 

above, 

20 (XXIII) -CH(-Rc-aryi or Rc*et«aiy0^O-O(Ci-C4 alkyl), 

(XXIV) -CH(-CH 2 -OH)-CH(-OH)-phenyl-N0 2 , 

(XXV) (Ci-C 6 alkyl)-0-(Ci-C 6 alkyl)-OH, 

(XXVII) -CH 2 -NH-CH 2 -CH(-0-CH 2 -CH 3 ) 2 , 

(XXVIII) -H, or 

25 (XXIX) -(CH 2 )o-6-C(=NRi- a )(NRi. a Ri. b ) where Ri. a andRi_ b are as 

defined above; and 
where Ri is: 

-CH 2 -phenyl where -phenyl is substituted with two -F, 

-(CH 2 ) n i-Ri_heteroaryi Or 

30 -(CH^i-Ri^ieterocycie, and chemically acceptable salts thereof 

72. An amine of formula (VIII) according to claim 71 where Ri is: 

-(CH 2 ) n 1 -(Ri -heteroaryi)- 



485 



13615.25USU4 



PATENT 



73. An amine of formula (VIII) according to claim 72 where ni is 1. 

74. An amine of formula (VIII) according to claim 71 where Ri is: 

-(CH2) n 1 "(Rl -heterocycle) • 

5 

75. An amine of formula (VIII) according to claim 74 where ni is 1. 

76. An amine of formula (VIII) according to claim 71 where phenyl is substituted in 
the 3- and 5- positions giving 3,5-difluorophenyl. 

10 

77. An amine of formula (VIII) according to claim 71 where R 2 and R 3 are both -H. 

78. An amine of formula (VIII) according to claim 71 where Rc is: 

-H, 

15 -C,-C 8 alkyl, 

-(CH 2 ) 0 -3-(C3-C 7 ) cycloalkyl, 

"(CRc-xRc-y)o-4-Rc-aryl, 
- (CRc-xRc-y)o-4-Rc-heteroaryl, 
-(CRc- x Rc-y)o-4-Rc-heterocycle> OX 

20 -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle- 

79. An amine of formula (VIII) according to claim 78 where Rc is: 

-Ci-Cg alkyl, 
25 -(CH 2 )o-3-(C3-C 7 ) cycloalkyl, 

-(CRc- x Rc-y)o-4-Rc-aryl ? 
-(CRc-xRc-y)o-4~Rc-heteroaryl, 
-(CRc- x Rc-y)o-4-Rc-heterocycle> Or 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

30 heteroaryl Or Rc-heterocycle* 

80. An amine of formula (VIII) according to claim 79 where Rc is: 

-d-Qalkyl, 

-(CRc-xRc-y)<M-Rc-aryI, 
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-(CRc-xRc-y)o-4-Rc-heteroaryl, or 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle- 



81. An amine of formula (VIII) according to claim 71 which is selected from the 
group consisting of: 

(2R ) 3S)-3-amino-4-(3,5-difluorophenyl)-l-[(3-methoxybenzyl)amino]-2- 
butanol, 

(2R, 3 S)-3 -amino- 1 -(ethylamino)-4-phenyl-2-butanol ? 

(2R,3 S)-3 -amino- 1 -(benzylamino)-4-phenyl-2-butanol, 

(2R S 3 S)-3 -amino- 1 -(isopropylamino)-4-phenyl-2-butanol, 

(2R S 3 S)-3 -amino- 1 - [(4-methylbenzy l)amino]-4-phenyl-2-butanol ? 

(2R,3 S)-3 -amino- 1 - { [2-(4-methoxyphenyl)ethyl] amino } -4-phenyl-2-butanol, 

(2R,3 S)-3 -amino- 1 -[(3 -methoxyben2yl)amino]-4-phenyl-2-butanol ) 

ethyl {[(2R ? 3S)-3-amino-2-hydroxy-4-phenylbutyl]amino}(phenyl)acetate ? 

(2R, 3 S)-3 -amino-4-phenyl- 1 -[(2-phenylethyl)amino] -2-butanol, 

(2S)-2-{[(2R 5 3S)-3-amino-2-hydroxy-4-phenylbutyl]amino}-l-(4- 

nitrophenyl)-l ^-propanediol, 

(2R3S)-3-amino-l-[(2-chlorobenzyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(4-chlorobenzyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l - { [2-(2-hydroxyethoxy)ethyl]amino } -4-phenyl-2-butanol ? 

(2R3S)-3-amino-l-(2 J 3-dihydro-lH-inden-l-ylamino)-4-phenyl-2-butanol, 

(2R ? 3S)-3-amino-l-[(2-hydroxypropyl)amino]-4-phenyl-2-butanol, 

(2R3S)-3-amino-4-phenyl-l-[(tetrahydro-2-furanylmethyl)amino]-2-butanol, 

(2R ) 3S)-3-amino-l-[(2 ? 2-diethoxyethyl)amino]-4-phenyl-2-butanol, 

(2R,3 S)-3 -amino- 1 -(butylamino)-4-phenyl-2-butanol, 

(2R,3S)-3-amino- 1 -(cyclohexylamino)-4-phenyl-2-butanol, 

(2R,3S)-3-amino-4-phenyl-l-[(2-pyridinylmethyl)amino]-2-butanol, 

(2R,3S)-3-amino-l-[(2-aminobenzyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-4-phenyl-l-[(3-pyridinylmethyl)amino]-2-butanol» 

(2R,3S)-3-amino-4-phenyl-l - {[2-( 1 -pyrrolidinyl)ethyl]amino} -2-butanol, 

(2R,3S)-3-amino-l-[(2-hydroxy-2-phenylethyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(3-butoxypropyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(3-isopropoxypropyl)amino]-4-phenyl-2-butanol ? 
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(2R,3S)-3 -amino- 1 -(isopentylamino)-4-phenyl-2-butanol, 
(2R,3 S)-3 -amino-4-phenyl- 1 - [(3 -phenylpropyl)amino] -2-butanol ? 
(2R3S)-3-amino-l-[(2-methoxyethyl)amino]-4-phenyl-2-butanol ? 
(2R,3S)-3 -amino- 1 -[(2-phenoxyethyl)amino]-4-phenyl-2-butanol > 
(2R,3S)-3 -amino-4-phenyl- 1 -[(2-propoxyethyl)amino]-2-butanol, 
(2R,3S)-3-amino-l-[(3 5 3-dimethylbutyl)amino]-4-phenyl-2-butanol 5 
(2R,3S)-3-amino-4-phenyl-l-[(4-phenylbutyl)amino]-2-butanol, 
(2R,3 S)-3 -amino- 1 -[(3 -iodobenzyl)amino] -4-phenyl-2-butanol ? 
(2R,3 S)-3 -amino- 1 -[(4 -nitrobenzyl)amino] -4-pheny 1-2-butanol, 
(2R, 3 S)-3 -amino- 1 - [(3 -chlorobenzy l)amino] -4-phenyl-2-butanol, 
(2R,3S)-3-amino-l-{[2-(4-chlorophenyl)ethyl]amino}-4-phenyl-2-butanol ? 
(2R,3 S)-3-amino-4-phenyl- 1 - { [2-(2-pyridinyl)ethyl]amino} -2-butanol, 
(2R,3S)-3-amino-4-phenyl-l- [(4-pyridinylmethyl)amino]-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-( 1 -methyl-2-pyrrolidinyl)ethyl] amino } -4-phenyl-2- 
butanol, 

(2R,3 S)-3 -amino- 1 -[(2,3 -dimethylbenzy l)amino]-4-phenyl-2-butanol, 

(2R,3 S)-3 -amino-4-phenyl- 1 - { [2-(trifluoromethoxy)benzyl] amino } -2-butanol, 

(2R,3S)-3-amino- 1 -[(2-chloro-6-phenoxybenzyl)amino]-4-phenyl-2-butanol 5 

(2R,3S)-3 -amino-4-phenyl- 1 - { [4-(trifluoromethyl)benzyl]amino} -2-butanol, 

(2R,3 S)-3 -amino- 1 -[(2 ,3 -dichlorobenzyl)amino] -4-phenyl-2-butanol, 

(2R,3 S)-3 -amino- 1 -[(3 ,5-dichlorobenzyl)amino] -4-phenyl-2-butanol , 

(2R,3S)-3-amino-l-[(3,5-difluorobenzyl)amino]-4-phenyl-2-butanol 5 

(2R,3S)-3-amino-4-phenyl- 1 - { [4-(trifluoromethoxy)benzyl]amino } -2-butanol, 

4-({[(2R ) 3S)-3-amino-2-hydroxy-4- 

phenylbutyl]amino}methyl)benzenesulfonamide, 

(2R,3S)-3-amino-l-[(4-methoxybenzyl)amino]-4-phenyl-2-butanol, 

(2R ) 3S)-3-amino-l-[(4-methylbenzyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-4-phenyl-l-[(3,4 5 5-trimethoxybenzyl)amino]-2-butanol 5 

(2R3S)-3-amino-4-phenyl-l-{[3-(trifluoromethoxy)benzyl]amino}-2-butanol ? 

(2R,3S)-3 -amino- 1 -[(3 ,5-dimethoxybenzyl)amino] -4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(2,4-dimethoxybenzyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino- 1 -[([1 , 1 ! -biphenyl]-3-ylmethyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(3,4-dichlorobeiizyl)amino]-4-phenyl-2-butanol > 

(2R,3S)-3 -amino- 1 -[(2-fluorobenzyl)amino]-4-phenyl-2-butanol, 
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(2R3 S)-3 -amino-4-phenyl - 1 - { [ ^ ^ 

(2R3S)-3-amino-l-[(2-methylbenzyl)amino]-4-phenyl-2-butanol, 
(2R ? 3S)-3-amino-4-phenyl-l - {[(1 R)- 1 -phenylethyl]amino}-2-butanol, 
(2R 5 3 S)-3 -amino-4-phenyl- 1 - { [( 1 S)- 1 -pheny le thyl] amino } -2-butanol , 
(2R3S)-3-amino-l-{[3,5-bis(trifluoromethyl)benzyl]amino}-4-phenyl-2- 
butanol, 

(2R ? 3 S)-3 -amino-4-phenyl- 1 - { [2-(trifluoromethyl)benzyl] amino } -2-butanol, 
(2R,3 S)-3 -amino- 1 - { [( 1 S)- 1 -( 1 -naphthyl)ethyl]amino} -4-phenyl-2-butanol, 
(2R ? 3S)-3-amino-l-{[(lR)-l-(l-naphthyl)ethyl]amino}-4-phenyl-2-butanol 5 
4-({[(2R,3S)-3-amino-2-hydroxy-4-phenylbutyl]amino}methyl)-2- 
methoxyphenol, 

4-( { [(2R,3 S)-3-amino-2-hydroxy-4-phenylbutyl]amino} methyl)- 1 ,2- 
benzenediol, 

(2R,3 S)-3 -amino- 1 -[(3 -methoxypropyl)amino] -4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [( 1 R)-2-hydroxy- 1 -methylethyl]amino} -4-phenyl-2- 
butanol, 

(2R3S)-3-amino-l-{[(lS)-2-hydroxy-l-methylethyl]amino}-4-phenyl-2- 
butanol, 

(2R ? 3 S)-3 -amino-4-phenyl- 1 -(2-propynylamino)-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-(2-fluorophenyl)ethyl] amino} -4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-(3-fluorophenyl)ethyl]amino} -4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-(4-fluorophenyl)ethyl] amino } -4-phenyl-2-butanol, 
(2R,3 S)-3-amino-l - { [2-(4-bromophenyl)ethyl]amino} -4-phenyl-2-butanol 5 
(2R^3S)-3-ammo-l-{[2-(3-methoxyphenyl)ethyl]amino}-4-phenyl-2-butanol, 
(2R ? 3 S)-3 -amino- 1 - { [2-(2,4-dichlorophenyl)ethyl]amino } -4-phenyl-2-butanol, 
(2R,3 S)-3-amino- 1 - { [2-(3 -chlorophenyl)ethyl]amino} -4-phenyl-2-butanol, 
(2R,3 S)-3-amino- 1 - { [2-(2,5-dimethoxyphenyl)ethyl]amino} -4-phenyl-2- 
butanol, 

(2R,3 S)-3 -amino- 1 - { [2-(4-methylphenyl)ethyl]amino} -4-phenyl-2-butanol, 
(2R3S)-3-amino-l-{[(lR)-l-benzyl-2-hydroxyethyl]amino}-4-phenyl-2- 
butanol, 

(2R,3 S)-3 -amino- 1 - { [3-(4-morpholinyl)propyl]amino} -4-phenyl-2-butanol , 

(2R,3 S)-3 -amino- 1 -(isobutylamino)-4-phenyl-2-butanol ? 

(2R,3 S)-3-amino- 1 - { [2-(4-morpholinyl)ethyl] amino } -4-phenyl-2-butanol, 
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(2R,3S)-3-amino-4-phenyl- 1 -[(2-hydroxybutyl)amino]-2-butanol, 
(2R3S)-3-amino-4-phenyl-l-{[2-(2-thienyl)ethyl]amino}-2-butanol, 
4- { [(2R,3 S)~3-amino-2-hydroxy-4-phenylbutyl] amino } - 1 -butanol, 
(2R,3S)-3-amino- 1 - { [( 1 S)-2-hydroxy- 1 -phenylethyl]amino} -4-phenyl-2- 
butanol, 

(2R3S)-3-amino-l-[(2 ? 4-dichlorobenzyl)amino]-4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [( 1 R)-2-hydroxy- 1 -phenylethyl] amino } -4-phenyl-2- 
butanol, 

(2R,3S)-3 -amino- 1 -[(44ert-butylbenzyl)amino]-4-phenyl-2-butanol, 
(2R, 3 S)-3 -amino-4-phenyl- 1 - [( 1 -phenylethyl)amino] -2-butanol , 
(lR,2S)-l-{[(2R ? 3S)-3-amino-2-hydroxy-4-phenylbutyl]amino}-2 > 3-dihydro- 
lH-inden-2-ol, 

(2R,3S)-3-amino-l-[(3,4-dimethylbenzyl)amino]-4-phenyl-2-butanol ? 

methyl 7-{[(2R,3S)-3-amino-4-(3,5-difluorophenyl)-2- 
hydroxybutyl]amino}heptanoate, 

2- { [(2R 5 3 S)-3-amino-4-(3 ,5 -difluorophenyl)-2-hy droxybutyl]amino} -N- 
isobutylpropanamide, 

(2S)-2- { [(2R,3 S)-3-amino-4-(3 ,5 -difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutylpropanamide, 

2-{[(2R J 3S)-3-amino-4-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutyl-2-methylpropanamide, 

2-{[(2R,3S)-3-amino-4-(3 5 5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutylacetamide, 

(2S)-2-{[(2R3S)-3-amino-4-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-N- 

isobutylbutanamide, 

(2R)-2-{[(2R 5 3S)-3-amino-4-(3 ? 5-difluorophenyl)-2-hydroxybutyl]amino}-N- 

isobutylbutanamide, 

(2R ? 3 S)-3 -amino- 1 -(benzylamino)-4-(3 ,5-difluorophenyl)-2-butanol } 
(2R,3 S)-3 -amino-4-(3 ,5-difluorophenyl)- 1 -(ethylamino)-2-butanol, 
(2R,3S)-3-amino-4-(3 J 5-difluorophenyl)-l-(isobutylamino)-2-butanol s 
3 - { [(2R 5 3 S)-3 -amino-4-(3 ,5-difluorophenyl)-2-hydroxybutyl] amino} -N- 

isobutyl-2-methylpropanamide, 

(2R,3S)-3-amino-4-(3 ,5-difluorophenyl)- 1 - { [4- 

(dimethylamino)benzyl]amino} -2-butanol , 
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(2S)-2-{[(2R3S)-3-amino-4-(3>5^ 
isobutyl-3-phenylpropanamide, 

(2S)-2- { [(2R,3 S)-3 -amino-4-(3 ,5 -difluorophenyl)-2-hydroxybutyl]amino } -N- 
isobutyl-3-methylbutanamide, 

(2R,3S)-3-amino-4-(3 ,5-difluorophenyl)- 1 - { [2-(dimethylamino)ethyl] amino }- 
2-butanol, 

(2R,3 S)-3 -amino-4 -(3 ,5 -di fluorophenyl) - 1 - [(3 -pyridiny lmethy l)amino]-2- 
butanol, 

(2S)-2-{[(2R3S)-3-ammo-4-(3,5-difluorophenyl)-2-hydroxybutyl]amin^ 
(benzyloxy)-N-isobutylpropanamide, 

(2R,3 S)-3 -amino-4-(3 ? 5 -difluorophenyl)- 1 -[( 1 -methyl- 1 -phenylethyl)amino]- 
2-butanol, 

(2R)-2-{[(2R ? 3S)-3-amino-4-(3 ? 5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutyl-3 -methylbutanamide, 

(2S)-2-{[(2R,3S)-3-amino-4-(3 5 5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutylpentanamide, 

(2S)-2-{[(2R,3S)-3-amino-4-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-3- 
hydroxy-N-isobutylpropanamide, 

(2R,3 S)-3 -amino-4-(3 ,5-difluorophenyl)- 1 -[(2-phenylethyl)amino]-2-butanol, 

(2S)-2-{[(2R,3S)-3-amino-4-(3 ? 5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
benzylpropanamide, 

(2R,3 S)-3 -amino-4-(3 ,5 -difluorophenyl)- 1 - {[(1 S)-l -phenylpropyl]amino} -2- 
butanol, 

(2S)-2-{[(2R 5 3S)-3-amino-4-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
ethylpropanamide, 

(2R,3 S)-3 -amino-4-(3 ,5 -difluorophenyl)- 1 -[(3 -methoxybenzyl)amino] -2- 
butanol, 

(2S)-2-{[(2R,3S)-3-amino-4-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-N- 

isobutyl-2-phenylethanamide, 

(2R,3 S)-3 -amino-4-(3 ,5-difluorophenyl)- 1 -(isopentylamino)-2-butanol, 
(2R,3S)-3-amino-l-(cyclohexylamino)-4-(3,5-difluorophenyl)-2-butanol, 
(2R,3 S)-3 -amino- 1 -(butylamino)-4-(3 ,5-difluorophenyl)-2-butanol, 
(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-[(3-methoxypropyl)amino]-2- 

butanol, 
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(2R,3 S)-3 -amino-4-(3 ,5 -difluorophenyl)- 1 - [(2-hydroxy-2-pheny Iethyl)amino] - 
2-butanol, 

(2R,3S)-3-amino-4-(3 ? 5-difluorophenyl)-l-{[(3R,5S)-3 ? 5- 
dimethoxycyclohexyl]amino}-2-butanol, 

dimethyl (lR,3S)-5-{[(2R 9 3S)-3-amino-4-(3,5-difluorophenyl)-2- 
hydroxybutyl]amino } - 1 ,3 -cyclohexanedicarboxylate, 

(lR3S)-5-{[(2R,3S)-3-amino-4-(3 ? 5-difluorophenyl)-2-hydroxybutyl]am 
1,3-cyclohexanedicarboxylic acid, 

(2R,3 S)-3 -amino-4-(3 ,5 -difluorophenyl)- 1 - { [( 1 R)- 1 -phenylpropyl] amino} -2- 
butanol, 

(2R, 3 S)-3 -amino- 1 - [(3 -chlorobenzyl)amino] -4-(3 ,5 -difluorophenyl)-2- 
butanol, 

(2R,3 S)-3-amino-4-(3 ,5-difluorophenyl)- 1 -[(3 -methoxybenzyl)amino]-2- 
butanol, 

(2R 5 3S)-3-amino-l-[([l,r-biphenyl]-3-ylmethyl)amino]-4-(3 ? 5- 

difluorophenyl)-2-butanol, 

(2R,3 S)-3-amino-4-(3 ,5-difluorophenyl)- 1 -[(3-iodobenzyl)amino]-2-butanol, 
(2R,3 S)-3-amino-4-(3 ,5-difluorophenyl)- 1 -[(3-methylbenzyl)amino]-2- 

butanol, 

(2R,3 S)-3 -amino-4-(3 ,5-difluorophenyl)- 1 -[(2-phenylpropyl)amino] -2- 
butanol, 

(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-[(l,3-thiazol-5-ylmethyl)amino]-2- 
butanol, 

(2R ) 3S)-3-amino-4-(3,5-difluorophenyl)-l-[(2-thienylmethyl)amino]-2- 
butanol, 

(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-[(5-methoxy-l 5 2,3,4-tetrahydro-l- 
naphthalenyl)amino]-2-butanol, 

(2R3 S)-3 -amino-4-(3 ,5-difluorophenyl)- 1 -[(2-pyrazinylmethyl)amino]-2- 
butanol, 

(2R,3S)-3-amino-l-[(3,5-difluorobenzyl)amino]-4-(3,5-difluorophenyl)-2- 
butanol, 

(2R,3S)-3-amino-l-[(l,3-benzodioxol-5-ylmethyl)amino]-4-(3,5- 
difluorophenyl)-2-butanol, 
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(2R,3S)-3-amino^-(3,5-difluoroph 
butanol, 

(2R ) 3S)-3-amino-4-(3,5-difluorophenyl)-l-{[3- 
(trifluoromethyl)benzyl]amino}-2-butanol, 
5 (2R3S)-3-amino^-(3,5-difluorophenyl)4-[(2-furylmethyl)amin^ 

(2R,3S)-3 -amino-4-(3 ,5-difluorophenyl)- 1 -[(7-methoxy- 1 ,2,3 ,4-tetrahydro- 1 - 
naphthalenyl)amino]-2-butanol, 

(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-{[3- 
(trifluoromethoxy)benzyl]amino}-2-butanol , 
10 (2R,3S)-3-amino-4-(3 5 5-difluorophenyl)-14(3-fluorobenzyl)amino]-2-butanol^ 

(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-[(3-isopropoxybenzyl)amino]-2- 
butanol, 

(2R,3 S)-3 -amino- 1 - [(3 -bromobenzyl)amino] -4-(3 ,5 -difluorophenyl)-2- 
butanol, 

1 5 (2R,3S)-3-amino-4-(3,5-difluorophenyl)-l -[(5-methyl-2-furylmethyl)amino]- 

2-butanol, and 

(2R,3 S)-3-amino-4-(3 ,5-difluorophenyl)- 1 -[(5-methoxy- 1 ,2,3 ,4-tetrahydro- 1 - 
naphthalenyl)amino] -2-butanoL 



20 82. A protected ketone of formula (XI) 



O 

PROTECTING GROUP— HN a ,NH 



,/\ 

t-o R^ 



where R 2 is: 
(I)-H, 

25 (II) Ci-Q alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRuRi-b where R Na and Ri. b are -H or Ci-C 6 
alkyl, and -OOO NRi_ a Ri_ b where Ri_ a and Ri-bare as defined above, 
(III) -(CH 2 )o-4-R2-i where R 2 -i is R !Haryi or Ri- he ten>aryi ; 
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(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C t -C 3 alkoxy, and -NR^R^ where and R^are - 
H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR u R,. b where 

5 Rj. a and R Nb are -H or Ci-C 6 alkyl, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRj JR^, where Ri_ a and Ri. b are -H or C r C 6 
alkyl, or 

1 0 (VI) -(CH 2 )o-4- C 3 -C 7 cycloalkyl, optionally substituted with one, two 

or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , Ci-C 3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl; 
where R 3 is: 
(I)-H, 

15 (II) Ci-Ce alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi- a Ri- b where R u and Ri_ b are as defined 
above, 

(III) -(CH 2 )o-4-R2-i where R 2 -i is Ri_ ary i or Ri- h eteroaryi ; 
20 (TV) C 2 -C6 alkenyl with one or two double bonds, 

(V) C 2 -C6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 ) 0 -4- C 3 -C 7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 

25 and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NR N _ 2 -, where R N - 2 and R N _ 3 are the same or different and are selected 
from the group consisting of: 
30 (a) -H, 

(b) -Ci-C 6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 
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(ii) -NH 2 , 

(c) -C1-C6 alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



5 



(d) -C3-C7 cycloalkyl, 

(e) -(C,-C 2 alkyl)-(C3-C7 cycloalkyl), 

(f) -(CrQ alkyl)-0-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 



bonds, 



10 



(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 



one triple bond, 



(j) -Ri-aryi where R j_ ar yi is as defined above, and 
(k)-R, 

-heteroary] where Ri-heteroaryi is as defined 



above; 



15 



where Rc is: 



(I) -Ci-Cio alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C6 alkoxy, -O-phenyl, -NRi. a Ri-b where Ri_ a and R^are as 
defined above, -OC=0 NRi_ a Ri_ b where Ri_ a and R Uh are as defined above, -S(=O) 0 . 2 

20 Ri_ a where Ri_ a is as defined above, - NRi. a C=0 NRi. a Ri_ b where Ri_ a and Ri_ b are as 
defined above, -CO NR^Ri_ b where R u and R^are as defined above, and -S(=0) 2 
NRi-aRi-b where R}_ a and Ri_ b are as defined above, 

(II) -(CH 2 )o-3-(C3-Cg) cycloalkyl where cycloalkyl can be optionally 
substituted with one, two or three substituents selected from the group consisting of 

25 C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C^N, -CF 3 , Ci-C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(Ci-C 4 alkyl), and -NR^R^ where R jHa and Ri. b are as defined above, 

(III) -(CRc- x Rc- y )o-4-Rc-aiyi where Rc-x and Rc- y are 



-H, 



30 



C1-C4 alkyl optionally substituted with one or two -OH, 
C1-C4 alkoxy optionally substituted with one, two, or three of: 



-(CH 2 )<m-C 3 -C 7 cycloalkyl, 

C 2 -C6 alkenyl containing one or two double bonds, 

C 2 -Ce alkynyl contianing one or two triple bonds, 
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phenyl-, 

and where Rc- X and Rc- y are taken together with the carbon to which they are 
attached to form a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom selected from the 
group consisting of -O, -S-, -SQ2-, and -NR N _ 2 -; 

(IV) -(CRc-xRc-y)o^-Rc-heteroaryi where Rc- X and Rc- y are as defined 

above, 

(V) -(CRc- x Rc- y )o^-Rc-ary!-Rc-aryi where Rc- X and Rc-y are as defined 

above, 

(VI) -(CRc- x Rc- y )o-4-Rc-aryi-Rc-heteroaiyi where Rc- X and Rc-y are as 

defined above, 

(VII) -(CRc- x Rc-y)o-4-Rc-beteroaryi-Rc-aryi where Rc_ x and Rc- y are as 

defined above, 

(VIII) -(CRc- x Rc-y)o-4-Rc-heteroaryi-Rc-heteroaryi where Rc_ x and Rc- y are as 

defined above, 

(IX) -(CRc- x Rc-y)o4-Rc-aryi-Rc-heterocyci e where Rc- X and R<>y are as 

defined above, 

(X) -(CRc- x Rc-y)o^-Rc-heteroaiyi-Rc-heterocycie where Rc- X and Rc- y are as 

defined above, 

(XI) -(CRc-xRc- y )o-4-Rc-heterocycie-Rc-aryi where Rc-x and Rc- y are as 

defined above, 

(XII) -(CRc- x Rc- y )o^-Rc-heterocycie-Rc-heteroaiyi where Rc-x and Rc- y are as 

defined above, 

(XIII) -(CRc- x Rc-y)o-4-Rc-heterocycie-Rc-heterocycie where Rc- X and Rc- y are as 

defined above, 

(XIV) -(CRc- x Rc-y)o-4-Rc-heterocycie where Rc- X and Rc-y are as defined 

above, 

(XV) -[C(Rc-0(Rc-2)]i-3-CO-N-(Rc- 3 )2 where Rc_i and Rc- 2 are the 
same or different and are selected from the group consisting of: 

(A) -H, 

(B) -CrC 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and -NRi_ a Ri_b where Ri_ a and Ri_ b are as 
defined above, 
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(C) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRuRi-b where Ri_ a and Ri_b are as defined above, 
5 (D) C 2 -C 6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , d-C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_ b where Ri_ a and Ri_b are as defined above, 

(E) -(CH 2 ) 1 . 2 -S(0)o.2-(Ci-C 6 alkyl), 
1° (F) -(CH 2 )<m-C 3 -C 7 cycloalkyl, optionally substituted with one, 

two or three substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -ON, -CF 3 , Q-Q alkoxy, -O- phenyl, -NRijFti-b where R M and 
Ri-bare as defined above, 

(G) -(CrC 4 alkyl)-Rc>-aryi where Rc 

'-aryls 

15 (H) -(CrC 4 alkyl)-Rc.heteroaryl, 

(I) -(Ci-C 4 alkyl)-R c . heterocycle , 

(J)-Rc -heteroaryl? 
(K) -Rc-heterocycle? 

(M) -(CH^M-Rc^-CCH^o^-Rc-aryi where Rc-4 is -O-, -S- or 
20 -NRc-5- where Rc_ 5 is Ci-C 6 alkyl, 

(N) -(CH 2 )M-Rc^-(CH 2 )o-4-Rc-heteroaiyi where Rc-4 is as defined 

above, and 

(O) -Re-aryl, 

and where Rc-3 is the same or different and is: 
25 (A)-H, 

(B) -Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and -NRi_ a Ri-b where Ri_ a and Ri_ b are as 
defined above, 

30 (C) C2-C6 alkenyl with one or two double bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri_ b where Ri_ a and Ri_b are as defined above, 
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(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_ b where Ri_ a and Rj^are as defined above, 

(E) -(CH2)o-4-C3-C 7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and -NRi_ a Rj_b where R u 
and Ri. b are as defined above, 

(F) -Re-aiyH 

(G) "Rc-heteroaryl, 

(H) -Rc-heterocycle, 

(I) -(C r C 4 alkyl)-Rc.aryi, 

(J) -(C1-C4 alkyl)-Rc-heteroaryl s Or 
(K) -(C1-C4 alkyl)-Rc-heteracycle, 

(XVI) -CH(Rc-aryi)2 where Rc- at7 iare the same or different, 

(XVII) -CH(Rc.heteroaryi)2 where Rc-heteroaryi are the same or different, 

(XVIII) -CHfRc^OCRc-heteroaryi), 

(XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or 
Rc-heteroaryi or Rc-heterocycie where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl 
is optionally replaced with NH, NR N -5> O, or S(=O) 0 -2 •> and where cyclopentyl, 
cyclohexyl, or 

-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
-C^N, -CF 3 , Q-C6 alkoxy, =0, or -NRi-aRi-b where Ri. a and Rj^are as defined above, 

(XX) C2-C10 alkenyl containing one or two double bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , Q-C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_b where Ri_ a and Ri_b are as defined above, 

(XXI) C2-C10 alkynyl containing one or two triple bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C,-C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_a and Ri-b are as defined above, 

(XXI) -(CH 2 )o-i-CHRc^(CH 2 )o-i-Rc-aryi Rc-6 is -(CH 2 ) 0 -6-OH, 
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(XXII) -(CH 2 )o-,-CHRc-6-(CH2)o-rRc -heteroaryl and Rc-6 is as defined 

above, 

(XXIII) -CH(-Rc. ar yi or Rc-heteroa iy 0-CO-O(Ci-C 4 alkyl), 

(XXIV) -CH(-CH 2 -OH)-CH(-OH)-phenyl-N0 2 , 

(XXV) (Ci-C 6 alkyl)-0-(Ci-C 6 alkyl)-OH, 

(XXVII) -CH 2 -NH-CH 2 -CH(-0-CH2-CH 3 )2, 

(XXVIII) -H, or 

(XXIX) -(CH 2 ) 0 -6-C(=NR 1 . a )(NRi. a R 1 . b ) where R,. a andRi. b are as 
defined above; and 

where Ri is: 

-CH 2 -phenyl where -phenyl is substituted with two -F, 
-(CH 2 ) nl -R, 

-heteroaryl , Or 
-(CH2) n 1 "Rl -heterocycle, 

where PROTECTING GROUP is selected from the group consisting of t- 
butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1 , 1 -diphenyleth- 1 - 
yloxycarbonyl, 1,1-diphenylprop-l -yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(p-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl ? allyloxycarbonyl, l-(trimethylsilylmethyl)prop-l- 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cydopropylmethoxycarbonyl, 4-(decyloxyl)ben2yloxycarbonyl, 
isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH-CH 2 andphenyl-C(=N-)-H. 
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83. A protected ketone of formula (XI) according to claim 82 where R] is: 

-(CH2) n 1 ~(Rj -heteroaryl) • 

84. A protected ketone of formula (XI) according to claim 83 where ni is 1. 

5 

85. A protected ketone of formula (XI) according to claim 82 where Ri is: 

-(CHfeJn 1 "(Rl -heterocycle) • 

86. A protected ketone of formula (XI) according to claim 85 where ni is 1 . 

10 

87. A protected ketone of formula (XI) according to claim 82 where phenyl is 
substituted in the 3- and 5- positions giving 3,5-difluorophenyl. 

88. A protected ketone of formula (XI) according to claim 82 where R2 and R3 are 
15 both-H. 

89. A protected ketone of formula (XI) according to claim 82 where PROTECTING 
GROUP is ^-butoxycarbonyl. 

20 90. A protected ketone of formula (XI) according to claim 82 where PROTECTING 
GROUP is benzyloxycarbonyl. 

91 . A protected ketone of formula (XI) according to claim 82 where Rc is: 

-H, 

25 -CrC 8 alkyl, 

-(CH 2 ) 0 _3-(C3-C 7 ) cycloalkyl, 

-(CRc- x Rc-y)o-4-Rc-aryl, 
-(CRc- x Rc-y)o-4-Rc-h eteroaryl, 
-(CRc- x Rc-y)o-4-Rc4ieterocycle? Or 

30 -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryt Or Rc-heterocycle where Rc-aryl Or Rc-heteroaryl Or Rc-heterocycle are as defined above. 

92. A protected ketone of formula (XI) according to claim 91 where Rc is: 

-Ci-C 8 alkyl, 
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-(CH 2 )o-3-(C3-C 7 ) cycloalkyl, 

-(CRc- x Rc-y)o-4 _ Rc-arylj 
-(CRc- x Rc-y)(M-Rc-h eteroaryl, 
-(CRc-xRc-y)o-4~Rc-heterocycle 5 Or 

5 - cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle* 



93. A protected ketone of formula (XI) according to claim 92 where Rc is: 
-Ci-Cg alkyl, 

1 0 -(CRc- X Rc-y)o-4-Rc-aryb 

-(CRc- x Rc-y)04-Rc-heteroaryl, 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle- 



1.5 94. A protected ketone of formula (XI) according to claim 82 which is ter/-butyl 
(lS)-l-(3 ? 5-difluorobenzyl)-3-[(3-methoxybenzyl)amino]-2-oxopropylcarbamate. 

95. A protected azide of formula (XII) 

OH 

PROTECTING GROUP— HN n 3 

X c6 X c / (X,I) 

1 /\ 
R 1 R 2 R3 

20 

where Ri is: 

(I) C1-C6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, CrC 7 alkyl (optionally 
25 substituted with C1-C3 alkyl and C r C 3 alkoxy), -F, -CI, -Br, -I, -OH, 

-SH, -ON, -CF 3 , C1-C3 alkoxy, -NRi^Ri^, where Ri_ a and Ri- b are -H or Ci-C 6 alkyl, 
and -OC=0 NRi. a Ri-b where Ri. a and Ri. b are -H or Ci-C 6 alkyl, and -OC=0 NRi. a Ri-b 
where Ri_a and Ri^are as defined above, 

(E) -CH 2 -S(0)o.2-(C,-C6 alkyl), 
30 (ni) -CH 2 -CH 2 -S(0)o.2-(CrC6 alkyl), 
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103. A protected azide of formula (XII) according to claim 95 where PROTECTING 
GROUP is benzyloxycarbonyl. 

104. A protected azide of formula (XII) according to claim 95 which is: 
tert-Butyl-( 1 S, 2R)-3 -azido- 1 -(3 ? 5-difluorobenzyl)-2-hydroxypropylcarbamate ? or 
benzyl-(l S, 2R)-3-azido-l-(3,5-difluorobenzyl)-2-hydroxypropylcarbamate 



105. A protected amine of formula (XIII) 

OH 

PROTECTING GROUP— HN V X CH ^nh 2 



\ / \ / 2 (XIII) 

I /\ 

R^ R 2 R3 



where R2 is: 

(I) -H ? 

(II) C1-C6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F 5 -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where R^a and Ri_ b are -H or Ci-C 6 
alkyl, and -OOO NRi- a Ri-b where Ri- a and Ri_ b are as defined above, 

(III) -(CH2)(M~R2-1 Where R2-I is Rl-aryl Or Rl-heteroaryl ; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R Ua and Ri_ b are - 
H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -G=N, -CF 3 , C1-C3 alkoxy, and -NRuRi-b where 
Ri. a and Ri. b are -H or CrC 6 alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri_ b where Ri_ a and Ri_ b are -H or Ci-C 6 
alkyl, or 

(VT) -(CH 2 )(m- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where Ri- a and Ri_ b are -H or Ci-C 6 alkyl; 
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where R3 is: 

(I) -H, 

(II) C1-C6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri_ b where Ri. a and R]. b are as defined 
above, 

(HI) -(CH 2 )(w-R2-i where R 2 _i is Ri-aryi or Ri -heteroaryl •> 

(IV) C 2 -C 6 alkenyl with one or two double bonds, 

(V) C2-C6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where R u and Ri- b are -H or Ci-C 6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn-2-, where R N -2 and R N -3 are the same or different and are selected 
from the group consisting of: 

(a) -H, 

(b) -Ci-C 6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-Ce alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C3-C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

bonds, 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

one triple bond, 

(j) -Ri-aryi where Ri-aryi is as defined above, and 
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(k) "Rl-heteroaryl Where Rl-heteroaryl IS as defined 

above; 

where PROTECTING GROUP is selected from the group consisting of 
/-butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 

5 dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 

phenylbenzyloxycarbonyl, 2-methylben2yloxycarbonyl J 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl ? 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 

10 cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1,1-diphenyleth-l- 

yloxycarbonyl, U-diphenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(p-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 

1 5 toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl ? fluorenylmethoxycarbonyl, 2- 
(trimetiiylsilyl)ethoxycarbonyl, allyloxycarbonyl, l-(trimethylsilylmethyl)prop-l- 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 
2 ? 2 ? 2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 

20 cyclopropylmethoxycarbonyl, 4-(decyloxyl)benzyloxycarbonyl 5 

isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 andphenyl-C(=N-)-H; and 
where Ri is: 

-CH 2 -phenyl where -phenyl is substituted with two -F, 

25 -(CH2)nl-Rl-hetenoaiyl, 
-(CH2)nl-Rl-heterocycle- 

106. A protected amine of formula (XIII) according to claim 105 where Ri is: 

-(CH2)nl-(Rl-heteroaryl)- 

30 

107. A protected amine of formula (XIII) according to claim 106 where ni is 1. 

108. A protected amine of formula (XIII) according to claim 105 where Ri is: 

-(CH2) n 1 "(Rl -heterocycle) • 
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109. A protected amine of formula (XIII) according to claim 108 where n, is 1. 

1 10. A protected amine of formula (Xffl) according to claim 105 where phenyl is 
5 substituted in the 3- and 5- positions giving 3,5-difluorophenyl. 

1 1 1 . A protected amine of formula (XIII) according to claim 105 where R 2 and R 3 are 
both -H. 

10 1 12. A protected amine of formula (XIII) according to claim 105 where 
PROTECTING GROUP is f-butoxycarbonyl. 

1 13. A protected amine of formula (XIII) according to claim 105 where 
PROTECTING GROUP is benzyloxycarbonyl. 

15 

1 14. A protected amine of formula (XIII) according to claim 105 which is tert-butyl 
(lS,2R)-3-amino-l-(3,5-difluorobenzyl)-2-hydroxypropylcarbamate. 

1 1 5 . An unprotected azide of formula (XIV) 

20 

OH 

NH 2 CH N 3 

N<r n/ <XIV 
i /\ 

R-j R2 R3 



where Ri is: 

25 (I) Ci-C 6 alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
substituted with C1-C3 alkyl and C r C 3 alkoxy), -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, -NRi- a Ri-b where R u and Ri_ b are -H or Ci-C 6 alkyl, 
and -OOO NRi-aRi-b Ru and R^ are -H or C r C 6 alkyl, and -OCO NRi- a Ri-b where 

30 Ri-a and Ri. b are as defined above, 

(II) -CH 2 -S(O) 0 -2-(Ci-C 6 alkyl), 
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(III) -CH 2 -CH2-S(0)o-2-(CrC 6 alkyl), 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRiJRi-b where Rt_ a and Ri_ b are - 
H or C r C 6 alkyl, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where and Ri_ b are -H or Ci-C 6 
alkyl, 

(VI) -(CH2) n r(Ri-aiyO where n* is zero or one and where Ri_ ary i is 
phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: 

(A) Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, and -NRi_ a Ri- b where R t . a and Ri. b are as defined above, -ON, -CF 3 , C r C 3 
alkoxy, 

(B) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi. a Ri. b where Ri_ a and Ri. b are - 
HorC r C 6 alkyl, 

(C) C 2 -C 6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where R u and Ri_ b are - 
HorCi-C 6 alkyl, 

(D) -F, CI, -Br or -I, 

(F) -Ci-C 6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NR N -2Rn-3 where R N -2 and R N -3 are the same or different 
and are selected from the group consisting of: 

(a) -H, 

(b) -Q-C6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 
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(i) -OH, and 

(ii) -NH 2 , 

(c) -CrC 6 alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

bonds, 

(h) -C 2 -C 6 alkynyl with one or two triple bonds, 

(i) -Ci-C 6 alkyl chain with one double bond and 

one triple bond, 

(j) -Ri-aryi where Ri- ar yi is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 

above, 

(H) -OH, 

(I) -ON, 

(J) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C-N, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R u and R^ are -H or C r C 6 alkyl, 

(K) -CO-(Ci-C 4 alkyl), 

(L) -S0 2 -NRi- a Ri-b where Ri- a and are as defined above, 
(M) -CO-NRi-aRi-b where Ri_ a and Ri- b are as defined above, or 
(N) -S0 2 -(Ci-C 4 alkyl), 
(VII) -(CH 2 ) n i-(Ri-heten>aiyi) where m is as defined above and where 
Ri-heteroaryi is selected from the group consisting of: 

pyridinyl, 

pyrimidinyl, 

quinolinyl, 

benzothienyl, 

indolyl, 

indolinyl, 

pryidazinyl, 

pyrazinyl, 
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isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 

5 phthalazinyl, 

imidazolyl, 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 

10 thiazolyl, 

indolizinyl, 
indazolyl, 
benzothiazolyl, 
benzimidazolyl, 

15 benzofuranyl, 

faranyl, 
thienyl, 
pyrrolyl, 
oxadiazolyl, 

20 thiadiazolyl, 

triazolyl, 
tetrazolyl, 
oxazolopyridinyl, 
imidazopyridinyl, 

25 isothiazolyl, 

naphfhyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 

3 0 isochromanyl, 



chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 
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isobenzotetrahydrothienyl, 

isobenzothienyl, 
benzoxazolyl, 
pyridopyridinyl, 
benzotetrahydrofiiranyl, 

benzotetrahydrothienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonylj and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 
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benzoxazolinonyl 
pyrrolyl N-oxide, 
pyrimidinyl N-oxide, 
pyridazinyl N-oxide, 
pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide, 
phthalazinyl N-oxide, 
imidazolyl N-oxide, 
isoxazolyl N-oxide, 
oxazolyl N-oxide, 
thiazolyl N-oxide, 
indolizinyl N-oxide, 
indazolyl N-oxide, 
benzothiazolyl N-oxide, 
benzimidazolyl N-oxide, 
pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, and 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi group is bonded to -(CH 2 ) n r by any ring 
atom of the parent Ri- h eten>aryi group substituted by hydrogen such that the new bond 
the Ri-heteroaryt group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) C1-C6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
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-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri_b where Ri_ a and R^are as defined 
above, 

(2) C2-Q alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

5 -F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NR]. a Ri-b where Rj_ a and Ri. b are 
-H or C1-C6 alkyl, 

(3) C2-C6alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -0=N, -CF 3 , C1-C3 alkoxy, and -NRt. a Ri-b where R Ua and Rj. b are 

10 -H or C r C 6 alkyl, 

(4) -F, CI, -Br or -I, 

(6) -CpCe alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NRn-2Rn-3 where Rn-2 and Rn-3 are as defined above, 
15 (8) -OH, 

(9) -C-N, 

(10) C 3 -C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , Ci-C 3 alkoxy, -NRt_ a Ri-b where Ri_ a and R^are -H or Ci-C 6 alkyl, 

20 (ll)-CO-(Ci-C 4 alkyl), 

(12) -S02-NRi_ a Ri-b where Ri_ a and are as defined above, 

(13) -CO-NRi_ a Ri_b where Ri. a and Ri- b are as defined above, or 

(14) ~S02-(Ci-C4 alkyl), with the proviso that when ni is zero 
Ri-heteroaiy] is not bonded to the carbon chain by nitrogen, or 

25 (VIII) -(CH2) n r(Ri-heterocycJe) where ni is as defined above and 

Ri-heterocyde is selected from the group consisting of; 

morpholinyl, 

thiomorpholinyl, 

thiomorpholinyl S-oxide, 
30 thiomorpholinyl S,S-dioxide, 

piperazinyl, 

homopiperazinyl, 

pyrrolidinyl, 
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pyrrolinyl, 

tetrahydropyranyl, 

piperidinyl, 

tetrahydrofuranyl, 

tetrahydrothienyl, 

homopiperidinyl, 

homomorpholinyl, 

homothiomorpholinyl, 

homothiomorpholinyl S,S-dioxide, 

oxazolidinonyl, 

dihydropyrazolyl, 

dihydropyrrolyl, 

dihydropyrazinyl, 

dihydropyridinyl, 

dihydropyrimidinyl, 

dihydroforyl, 

dihydropyranyl, 

tetrahydrothienyl S-oxide, 

tetrahydrothienyl S,S-dioxide, and 

homothiomorpholinyl S-oxide 

where the Ri-heterocycie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the 
new bond to the Ri-heterocycie group replaces the hydrogen atom 
and its bond, where heterocycle is optionally substituted with 
one, two, three, or four: 

(1) Ci-Ce alkyl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri- a and Ri_ b are as 
defined above, 

(2) C2-C6 alkenyl with one or two double bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where 
Ri. a and Ri-bare -H or Ci-C 6 alkyl, 
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(3) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where 
Rj_ a and R^b are -H or Cj-Ce alkyl, 
5 (4) -F, CI, -Br or -I, 

(5) Ci-C 6 alkoxy, 

(6) -C1-C6 alkoxy optionally substituted with one, two, 

or three of -F, 

(7) -NRn-2Rn-3 where Rn.2 and Rn-3 are as defined 

10 below, 

(8) -OH, 

(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 

1 5 -ON, -CF3, C1-C3 alkoxy, and -NRi- a Ri_b where Ru and are -H or Ci-C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S02-NRi- a Ri-b where Ri_ a and Ri_b are as defined 

above, 

(13) -CO-NRi-aRi-b where Rj_ a and Rj^are as defined 

20 above, 

(14) -S0 2 -(C,-C 4 alkyl), or 

(15) =0, with the proviso that when ni is zero 
Ri-heterocycie is not bonded to the carbon chain by nitrogen; 

where R 2 is: 
25 (I)-H, 

(II) C1-C6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, C1-C3 alkoxy, and -NRi- a Ri4> where Rj. a and Ri-bare as defined 
above, 

30 (III) -(CH 2 )o-4-R2-i where R 2 .i is Ri^i or Ri-heteroaryi ; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi- a Rt-b where R u and R]. b are - 
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H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , d-C 3 alkoxy, and -NRuRi-b where 
Ri„ a and Rj- b are -H or C r C 6 alkyl, 

(V) C2-C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of-F, -CI, -OH, 

5 -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where Rt- a and Ri_ b are -H or Ci-C 6 
alkyl, or 

(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of-F, -CI, -OH, -SH, -ON, 
-CF 3 , C r C 3 alkoxy, and -NRi- a Ri- b where R u and Ri_ b are -H or C r C 6 alkyl; 

10 where R 3 is: 

(I) -H, 

(II) Ci-C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri- b are as defined 

15 above, 

(III) -(CH 2 )o-4-R2-l Where R 2 -l is Ri-aryl Or Rl-heteroaiyl ; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )(m- C 3 -C 7 cycloalkyl, optionally substituted with one, two 
20 or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 

-CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri-b where Ri_a and Ri_ b are -H or C r C 6 alkyl, 
and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 

25 -S-, -S0 2 -, and -NR N . 2 -, where R N . 2 is as defined above; 

where PROTECTING GROUP is selected from the group consisting of t- 
butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 

30 4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1,1-diphenyleth-l- 
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yloxycarbonyl, 1,1-diphenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(/?-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
5 toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl 5 allyloxycarbonyl, 1 -(trimethylsilylmethyl)prop- 1 - 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl s 4-acetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
1 0 cyclopropylmethoxycarbonyl, 4-(decyloxyl)benzyloxycarbonyl, 

isobornyloxycarbonyl and l-piperidyloxycarbonyl ? 9-fluorenylmethyl carbonate, - 
CH-CH-CH 2 andphenyl-C(=N-)-H. 

1 16. An unprotected azide of formula (XIV) according to claim 1 15 where R\ is: 
15 -CHHR^O, or 

-CH2-(Ri-heteroaryO- 

1 17. An unprotected azide of formula (XIV) according to claim 116 where Ri-aiyi is 
phenyl. 

20 

1 18. An unprotected azide of formula (XIV) according to claim 117 where phenyl is 
substituted with one, two or three -F, -CI, -Br or -I. 

1 1 9. An unprotected azide of formula (XIV) according to claim 118 where phenyl is 
25 substituted with one or two -F. 

120. An unprotected azide of formula (XIV) according to claim 119 where phenyl is 
substituted with two -F in the 3- and 5- positions giving 3,5-difluorophenyl. 

30 121. An unprotected azide of formula (XIV) according to claim 1115 where R2 and R3 
are both -H. 

122. An unprotected azide of formula (XIV) according to claim 115 which is 
(2R ? 3S)-3-amino-l -azido-4-(3,5-difluorophenyl)-2-butanol. 
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123. An azide of formula (XV) 



OH 



R N NH 




(XV) 



/\ 



5 



where Ri is: 



(I) C1-C6 alkyl, optionally substituted with one, two or three 



substituents selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
substituted with C1-C3 alkyl and C1-C3 alkoxy), -F, -CI, -Br, -I, -OH, 
10 -SH, -CsN, -CF 3 , C1-C3 alkoxy, -NRi_ a Ri- b where Rj_ a and Ri_ b are -H or C r C 6 alkyl, 
and -OC=0 NRi_ a Ri-b where Ri_ a and Ri_ b are -H or C r C 6 alkyl, and -0O=O NRi_ a Ri_ b 
where Ri_ a and Ri_ b are as defined above, 



substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where R u and Ri_ b are - 
HorC r C 6 alkyl, 



20 with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, and -NRiJRi-b where and Rj. b are -H or d-C 6 
alkyl, 



phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
25 optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: 



substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, and -NRi_ a Ri_b where Ri_ a and Rj- b are as defined above, -C=N, -CF3, C1-C3 



15 



(II) -CH 2 -S(O) 0 -2-(C 1 -C 6 alkyl), 

(III) -CH 2 -CH 2 -S(0)o-2-(Ci-C 6 alkyl), 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 



(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 



(VI) -(CH2)ni-(Ri-aryi) where ni is zero or one and where Ri- ary i is 



(A) Ci-C 6 alkyl optionally substituted with one, two or three 



30 alkoxy, 
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(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi- a Ri- b where R u and Ri_ b are - 
HorC r C 6 alkyl, 

5 (V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 

with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR^R^ where R Ua and Ri_ b are -H or Ci-C 6 
alkyl, 

(VI) -(CH2) n r(Ri-aryi) where nj is zero or one and where R* 

-aryl IS 

10 phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring; 

(A) Ci-Cs alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

15 -SH, and -NRi_ a Ri_ b where and Ri- b are as defined above, -ON, -CF3, Q-C 3 
alkoxy, 

(B) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri- b where Ri. a and Ri. b are - 

20 H or C r C 6 alkyl, 

(C) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R u and Ri. b are - 
H or C r C 6 alkyl, 

25 (D)-F,Cl,-Bror-I, 

(F) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NRn-2Rn-3 where Rn-2 and Rn- 3 are as defined below, 

(H) -OH, 

30 (I) -ON, 

(J) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NR^Ri-b where Ri_a and Ri_ b are -H or Q-Ce alkyl, 
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(K)-CO-(C r C 4 alkyl), 

(L) -S0 2 -NRi- a Ri-b where R t . a and Ri_ b are as defined above, 
(M) -CO-NRi-aRi-b where Ri_ a and Ri- b are as defined above, or 
(N) -S0 2 -(Ci-C 4 alkyl), 
(VII) -(CH 2 )nr(Ri-heteroaryi) where m is as defined above and where 
Ri-heteroaiyi is selected from the group consisting of: 
pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 
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triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 

isobenzotetrahydrothienyl, 

isobenzothienyl, 

benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofuranyl, 

benzotetrahydrothienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

504 



benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide, 
phthalazinyl N-oxide, 
imidazolyl N-oxide, 
isoxazolyl N-oxide, 
oxazolyl N-oxide, 
thiazolyl N-oxide, 
indolizinyl N-oxide, 
indazolyl N-oxide, 
benzothiazolyl N-oxide, 
benzimidazolyl N-oxide, 
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5 



pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ruheteroaryt group is bonded to -(CH 2 )tii- by any ring 



atom of the parent Ri-heteroatyi group substituted by hydrogen such that the new bond to 
1 0 the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 

optionally substituted with one, two, three, or four: 

(1) Ci-Ce alkyl optionally substituted with one, two or three 

substituents selected from the group consisting of Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri_ b are as defined 
15 above, 



substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri-b where R 3 _ a and Ri. b are 
-HorCi-C 6 alkyl, 



substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and ~NRi. a Ri-b where R u and Ri_ b are 
-H or Ci-C 6 alkyl, 



(2) C2-C6 alkenyl with one or two double bonds, optionally 



20 



(3) C2-C6 alkynyl with one or two triple bonds, optionally 



25 



(4)-F, CI, -Br or -I, 

(6) -Ci-C<j alkoxy optionally substituted with one, two, or three 



30 



of: -F, 

(7) -NRn-2Rn-3 where R N -2 and R N _ 3 where R N - 2 and R N - 3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-C 6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 
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to three -F, -CI, -Br, or -I, 



bonds, 



10 one triple bond, 



above, 



(c) -Ci-Ce alkyl optionally substituted with one 

(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C2alkyl)-(C3-C 7 cycloalkyl), 

(f) -(C r C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 

(j) -Ri-aiyj where Ri-aryi is as defined above, and 
(k) -Ri-heteroaiyi where Rj-heteroaryi is as defined 



(8) -OH, 

15 (9)-feN, 

(10) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, -NRi. a Ri-b where Ri_ a and Ri.bare -H or Cj-C6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

20 (12) -SO2-NR1 _ a Ri-b where Ri_ a and Rj -b are as defined above, 

(13) -CO-NRi_ a Ri-b where Ri_ a and R^are as defined above, or 

(14) -S02-(Ci-C4 alkyl), with the proviso that when ni is zero 
Ri-heteroaryi is not bonded to the carbon chain by nitrogen, or 

(VHI) -(CH2)ni-(Ri-hetetocycie) where ni is as defined above and 
25 Ri-heterocycie is selected from the group consisting of: 

morpholinyl, 

thiomorpholinyl, 

thiomorpholinyl S-oxide, 

thiomorpholinyl S,S-dioxide, 
30 piperazinyl, 

homopiperazinyl, 

pyrrolidinyl, 

pyrrolinyl, 

tetrahydropyranyl, 
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piperidinyl, 

tetrahydrofuranyl, 

tetrahydrothienyl, 

homopiperidinyl, 
5 homomorpholinyl, 

homothiomorpholinyl, 

homothiomorpholinyl S,S-dioxide, and 

oxazolidinonyl, 

dihydropyrazolyl 
1 0 dihydropyrrolyl 

dihydropyrazinyl 

dihydropyridinyl 

dihydropyrimidinyl 

dihydroftiryl 
15 dihydropyranyl 

tetrahydrothienyl S-oxide 

tetrahydrothienyl S,S-dioxide 

homothiomorpholinyl S-oxide 

where the Ri-heterocycie group is bonded by any atom of the 
20 parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-heterocycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 

(1) CrCe alkyl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 

25 -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where R^ and Ri. b are as 
defined above, 

(2) C2-C6 alkenyl with one or two double bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C-N, -CF 3 , C r C 3 alkoxy, and -NR u Ri- b where 

30 Ri- a and Ri_ b are -H or C r C 6 alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C-N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where 
Ri-a and Ri_ b are -H or C\-C^ alkyl, 
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(4) -F, CI, -Br or -I, 

(5) C,-C 6 alkoxy, 

(6) -C1-C6 alkoxy optionally substituted with one, two, 

(7) -NR.N-2RN-3 where Rn-2 and Rn-3 are as defined 

(8) -OH, 

(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
10 two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 

-C=N, -CF 3 , C1-C3 alkoxy, and ~NRi- a Ri-b where Rj. a and Rj-b^re -H or C]-C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S02-NRi_ a Ri-b where Ri- a and Ri-bare as defined 

above, 

15 (13) -CO-NRi _ a Ri -b where Ri . a and Ri _b are as defined 

above, 

(14) -S0 2 -(Ci-C 4 alkyl), or 

(15) =0, with the proviso that when ni is zero 
Ri-heterocyde is not bonded to the carbon chain by nitrogen; 

20 where R 2 is: 

(I)-H, 

* (II) C r C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri,b are as defined 
25 above, 

(III) -(CH 2 )o-4-Rm where R 2 -i is R^i or Ri-heteroaiyi where R^i and 
Ri-heteroaryi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

30 -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where R u and Ri_ b are - 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi. a Ri-b where 
Rj. a and Ri_b are -H or Ci-C$ alkyl, 



or three of -F, 



above, 
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(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi. a Ri-b where Ri. a and Rj- b are -H or C r C 6 
alkyl, or 

(VI) -(CH 2 )<m- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C-N, 
-CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where Ri. a and R^are -H or Ci-C 6 alkyl; 

where R3 is: 

(I) -H ? 

(II) Ci-C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi JRi-b where Ri_ a and Ri- b are as defined 
above, 

(HI) -(CH 2 )(m~R2-i where R 2 -i is Ri- ary i or Ri-heteroaiyi where Ri_ aTy i and 
Ri-heteroaryi are as defined above; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )o4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri. a and Ri- b are -H or C r C 6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -O-, 
-S-, -S0 2 - 5 and -NR N - 2 -, where R N - 2 is as defined above, 

where PROTECTING GROUP is selected from the group consisting of t- 
butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl s 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1,1-diphenyleth-l- 
yloxycarbonyl, l,l-diphenylprop-l-yloxycarbonyl s 2-phenylprop-2-yloxycarbonyl, 2- 
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(p-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
5 (triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 

(trimethylsilyl)ethoxycarbonyl, allyloxycarbonyl, 1 -(trimethylsilylmethyl)prop-l - 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxycarbonyl, 4-(decyloxyl)benzyloxycarbonyl ) 
10 isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 andphenyl-C(=N-)-H. 

96. A protected azide of formula (XII) according to claim 95 where Rj is: 

-CH 2 -(Ri-aTyi), or 

1 5 -CH2-(Rl-heteroaryl)* 

97. A protected azide of formula (XII) according to claim 96 where Ri. a ryi is phenyl. 

98. A protected azide of formula (XII) according to claim 97 where phenyl is 
20 substituted with one, two or three -F, -CI, -Br or -I. 

99. A protected azide of formula (XII) according to claim 98 where phenyl is 
substituted with one or two -F. 

25 100. A protected azide of formula (XII) according to claim 99 where phenyl is 
substituted with two -F in the 3- and 5- positions giving 3,5-difluorophenyl. 

101. A protected azide of formula (XII) according to claim 95 where R2 and R3 are 
both -H. 

30 

102. A protected azide of formula (XII) according to claim 95 where PROTECTING 
GROUP is /-butoxycarbonyl. 
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(B) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NR^Ri-b where and R^are - 
HorC r C 6 alkyl, 

5 (C) C 2 -C 6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where R u and Ri_ b are - 
HorC r C 6 alkyl, 

(D) -F, CI, -Br or -I, 

[0 (F) -Ci-C 6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NR N -2Rn-3 where R N -2 and R N -3 are as defined below, 

(H) -OH, 

(I) -ON, 

1 5 (J) C3-C7 cycloalkyl, optionally substituted with one, two or 

three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where Ri_ a and Ri_ b are -H or C r C 6 alkyl, 
(K)-CO-(C,-C 4 alkyl), 

(L) -S0 2 -NRi- a Ri-b where Ri_ a and R t . b are as defined above, 
20 (M) -CO-NRi_ a Ri- b where Ri_ a and Ri_ b are as defined above, or 

(N) -S0 2 -(Ci-C 4 alkyl), 
(VII) -(CH 2 ) nl -(Ri. be teroaryi) where m is as defined above and where 
Ri-heteroaryiis selected from the group consisting of: 
pyridinyl, 

25 pyrimidinyl, 

quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 

30 pryidazinyl, 

pyrazinyl, 
isoindolyl, 
isoquinolyl, 
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quinazolinyl, 

quinoxalinyl, 

phthalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl ? 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 
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benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofliranyl, 

benzotetrahydrothienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 
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pyrimidinyl N-oxide, 
pyridazinyl N-oxide, 
pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide ? 
phthalazinyl N-oxide, 
imidazolyl N-oxide, 
isoxazolyl N-oxide, 
oxazolyl N-oxide, 
thiazolyl N-oxide, 
indolizinyl N-oxide, 
indazolyl N-oxide, 
benzothiazolyl N-oxide, 
benzimidazolyl N-oxide, 
pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi group is bonded to -(CH 2 ) n r by any ring 
atom of the parent Ri-hetetmiyi group substituted by hydrogen such that the new bond to 
the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri- a and Ri^are as defined 
above, 
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(2) C 2 -C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi. a Ri_b where R u and R^are 
-H orCi-C 6 alkyl, 

5 (3) C 2 -C 6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri- b where Ri- a and Ri_ b are 
-H orC r C 6 alkyl, 

(4) -F, CI, -Br or -I, 

1 0 (6) -CpCe alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NR n . 2 Rn-3 where R N -2 and R N -3 are as defined below, 

(8) -OH, 

(9) -ON, 

15 (10) C 3 -C 7 cycloalkyl, optionally substituted with one, two or 

three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , Ci-C 3 alkoxy, -NRi_ a Ri- b where Ri_ a and Ri. b are -H or C r C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S0 2 -NRi- a Ri-b where R u and Ri_ b are as defined above, 
20 (13) -CO-NRi. a Ri- b where Ri_ a and Ri. b are as defined above, or 

(14) -S0 2 -(Ci-C 4 alkyl), with the proviso that when ni is zero 
Ri-heteroaryi is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH 2 )ni-(Ri-heteK>cycie) where m is as defined above and 
Ri-heterocycie is selected from the group consisting of: 
25 morpholinyl, 

thiomorpholinyl, 
thiomorpholinyl S-oxide 5 
thiomorpholinyl S,S-dioxide, 
piperazinyl, 
30 homopiperazinyl, 

pyrrolidinyl, 
pyrrolinyl, 
tetrahydropyranyl, 
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piperidinyl, 

tetrahydrofuranyl, 

tetrahydrothienyl, 

homopiperidinyl, 
5 homomorpholinyl, 

homothiomorpholinyl, 

homothiomorpholinyl S,S-dioxide, and 

oxazolidinonyl, 

dihydropyrazolyl 
10 dihydropyrrolyl 

dihydropyrazinyl 

dihydropyridinyl 

dihydropyrimidinyl 

dihydrofuryl 
15 dihydropyranyl 

tetrahydrothienyl S-oxide 

tetrahydrothienyl S,S-dioxide 

homothiomorpholinyl S-oxide 

where the Ri-heterocycie group is bonded by any atom of the 
20 parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-heterocycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 

(1) Cj-Ce alkyl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 

25 -OH, -SH, -C=N, -CF 3? C1-C3 alkoxy, and -NRi_ a Ri_ b where R Ua and R ub are as 
defined above, 

(2) C2-C6 alkenyl with one or two double bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR^R^ where 

30 Ri-a and Ri_b are -H or Ci-Ce alkyl, 

(3) C2-C6alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , Q-C3 alkoxy, and -NRi. a Ri. b where 
Ri-a and Ri_ b are -H or Ci-Ce alkyl, 
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(4) -F, CI, -Br or -I, 

(5) C r C 6 alkoxy, 

(6) -Ci-C 6 alkoxy optionally substituted with one, two, 

or three of -F, 

5 (7) -NR N -2Rn-3 where R N -2 and R N -3 are as defined 

below, 

(8) -OH, 

(9) -C=N, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
10 two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 

-C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R Ka and Ri_ b are -H or C r C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S0 2 -NRi. a Ri-b where Ri_a and Ri_ b are as defined 

above, 

15 (13) -CO-NRi-aRi-b where Ri_ a and Ri- b are as defined 

above, 

(14) -S0 2 -(Ci-C 4 alkyl), or 

(1 5) =0, with the proviso that when ni is zero 
Ri-heterocycie is not bonded to the carbon chain by nitrogen; 

20 where R2 is: 

(I) -H, 

(II) Ci-C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, ON, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where R u and Ri_ b are as defined 

25 above, 

(III) -(CH 2 )o-4-R2-i where R 2 -i is Ri-aryi or Ri-heteroaiyi where Ri-aryi and 
Ri-heteroaryi are as defined above; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

30 -F, -CI, -OH, -SH, -C=N, -CF 3 , d-C 3 alkoxy, and -NRi- a Ri-b where Ri_ a and R,. b are - 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NR u Ri* where 
Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 
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(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of-F, -CI, -OH, 
-SH, -C=N> -CF 3 , C1-C3 alkoxy, and -NR u Ri- b where Ri_ a and R]. b are -H or C r C 6 
alkyl, or 

(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of-F, -CI, -OH, -SH, -C=N, 
-CF 3 , C r C 3 alkoxy, and -NR^Ri-b where Ri_ a and R uh are -H or C r C 6 alkyl; 

where R3 is: 

(I) -H, 

(II) C r C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C^N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri- b where Ri- a and Ri_ b are as defined 
above, 

(III) -(CH 2 )(M-R2-i where R 2 -i is Ri- 3r yi or Ri-heteroaiyi where Ri. aty i and 
Ri-heteroaryi are as defined above; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of-F, -CI, -OH, -SH, -C=N, 
-CF 3) C1-C3 alkoxy, and -NRi- a Ri- b where Ri_ a and Ri. b are -H or C r C 6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NR N - 2 -, where R N -2 is as defined below; 
where Rn is: 

(I) Rn-i-Xn- where X N is selected from the group consisting of: 

(A) -CO-, 

(B) -S0 2 -, 

(C) -(CR'R")i-6 where R' and R" are the same or different and 

are -H or C1-C4 alkyl, 

(D) -CO-(CR'R")i-6-Xn-i where X N -i is selected from the group 
consisting of -0-, -S- and -NR'- and where R' and R" are as defined above, and 

(E) a single bond; 
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where R N -i is selected from the group consisting of: 
(A) R N -aryi where R N -aryi is phenyl, 1-naphthyl, 2-naphthyl, 
tetralinyl, indanyl, dihydronaphthyl or 6 s 7,8,9-tetrahydro-5H-benzo[a]cycloheptenyl, 
optionally substituted with one, two or three of the following substituents which can 
be the same or different and are: 

(1) Ci-Ce alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R^ and Ri_ b are as 
defined above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 

(6) -ON, 

(7) -(CH 2 )o^-CO-NR N -2Rn-3 where R N - 2 and R N . 3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-Ce alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-Ce alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)-0-(C r C 3 alkyl), 

(g) -C 2 -C 6 alkenyl with one or two double 

bonds, 

(h) -C 2 -C 6 alkynyl with one or two triple bonds, 

(i) -CrCe alkyl chain with one double bond and 

one triple bond, 

(j) -Ri-aryi where Ri-aiyi is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaiyi is as defined 

above, 
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double bonds), 
5 three triple bonds), 

above, 
10 defined above, 
defined above, 



(8) -(CH 2 )o-4-CO-(C r C 12 alkyl), 

(9) -(CH 2 )o-4-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 ) 0 -4-CO-(C 2 -Ci 2 alkynyl with one, two or 

(1 1) -(CH 2 WCO-(C 3 -C 7 cycloalkyl), 

(12) -(CH 2 )o-4-CO-Ri-aryi where R Na ryi is as defined 

(13) -(CH 2 )o-4-CO-Rl-het e roaTyl where Rl-heteroaryl IS aS 

(14) -(CH 2 )o^-CO-Rl-heterocycle where Ri-heterocyc!e IS as 



(15) -(CH 2 ) 0 -4-CO-Rn-4 where R N ^ is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 

1 5 homomorpholinyl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 

homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: CrC 6 alkyl, 

(16) -(CH 2 )o^-CO-0-R N -5 where R N -5 is selected from 



20 



the group consisting of: 



above, 



bonds, 



25 



30 



bonds, 



defined above, 



as defined above, 



(a) Ci-C 6 alkyl, 

(b) -(CH 2 ) 0 - 2 -(Ri-aryi) where R^ryiis as defined 

(c) Ci-Ce alkenyl containing one or two double 

(d) C 2 -C6 alkynyl containing one or two triple 

(e) C3-C7 cycloalkyl, and 

(f) -(CH 2 )o-2-(Rl.heteroaryl) where Rl-heteroarylis as 

(17) -(CH 2 )o-4-S0 2 -NRn- 2 Rn-3 where R N _ 2 and R N -3 are 

(18) -(CH 2 ) 0 -4-SO-(Ci-C 8 alkyl), 

(19) -(CH 2 )o^-S0 2 -(CrC 12 alkyl), 

(20) -(CH 2 )o-4-S0 2 -(C3-C 7 cycloalkyl), 
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(21) -(CH 2 )(m-N(H or R N . 5 )-CO-0-R N . 5 where R N . 5 can 
be the same or different and is as defined above, 

(22) -(CH 2 )o-4-N(H or R N -s )-CO-N(R N -s)2, where R N - 5 
can be the same or different and is as defined above, 

5 (23) -(CH 2 )o-4-N-CS-N(R N -5)2, where R N -5 can be the 

same or different and is as defined above, 

(24) -(CH 2 ) 0 -4-N(-H or R n . 5 )-CO-Rn-2 where R N . 5 and 
R N . 2 can be the same or different and are as defined above, 

(25) -(CH 2 )o-4-NR N -2Rn-3 where R N -2 and R N -3 can be the 
10 same or different and are as defined above, 

(26) -(CH 2 )o-4-Rn^ where R N ^ is as defined above, 

(27) -(CH 2 ) 0 ^-O-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 ) 0 ^-O-P(O)-(OR N -aiyi-i)2 where R N *ryi-i is -H 

or C1-C4 alkyl, 

1 5 (29) -(CH 2 ) 0 ^-O-CO-N(R N -5)2 where R N - 5 is as defined 



above, 



above, 



(30) -(CH 2 )(m-0-CS-N(Rn-5)2 where R N -5 is as defined 



(31) -(CH 2 )o-4-0-(Rn-5)2 where R N -s is as defined above, 
20 (32) -(CH 2 ) 0 -4-O-( R N - 5 )2-COOH where R N - 5 is as 

defined above, 

(33) -(CH 2 ) 0 -4-S-( Rn-s)2 where R N -5 is as defined above, 

(34) -(CH 2 )o-4-0-(Ci-C 6 alkyl optionally substituted 
with one, two, three, four, or five -F), 

25 (35) C3-C7 cycloalkyl, 

(36) C 2 -C 6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi^Ri.b where Ri. a and Ri- b are as defined above, 

(37) C2-C6 alkynyl with one or two triple bonds 

30 optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 3 
alkoxy, or -NRi- a Ri-b where R u and Ri- b are as defined above, 

(38) -(CH 2 )o-4-N(-H or R N -s)-S0 2 -Rn-2 where R N - 5 and 
R N . 2 can be the same or different and are as described above, or 

(39) -(CH 2 )<m- C 3 -C 7 cycloalkyl, 
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(B) -RN-heteroaryi where RN-heteroaryi is selected from the group 

consisting of: 

pyridinyl, 

pyrimidinyl, 

quinolinyl, 

benzothienyl, 

indolyl, 

indolinyl, 

pryidazinyl, 

pyrazinyl, 

isoindolyl, 

isoquinolyl, 

quinazolinyl, 

quinoxalinyl, 

phthalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 
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isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 

isobenzotetrahydrothienyl, 

isobenzothienyl, 

benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofiiranyl, 

benzotetrahydrothienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

539 



chromanonyl, and 

pyridinyl-N-oxide, 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoutnarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 

indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 

benzimidazolyl N-oxide, 

pyrrolyl N-oxide, 

oxadiazolyl N-oxide, 

thiadiazolyl N-oxide, 

triazolyl N-oxide, 
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tetrazolyl N-oxide, 

benzothiopyranyl S-oxide, 

benzothiopyranyl S,S-dioxide, 

where the R N -heteroaryi group is bonded by any atom of 
5 the parent R N -heteroaryi group substituted by hydrogen such that the new bond to the Rn- 
heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is optionally 
substituted with one, two, three, or four of: 

(1) C1-C6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, - 

10 OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, -NRi_ a Ri-b where R u and R^are as defined 
above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I 
15 (5)-CO-OH, 

(6) -ON, 

(7) -(CH 2 )o-4-CO-NR N -2Rn-3 where R N - 2 and R N -3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

20 (b) -Ci-C 6 alkyl optionally substituted with one 

substitutent selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-C 6 alkyl optionally substituted with one 



25 to three -F, -CI, -Br, or -I, 



30 bonds, 



one triple bond, 



(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C 2 -C6 alkenyl with one or two double 

(h) -C 2 -C 6 alkynyl with one or two triple bonds, 

(i) -Ci-C 6 alkyl chain with one double bond and 



C) -Ri-aryi where R^ryi is as defined above, and 
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above, 

double bonds), 
three triple bonds), 

above, 

defined above, 
defined above, 



(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 

(8) -(CHzWCO-Cd-C^ alkyl), 

(9) -(CH 2 )o-4-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 )o-4-CO-(C 2 -Ci2 alkynyl with one, two or 

(1 1) -(CH 2 )o^-CO-(C 3 -C 7 cycloalkyl), 

(12) -(CH 2 )o4-CO-Rt- ar yi where Ri_ aryI is as defined 

(13) -(CH 2 ) 0 -4-CO-Ri-heteroatyl where Ri-heteroaryl IS as 

(14) -(CH 2 ) 0 ^-CO-Ri-heterocycle where Rl-heterocycle IS aS 



(15) -(CH 2 ) 0 -4-CO-Rn4 where R N ^ is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpholinyl, homomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-C 6 alkyl, 

(16) -(CH 2 ) 0 -4-CO-O-R N -5 where R N _ 5 is selected from 

the group consisting of: 

(a) C r C 6 alkyl, 

(b) -(CH 2 )o-2-(Ri-aryi) where Ri-aryiis as defined 



above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(c) C 2 -Ca alkenyl containing one or two double 

(d) C 2 -C 6 alkynyl containing one or two triple 

(e) C 3 _C 7 cycloalkyl, 

(f) -(CH 2 )o- 2 -(Rl-heteroaTyl) where Rl-heteroarylis as 

(17) -(CH 2 ) 0 -4-SO 2 -NR N -2Rn-3 where R N . 2 and R N . 3 are 

(18) -(CH^-SO^d-Cg alkyl), 
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(19) -(CH 2 )o4-S02-(Ci-Ci2 alkyl), 

(20) -(CH 2 )cm-S02-(C3-C7 cycloalkyl), 

(21) -(CH 2 )o4-N(H or R N -5 )-CO-0-R N -5 where R N . 5 is 
selected from the group consisting of: 

(a) Ci-C 6 alkyl, 

(b) -(CH 2 )o-2-(Ri-aryi) where Ri-aryi is as defined 



10 



above, 
bonds, 
bonds, 

defined above, 



(c) C 2 -C 6 alkenyl containing one or two double 

(d) C 2 -C 6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, and 

(f) -(CH 2 ) 0 -2-(Rl-heteroaryl) where Rl-heteroaryl is aS 



1 5 (22) -(CH 2 )cm-N(H or R N . 5 )-CO-N(R N - 5 )2, where Rn. 5 

can be the same or different and is as defined above, 

(23) -(CH 2 )o^-N-CS-N(Rn-s)2, where R N -s can be the 
same or different and is as defined above, 

(24) -(CH 2 ) 0 -4-N(-H or R N -5)-CO-R N -2 where R N - 5 and 
20 Rn- 2 can be the same or different and are as defined above, 

(25) -(CH 2 )o-4-NRn- 2 Rn-3 where R N - 2 and R N -3 can be the 
same or different and are as defined above, 

(26) -(CH 2 )o^-Rn^ where R N ^ is as defined above, 

(27) -(CH 2 ) M -0-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 )o^-0-P(0)-(OR N -aryi-i)2 where R N -aryi-i is -H 



25 

or C1-C4 alkyl, 
above, 
30 above, 

defined above, 



(29) -(CH 2 ) 0 ^-O-CO-N(R N . 5 ) 2 where R N . 5 is as defined 

(30) -(CH 2 )o^-0-CS-N(Rn- 5 ) 2 where R N -s is as defined 

(31) -(CH 2 )o-4-0-(Rn-5)2 where R N _ 5 is as defined above, 

(32) -(CH 2 ) 0 ^-O-( R N -s)2-COOH where Rn-s is as 

(33) -(CH 2 )o-4-S-( R N -5)2 where R N . 5 is as defined above, 
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(34) -(CH 2 )o-4-0-(Ci-C 6 alkyl optionally substituted 
with one, two, three, four, or five of: -F), 

(35) C3-C7 cycloalkyl, 

(36) C2-C6 alkenyl with one or two double bonds 
optionally substituted with CpC 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 3 
alkoxy, or -NRi_ a Ri-b where Ri_ a and Ri- b are as defined above, 

(37) C 2 -C 6 alkynyl with one or two triple bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C { -C 3 
alkoxy, or -NRi. a Ri-b where R Na and Ri_ b are as defined above, or 

(38) -(CH 2 )<M-N(-H or R N -5)-S0 2 -R N -2 where R N _ 5 and 
R N _ 2 can be the same or different and are as described above, or 

(39) -(CH 2 >m- C3-C7 cycloalkyl, 

(C) RN-aryi-W-RN-aryi, where R N -aryi is defined as above, 

(D) RN-aryl-W-RN-heteroaryU where R N -aiyl and RN-heteroaryl are aS 

defined above, 

(E) RN-aryl-W-RN-l-heterocycle, where R N -heterocycle IS defined as 

Ri-heterocyde, is defined above, 

(F) RN4ieteroaryl-W-R N -aryl, where R N -aryiand R^-heteroaryl are as 

defined above, 

(G) RN-heteroaryl-W-RN-hetema^U where RN-heteroaryl is aS defined 

above, 

. (H) RN-heteroaryrW-RN-l-heterocycle 5 where RN-l-heterocycle IS aS 

defined as Ri-heterocycie is as defined above, and where RN-heteroaryi is as defined above, 

(I) RN-heterocycie-W-R N -atyh where R N -heterocycie is as defined as Ri_ 
heterocycie is defined and where R N - a ryi are as defined above, 

(J) RN-heterocycle-W-RN-heteioaryl, where R N -heterocycle is as defined HS 

Ri-heterocycie as defined above and RN-heteroaryi are as defined above, and 

(K) RN-heterocycle-W-RN-l-heterocycIe, where RN-heterocycle and RN- 
heteroaryl are as defined above, 

where W is 

(6) -(CH 2 ) 0 -4-> 

(7) -0-, 

(8) -S(O) 0 -2-, 

(9) -N(Rn-s)- where Rn-s is as defined above, or 
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(10) -CO-i 

(II) -CO-(Ci-Cioalkyl) where alkyl is optionally substituted with one, 
two, or three substitutents selected from the group consisting of: 
(A) -OH, 

5 (B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N -g is -H, Ci-C 6 alkyl or -phenyl, 

(E) -CO-NR.N-2RN-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 

1 0 (F) -CO-Rn-4 where R N ^t is as defined above, 

(G) -S0 2 -(Ci-C8 alkyl), 

(H) -S02-NRn- 2 Rn-3 where R N . 2 and R N -3 are the same or 
different and are as defined above, 

(I) -NH-CO-(C r C 6 alkyl), 

1 5 (J) -NH-CO-O-Rn-8 where R N -g is as defined above, 

(K) -NR N -2Rn-3 where R N . 2 and Rn-3 are the same or different 
and are as defined above, 

(L) -Rn-4 where R N -4 is as defined above, 
(M) -0-CO-(Ci-C 6 alkyl), 
20 (N) -0-CO-NR N -8Rn-8 where R N -8 are the same or different and 

are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 
25 (Q) -NH-S0 2 -(Ci-C 6 alkyl), and 

(R)-F,or-Cl 

(in) -CO-(Ci-C6alkyl)-0-(Ci-C6 alkyl) where alkyl is optionally 
substituted with one, two, or three substitutents selected from the group consisting of: 
(A) -OH, 

30 (B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where Rn-s is -H, Ci-C 6 alkyl or -phenyl, 

(E) -CO-NR N -2Rn-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 
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(F) -CO-Rn^ where R N -4 is as defined above, 

(G) -S02-(Ci-C 8 alkyl), 

(H) -S0 2 -NR N -2Rn-3 where R N - 2 and R N -3 are the same or 
different and are as defined above, 

(I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -s is as defined above, 
(K) -NR n . 2 Rn-3 where R N -2 and R N -3 are the same or different 
and are as defined above, 

(L) -R N -4 where R N -4 is as defined above, 
(M)-0-CO-(C r C 6 alkyl), 

(N) -O-CO-NRn-sRn-8 where the R N . 8 s are the same or different 
and are as defined above, 

(O) -0-(C r C 5 alkyl)-COOH, 

(P) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Cl-C 6 alkyl), 

(R)-F, -CI, 

(IV) -CO-(Ci-C 6 alkyl)-S-(Ci-C 6 alkyl) where alkyl is optionally 
substituted with one, two, or three substitutents selected from the group consisting of: 

(A) -OH, 

(B) -C r C 6 alkoxy, 

(C) -C r C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N -s is as defined above, 

(E) -CO-NR N -2Rn-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 

(F) -CO-Rn^ where R N -4 is as defined above, 

(G) -S0 2 -(Ci-C 8 alkyl), 

(H) -S0 2 -NR N - 2 Rn-3 where R N - 2 and R N -3 are the same or 
different and are as defined above, 

(I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-s is as defined above, 

(K) -NR N -2Rn-3 where R N - 2 and R N . 3 are the same or different 

and are as defined above, 

(L) -R N -4 where R N -4 is as defined above, 
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(M) -0-CO-(C r C 6 alkyl), 

(N) -O-CO-NRn-sRn-8 where Rn-8 are the same or different and 

are as defined above, 

(0) -0-(Ci-C 5 alkyl)-COOH, 

5 (P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, -I), 

(Q) -NH-S0 2 -(Ci-C6 alkyl), 
(R)-F, or -CI, 

(V) -CO-CH(-(CH 2 )o-2-0-RN-1o)»(CH 2 )o.2-RN-aryi/RN-heteroatyl) where R N , 

10 aryi and RN-heteroaryi are as defined above, where Rn-io is selected from the group 
consisting of: 

(A) -H, 

(B) C r C 6 alkyl, 

(C) C3-C7 cycloalkyl, 

1 5 (D) C2-C6 alkenyl with one double bond, 

(E) Cz-Ce alkynyl with one triple bond, 

(F) Ri-aryi where Ri- ary i is as defined above, and 

(G) RN-heten>aryi where RN-heteroaryi is as defined above, or 

(VI) -CO-(C3-C8 cycloalkyl) where alkyl is optionally substituted with 
20 one or two substitutents selected from the group consisting of: 

(A) -(CH 2 ) 0 ^-OH, 

(B) -(CH 2 ) 0 _ 4 -Ci-C 6 alkoxy, 

(C) -(CH 2 )o-4-Ci-C 6 thioalkoxy, 

(°) -( CH 2)o-4- c °-°- R N-8 where R N „ 8 is -H, C r C 6 alkyl or - 

25 phenyl, 

(E) ~(CH2)q_4-CO-NRn-2Rn-3 where Rn- 2 and Rn-3 are the same 
or different and are as defined above, 

(F) -(CH 2 )o-4-CO-Rn^ where R^a is as defined above, 

(G) -(CH 2 ) 0 ^-SO 2 -(C r C 8 alkyl), 

30 (H) -(CH 2 )o^-S0 2 -NRn- 2 Rn-3 where Rn- 2 and R N .3 are the same 

or different and are as defined above, 

(1) -(CH 2 ) 0 .4-NH-CO-(Ci-C 6 alkyl), 
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(J) -NH-CO-O-Rn-8 where R N -s is as defined above, 

(K) -(CH 2 )o-4-NRn-2Rn-3 where R N - 2 and R N - 3 are the same or 

different and are as defined above, 

(L) -(CH 2 )o-4-Rn-4 where R N -4 is as defined above, 

(M) -0-CO-(Ci-C 6 alkyl), 

(N) -0-CO-NR N -8Rn-8 where R N -8 are the same or different and 

are as defined above, 

(O) -0-(C,-C 5 alkyl)-COOH, 

(P) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, or -I), 

(Q) -NH-S02-(Ci-C6 alkyl), and 

(R)-F, or -CI. 

124. An azide of formula (XV) according to claim 123 where R t is: 

-CH 2 -(Ri.aiyi), or 

-CH2-(Rl-heteroaryO- 

125. An azide of formula (XV) according to claim 124 where Ri-aryi is phenyl. 

126. An azide of formula (XV) according to claim 125 where phenyl is substituted 
with one, two or three -F, -CI, -Br or -I. 

127. An azide of formula (XV) according to claim 126 where phenyl is substituted 
with one or two -F. 

128. An azide of formula (XV) according to claim 127 where phenyl is substituted 
with two -F in the 3- and 5- positions giving 3,5-difluorophenyl. 

129. An azide of formula (XV) according to claim 1 23 where R 2 and R 3 are both -H. 

130. An azide of formula (XV) according to claim 123 where R N is: 

R N .i-X N - where X N is selected from the group consisting of: 
-CO-, and 
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-SO2-, 

where Rn-i is selected from the group consisting of: 




5 

131. An azide of formula (XV) according to claim 130 where R N is: 

R N .i-X N - where X N is selected from the group consisting of: 



132. An azide of formula (XV) according to claim 131 where R N is: 

(a) Rn-i-Xn - where X N is -CO-, where R N -i is R N -aryi where R N . ary i is phenyl 
1 5 substituted with one -CO-NR N -2Rn-3 where the substitution on phenyl is 1 ,3- and 

where R N _ 2 and Rn-3 are the same and are C3 alkyl, or 

(b) Rn-i-Xn- where X N is-CO-, where R N -i is R N -aryi where R N . ary i is phenyl 
substituted with one d alkyl and with one -CO-NR N - 2 Rn-3 where the substitution on 
the phenyl is 1,3,5- and where R N -2 and R N -3 are the same and are C 3 alkyl. 



133. An azide of formula (XV) according to claim 123 which is 

N 1 -[(lS,2R)-3-azido-l-(3,5-difluorobenzyl)-2-hydroxypropyl]5-methyl-N 3 ,N 3 - 

dipropylisophthalamide. 
25 1 34. A free amine of formula (XVI) 



-CO-, 

where R N -i is selected from the group consisting of: 



10 




20 



OH 



R N 



NH 



CH X 

! /\ 




NH 2 



(XVI) 



R1 R2 ^3 



where R2 is: 



(I)-H, 
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(II) Ci-C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where Ri. a and R,. b are -H or C r C 6 
alkyl, and -OOO NRi. a Ri. b where R u and R]. b are as defined above, 

(III) -(CH 2 ) 0 -4-R2-i where R 2 -i is Ri-aryi or R, -heteroaryl •> 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, ~CF 3 , C r C 3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are - 
H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR u Ri- b where 
Ri_ a and Ri_ b are -H or C r C 6 alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi- a Ri-b where Ri- a and Ri_ b are -H or Ci-C 6 
alkyl, or 

(VI) -(CH 2 )o-4- C 3 -C 7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , Ci-C 3 alkoxy, and -NRt- a Ri-b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl; 

where R 3 is: 

(I) -H ? 

(II) C r C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri- b where R^ and R^are as defined 
above, 

(III) -(CH 2 )o-4-R2-l Where R 2 -l is Rl-aryl Or Rl-heteroatyl ; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 ) 0 ^- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri_ b are -H or C r C 6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
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-S-, -SO2-, and -NRn-2-, where R N -2 and R N -3 are the same or different and are selected 
from the group consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 

substitutent selected from the group consisting of: 

(i) -OH, and 

(ii) -NH2, 

(c) -Ci-C 6 alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



bonds, 



one triple bond, 



above, 



(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C3-C 7 cycloalkyl), 

(f) -(C r C 6 alkyl)-0-(C r C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-C 6 alkyl chain with one double bond and 

(j) -Ri-aryi where Ri- ar yi is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 



where Rn is: 

(I) Rn-i-Xn- where X N is selected from the group consisting of: 

(A) -CO-, 

(B) -SO2-, 

(C) -(CR'R")i-6 where R' and R" are the same or different and 

are -H or Q-C4 alkyl, 

(D) -CO-CCR'R'Oi-s-Xn-i where X N _i is selected from the group 
consisting of -0-, -S- and -NR*- and where R' and R" are as defined above, and 

(E) a single bond; 

where Rn-i is selected from the group consisting of: 
(A) RN-aiyi where R N -aryi is phenyl, 1-naphthyl, 2-naphthyl, 
tetralinyl, indanyl, dihydronaphthyl or 6J,8 ? 9-tetrahydro-5H-benzo[a]cycloheptenyl 5 
optionally substituted with one, two or three of the following substituents which can 
be the same or different and are: 
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(1) C1-C6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri_b where and R,. b are as 
defined above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 

(6) -GsN, 

(7) -(CH 2 )o-4-CO-NR N -2Rn-3 where R N -2and R N -3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-C 6 alkyl optionally substituted with one 
substitutent selected from the group consisting of: 

(i) -OH, and 



to three -F, -CI, -Br, or -I, 



bonds, 



one triple bond, 



double bonds), 
three triple bonds), 



(ii) -NH 2 , 

(c) -C1-C6 alkyl optionally substituted with one 

(d) -C3-C7 cycloalkyl, 

(e) -(C,-C 2 alkyl)-(C3-C7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(CrC3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

(j) -Ri-aiyi, and 

(k) -Rl-heteroaryl> 

(8) -(CH 2 ) 0 ^-CO-(Ci-Ci2 alkyl), 

(9) -(CH 2 )o-4-CO-(C2-Ci2 alkenyl with one, two or three 

(10) -(CH 2 )o-4-CO-(C 2 -Ci2 alkynyl with one, two or 

(1 1) -(CH 2 )<m-CO-(C 3 -C 7 cycloalkyl), 
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(12) -(CH 2 )0^-CO-Rl. ar yb 

(13) -(CH 2 )o^-CO-Rl-heteroaiyl, 

(14) -(CH2)o-4-CO-Rl.heterocycle 5 

(15) -(CH 2 )o-4-CO-Rn-4 where R N -4 is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-C 6 alkyl, 

(16) -(CH 2 )o-4-CO-0-Rn-5 where R N -s is selected from 

the group consisting of: 

(a)C r C 6 alkyl, 

^-(CH^HRl-aryl), 

(c) C 2 -C6 alkenyl containing one or two double 

bonds, 

(d) C 2 -Ce alkynyl containing one or two triple 

bonds, 

(e) C3-C7 cycloalkyl, and 

(f) -(CH 2 )o- 2 -(Rl-heteroaryl) 5 

(17) -(CH 2 ) 0 ^-SO 2 -NRn-2Rn-3 where R N -2 and R N -3 are 
the same or different and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-C 6 alkyl optionally substituted with one 

substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -CrC 6 alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) -(C r C 2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C 2 -C6 alkenyl with one or two double 

bonds, 

(h) »C 2 -C 6 alkynyl with one or two triple bonds, 
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(i) -C1-C6 alkyl chain with one double bond and 

one triple bond, 

(j) -Ri-aryi where Ruryi is as defined above, and 

(k) -Rl-heteroaryl Where Rl-heteroaryl IS aS defined 

5 above, 

(18) -(CH 2 )o4-SO-(Ci-C 8 alkyl), 

(19) -(CH 2 )o-4-S0 2 -(Ci-C,2 alkyl), 

(20) -(CH 2 )o-4-S0 2 -(C 3 -C 7 cycloalkyl), 

(21) -(CH 2 )cm-N(H or R N -s )-CO-0-R N -s where R N - 5 can 
10 be the same or different and is as defined above, 

(22) -(CH 2 ) 0 ^-N(H or R N . 5 )-CO-N(R N . 5 ) 2 , where R N - 5 
can be the same or different and is as defined above, 

(23) -(CH 2 )o-4-N-CS-N(Rn- 5 ) 2 , where R N . 5 can be the 
same or different and is as defined above, 

1 5 (24) -(CH 2 )o^t-N(-H or R N . 5 )-CO-R N - 2 where R N -s and 

R N _2 can be the same or different and are as defined above, 

(25) -(CH 2 ) 0 -4-NRn-2Rn-3 where R N . 2 and R N -3 can be the 
same or different and are as defined above, 

(26) -(CH 2 )<m-Rn-4 where Rn-4 is as defined above, 
20 (27) -(CH 2 ) 0 ^-O-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 )tM-0-P(0)-(OR N -aryi-i)2 where R N ^yi-i is -H 

or C1-C4 alkyl, 

(29) -(CH 2 )(M-0-CO-N(R N -5)2 where Rn-5 is as defined 

above, 

25 (30) -(CH 2 )o-4-0-CS-N(R N . 5 ) 2 where R N - 5 is as defined 

above, 

(31) -(CH 2 )o4-0-(Rn-5)2 where R N -s is as defined above, 

(32) -(CH 2 )(w-0-( R N _ 5 ) 2 -COOH where Rn- 5 is as 

defined above, 

30 (33) -(CH 2 )<m-S-( Rn-5)2 where R N -s is as defined above, 

(34) -(CH 2 )(m-0-(Ci-C 6 alkyl optionally substituted 
with one, two, three, four, or five -F), 

(35) C3-C7 cycloalkyl, 
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(36) C2-C6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C,-C 3 
alkoxy, or ~NRi_ a Ri-b where Ri_ a and R t _ b are as defined above, 

(37) C 2 -C 6 alkynyl with one or two triple bonds 
optionally substituted with C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi_ a Ri-b where Ri_ a and Ri_ b are as defined above, 

(38) -(CH 2 )o-4-N(-H or R n . 5 )-S0 2 -Rn-2 where R N _ 5 and 
R N _ 2 can be the same or different and are as described above, or 

(39) -(CH 2 )o-4- C3-C7 cycloalkyl, 

(B) -R N -heteroai7i where R N -heteroaryi is selected from the group 

consisting of: 

pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 
thiazolyl, 
indolizinyl, 
indazolyl, 
benzothiazolyl, 
benzimidazolyl, 
benzofiiranyl, 
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furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imida2X)pyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 

isobenzotetrahydrothienyl, 

isobenzothienyl, 

benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofuranyl, 

benzotetrahydrothienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 
556 



dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide, 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 

indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 
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thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 

benzimidazolyl N-oxide, 

pyrrolyl N-oxide, 

oxadiazolyl N-oxide, 

thiadiazolyl N-oxide, 

triazolyl N-oxide, 

tetrazolyl N-oxide, 

benzothiopyranyl S-oxide, and 

benzothiopyranyl S,S-dioxide, 

where the Rn-heteroaiyi group is bonded by any atom of 
the parent RN-beteroaryi group substituted by hydrogen such that the new bond to the R N . 
heteroatyi group replaces the hydrogen atom and its bond, where heteroaryl is optionally 
substituted with one, two, three, or four of: 

(1) Ci-C 6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C r C 3 alkyl, ~F, -CI, -Br, -I, - 
OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, -NRi_ a Ri-b where Ri- a and Ri_ b are as defined 
above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I 

(5) -CO-OH, 

(6) -C^N, 

(7) -(CH 2 )o-4-CO-NR N -2Rn-3 where R N - 2 and R N - 3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-Ce alkyl optionally substituted with one 

substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-C 6 alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 
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20 



25 



bonds, 



one triple bond, 



double bonds), 
three triple bonds), 



(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)-0-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 

(j) -Ri-aryi, and 

(k) "Rl-heteroaryl? 

(8) -(CH 2 )o-4-CO-(Ci-Ci2 alkyl), 

(9) -(CH 2 )o-4-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 )o^-CO-(C 2 -Ci2 alkynyl with one, two or 



(1 1) -(CH 2 )o^CO-(C 3 -C 7 cycloalkyl), 

(12) -(CH 2 ) 0 -4-CO-Ri-aryl, 

(13) -(CH 2 )o-4-CO-Rl-heteroaryb 

(14) -(CH2)04-CO-Rl4ieterocycle» 

(15) -(CH 2 )o-4-CO-R*m where R N -4 is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpholinyl, homomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-C 6 alkyl, 

(16) -(CH 2 )o-4-CO-0-R N -5 where R N - 5 is selected from 

the group consisting of: 

(a) C r C 6 alkyl, 

(b) -(CH 2 ) 0 -2-(Rl-aryl). 

(c) C 2 -C 6 alkenyl containing one or two double 



30 bonds, 



bonds, 



(d) C 2 -C 6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, and 

(f) -(^^^-(Rl-heteroaryOj 
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(17) -(CH 2 )o-4-S0 2 -NRn-2Rn-3 where R N . 2 and R N -3 are 

as defined above, 

(18) -(CH 2 )cm-SO-(Ci-C8 alkyl), 

(19) -(CH 2 ) 0 -4-SO 2 .(Ci-C, 2 alkyl), 

5 (20) -(CH 2 )o-4-S0 2 -(C 3 -C 7 cycloalkyl), 

(21) -(CH 2 )<m-N(H or R N - 5 )-CO-0-R N - 5 where R N . 5 can 
be the same or different and is as defined above, 

(22) -(CH 2 ) 0 -4-N(H or R N -s )-CO-N(R N . 5 )2, where R N . 5 
can be the same or different and is as defined above, 

10 (23) -(CH 2 )(M-N-CS-N(R N -5)2, where R N -s can be the 

same or different and is as defined above, 

(24) -(CH 2 ) 0 .4-N(-H or R N . 5 )-CO-R N - 2 where R N . 5 and 
R N - 2 can be the same or different and are as defined above, 

(25) -(CH 2 )<m-NR N - 2 Rn-3 where R N - 2 and R N -3 can be the 
1 5 same or different and are as defined above, 

(26) -(CH 2 )o-4-R.n-4 where Rn-4 is as defined above, 

(27) -(CH 2 ) 0 ^-O-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 )o-4-0-P(0)-(OR N -aryi-i)2 where R N «ryi-i is -H 

or C1-C4 alkyl, 

20 (29) -(CH 2 ) 0 ^-O-CO-N(R N -5)2 where R N . 5 is as defined 



above, 
above, 



(30) -(CH 2 )o-4-0-CS-N(R N -5)2 where R N -5 is as defined 



(31) -(CH 2 )<m-0-(Rn-5)2 where R N -5 is as defined above, 
25 (32) -(CH 2 )o-4-0-( R n .s) 2 -COOH where R N -s is as 

defined above, 

(33) -(CH 2 ) 0 -4-S-( Rn-5>2 where R N -s is as defined above, 

(34) -(CH 2 ) 0 -4-O-(Ci-C 6 alkyl optionally substituted 
with one, two, three, four, or five of: -F), 

30 (35) C3-C7 cycloalkyl, 

(36) C 2 -C6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRiJEti-b where R u and R^are as defined above, 
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(37) C2-C6 alkynyl with one or two triple bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C1-C3 
alkoxy, or -NRi. a Ri-b where Ru and R^are as defined above, or 

(38) -(CH 2 )o-4-N(-H or R n . 5 )-S0 2 -Rn-2 where R N . 5 and 
Rn-2 can be the same or different and are as described above, or 

(39) -(CH 2 ) 0 -4- C3-C7 cycloalkyl, 

(C) RN-aryl-W-RN-aryl, 

(D) RN-aryl-W-RN-heteroaryt, 

(E) R N ^ ry ,-W-R N -i -heterocyde? 

where Rn-i-heteTocycie is defined as R\. 

heterocycle? 



(F) RN-heteroaryl-W-RN-aryl> 

(G) RN-heteroaryl-W-RN-heteroaryh > 

(H) RN-heteroaryl"W-RN-l -heterocycles 

(I) RN-heterocycle-W-RN-aryU 

1 5 (J) RN-heterocycle-W-RN-heteroaryb and 

(K) RN-heterocyde"W-RN-l -heterocycle? 

where W is 

(11) -(CH 2 )o^- ? 

(12) -0-, 

20 (13) -S(O) 0 -2-> 

(14) -N(Rn-5)- where Rn-s is as defined above, 

or 

(15) -CO-i 

(II) -CO-(Ci-Cio alkyl) where alkyl is optionally substituted with one, 
25 two, or three substitutents selected from the group consisting of: 

(A) -OH, 

(B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -COO-Rn-8 where Rn-8 is -H, Cj-Ce alkyl or -phenyl, 
30 (E) -CO-NRn-2Rn-3 where Rn-2 and Rn-3 are the same or 

different and are as defined above, 

(F) -CO-Rn-4 where Rn-4 is as defined above, 

(G) -S0 2 -(C r C 8 alkyl), 
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(H) -S0 2 -NR N -2Rn-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 

(I) -NH-CO-(C r C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -s is as defined above, 
5 (K) -NR N -2Rn-3 where R N -2 and R N -3 are the same or different 

and are as defined above, 

(L) -Rn-4 where R N -4 is as defined above, 
(M) -0-CO-(Ci-C 6 alkyl), 

(N) -0-CO-NRn-8Rn-8 where Rn-8 are the same or different and 

1 0 are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci-C6 alkyl), and 

15 (R)-F,or-Cl 

(III) -CO-(Ci-C 6 alkyl)-0-(Ci-C 6 alkyl) where alkyl is optionally 
substituted with one, two, or three substitutents selected from the group consisting of: 

(A) -OH, 

(B) -Ci-C 6 alkoxy, 

20 (C) -C r C 6 thioalkoxy, 

(D) -CO-O-Rn-s where R N , 8 is -H, C r C 6 alkyl or -phenyl, 

(E) -CO-NR N - 2 Rn-3 where R N . 2 and R N -3 are the same or 
different and are as defined above, 

(F) -CO-R N 4 where R N -4 is as defined above, 
25 (G)-S0 2 -(Ci-C 8 alkyl), 

(H) -S0 2 -NR N -2Rn-3 where Rn-2 and R N -3 are the same or 
different and are as defined above, 

(I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -g is as defined above, 
30 (K) -NR N -2Rn-3 where R N - 2 and R N -3 are the same or different 

and are as defined above, 

(L) -Rn-4 where R N -4 is as defined above, 
(M) -0-CO-(Ci-C 6 alkyl), 
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(N) -O-CO-NRn-sRn-s where Rn-8 are the same or different and 

are as defined above, 

(O) -0-(C,-C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alky I optionally substitued with one, two, or 
5 three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci-C6alkyl), 

<R)-F, -CI, 

(IV) -CO-(C r C 6 alkyl)-S-(Ci-C 6 alkyl) where alkyl is optionally 
substituted with one, two, or three substitutents selected from the group consisting of: 
10 (A) -OH, 

(B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where Rn-8 is as defined above, 

(E) -CO-NRn-2Rn-3 where Rn-2 and Rn-3 are the same or 
1 5 different and are as defined above, 

(F) -CO-Rn-4 where Rn-4 is as defined above, 

(G) -S0 2 -(C r C 8 alkyl), 

(H) -SO2-NRN-2RN-3 where Rn-2 and Rn-3 are the same or 
different and are as defined above, 

20 (I) -NH-CO-(C r C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-s is as defined above, 

(K) -NRn-2Rn-3 where Rn-2 and Rn-3 are the same or different 
and are as defined above, 

(L) -Rn-4 where Rn-4 is as defined above, 
25 (M) O-C0-(C r C 6 alkyl), 

(N) -0-CONRn-8Rn-8 where Rn-s are the same or different and 

are as defined above, 

(O) -CKC1-C5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
30 three of: -F, -CI, -Br, -I), 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), 

(R)-F, or -CI, 
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(V) -CO-CH(-(CH 2 )0-2-O-RN-10)-(CH 2 )0-2-RN-aryl/RN-hete ro aryl) where R N - 

aTy i and R N -heteroaryi are as defined above, where R N -io is selected from the group 
consisting of: 

(A)-H, 

5 (B)C r C 6 alkyl, 

(C) C3-C7 cycloalkyl, 

(D) C 2 -C 6 alkenyl with one double bond, 

(E) C 2 -C 6 alkynyl with one triple bond, 

(F) Ri-aryi where Ri-aryi is as defined above, and 

1 0 (G) RN-heteroaryi where R N -heteroaryi is as defined above, or 

(VI) -CO-(C 3 -C 8 cycloalkyl) where alkyl is optionally substituted with 
one or two substitutents selected from the group consisting of: 

(A) -(CH 2 ) 0 _4-OH, 

(B) -(CH 2 )o_4-Ci-C 6 alkoxy, 

1 5 (C) -(CH 2 ) 0 -4-CrC 6 thioalkoxy, 

(D) -(CH 2 ) 0 _4-CO-O-R N -8 where R N -g is -H, C r C 6 alkyl or - 

phenyl, 

(E) -(CH 2 ) 0 _ 4 -CO-NRn-2Rn-3 where R N . 2 and R N - 3 are the same 

or different and are as defined above, 
20 (F) -(CH 2 ) 0 -4-CO-Rn-4 where R N -4 is as defined above, 

(G) -(CH 2 ) 0 ^-SO 2 -(CrC 8 alkyl), 

(H) -(CH 2 ) 0 ^-SO 2 -NR N -2Rn-3 where R N -2 and R N -3 are the same 

or different and are as defined above, 

(I) -(CH 2 ) 0 . 4 -NH-CO-(Ci-C 6 alkyl), 

25 (J) -NH-CO-O-Rn-s where R N -s is as defined above, 

(K) -(CH 2 ) 0 ^-NR n , 2 Rn-3 where R N - 2 and R N -3 are the same or 

different and are as defined above, 

(L) -(CH 2 ) 0 _4-Rn-4 where R N -4 is as defined above, 

(M) -0-CO-(Ci-C 6 alkyl), 
30 (N) -O-CO-NRn-sRn-8 where R N -s are the same or different and 

are as defined above, 

(O) -CKC1-C5 alkyl)-COOH, 
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(P) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), and 

(R) -F, or -CI, 

where Ri is: 

-CH 2 -phenyl where -phenyl is substituted with two -F, 

-(CH2)nl-Ri-heteroatyl , or 
-(CH2) n 1 "Rl -heterocycle- 

135. A free amine of formula (XVI) according to claim 134 where Ri is: 

-(CH2) n 1 '(Rl -heteroaryl) • 

136. A free amine of formula (XVI) according to claim 135 where m is 1. 

137. A free amine of formula (XVI) according to claim 134 where Ri is: 

-(CH2) n 1 "(Rl -heterocycle) • 

138. A free amine of formula (XVI) according to claim 137 where m is L 

139. A free amine of formula (XVI) according to claim 134 where phenyl is 
substituted in the 3- and 5- positions giving 3,5-difluorophenyl. 

140. A free amine of formula (XVI) according to claim 134 where R 2 and R 3 are both 
-H. 

141 . A free amine of formula (XVI) according to claim 134 where R N is: 

R N . r X N - where X N is selected from the group consisting of: 
-CO-, and 
-SO2-, 

where R N -i is selected from the group consisting of: 
RN-aryi,and 

-RN-heteroaryl* 

142. A free amine of formula (XVI) according to claim 141 where R N is: 
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Rn-i-Xn- where X N is: 
-CO-, 

where R N -i is selected from the group consisting of: 

RN-aryl, and 
~RN-heteroaryl- 

143. A free amine of formula (XVI) according to claim 142 where R N is: 

(a) Rn-i-Xn- where X N is -CO-, where R N _i is R N - ar yi where R N -aryi is phenyl 
substituted with one -CO-NR N -2Rn-3 where the substitution on phenyl is 1,3- and 
where R N -2 and R N -3 are the same and are C 3 alkyl, or 

(b) Rn-i-X n - where X N is-CO-, where R N _i is R N - ar yi where is phenyl 
substituted with one Ci alkyl and with one -CO-NR n _ 2 Rn-3 where the substitution on 
the phenyl is 1,3,5- and where R N -2 and R N -3 are the same and are C 3 alkyl. 

144. A free amine of formula (XVI) according to claim 134 which is 

N4(lS,2R)-3-amino-l-(3,5-difluorobe^ 
N 3 ,N 3 -dipropylisophthalamide. 

145. A method of treating a patient who has, or in preventing a patient from getting, a 
disease or condition selected from the group consisting of Alzheimer's disease, for 
helping prevent or delay the onset of Alzheimer's disease, for treating patients with 
mild cognitive impairment (MCI) and preventing or delaying the onset of Alzheimer's 
disease in those who would progress from MCI to AD, for treating Down's syndrome, 
for treating humans who have Hereditary Cerebral Hemorrhage with Amyloidosis of 
the Dutch-Type, for treating cerebral amyloid angiopathy and preventing its potential 
consequences, i.e. single and recurrent lobar hemorrhages, for treating other 
degenerative dementias, including dementias of mixed vascular and degenerative 
origin, dementia associated with Parkinson's disease, dementia associated with 
progressive supranuclear palsy, dementia associated with cortical basal degeneration, 
diffuse Lewy body type of Alzheimer's disease and who is in need of such treatment 
which comprises administration of a therapeutically effective amount of a compound 
selected from the group consisting of a substituted amine of formula (X) 
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OH 



x n 6h nh 

! /\ 

R 1 R2 R3 



(X) 



where Rt is: 

(I) Ci-C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, C r C 7 alkyl (optionally 
substituted with Q-C 3 alkyl and C1-C3 alkoxy), -F, -CI, -Br, -I, -OH, 

-SH, -C=N, -CF 3 , C1-C3 alkoxy, -NRi_ a Ri-b where Ri_ a and Ri. b are -H or C r C 6 alkyl, 
and -OC=0 NRi_ a Ri-b where Rj. a and Ri_ b are as defined above, 

(II) -CH 2 ~S(0)o-2-(Ci-C 6 alkyl), 

(III) -CH 2 -CH2-S(0)o-2-(CrC 6 alkyl), 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C-N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri. b are - 
HorCi-C 6 alkyl, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and R^are -H or C r C 6 
alkyl, 

(VI) -(CH 2 )ni-(Ri-aryi) where ni is zero or one and where Ri. ary i is 
phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: 

(A) Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, and -NRi_ a Ri- b where Ri_ a and Ri_ b are as defined above, -C=N, -CF 3 , C r C 3 
alkoxy, 

(B) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where R u and Ri_ b are - 
HorCi-C 6 alkyl, 
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(C) C 2 -C 6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRuRi-b where Ri. a and Ri_ b are - 

HorC r C 6 alkyl, 
5 (D)-F,Cl,-Bror-I, 

(F) -C t -C 6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NR N -2Rn-3 where R N -2 and R N -3 are as defined below, 

(H) -OH, 

10 (I) -C=N, 

(J) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 
(K)-CO-(C r C 4 alkyl), 
1 5 (L) -S0 2 -NRi- a Ri-b where Ri_ a and Ri_ b are as defined above, 

(M) -CO-NRi-aRi-b where Ri- a and Ri- b are as defined above, or 
(N) -S0 2 -(Ci-C 4 alkyl), 
(VII) -(CH 2 ) n i-(Ri-heteroatyi) where m is as defined above and where 
Ri-heteroaryi is selected from the group consisting of: 
20 pyridinyl, 

pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 

25 indolinyl, 

pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 

30 quinazolinyl, 

quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
isoxazolyl, 
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pyrazolyl, 

oxazolyU 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyU 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 
benzoxazolyl, 
pyridopyridinyl, 
benzotetxahydro&ranyl, 
benzotetrahydrothienyl, 
purinyl, 
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benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 

indolyl N-oxide, 
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indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide, 
phthalazinyl N-oxide, 
imidazolyl N-oxide, 
isoxazolyl N-oxide, 
oxazolyl N-oxide, 
thiazolyl N-oxide, 
indolizinyl N-oxide, 
indazolyl N-oxide, 
benzothiazolyl N-oxide, 
benzimidazolyl N-oxide, 
pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi group is bonded to -(CH 2 ) n i- by any ring 
atom of the parent Ri-heteioaiyi group substituted by hydrogen such that the new bond to 
the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where Ri_ a and Ri_ b are as defined 
above, 

(2) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C-N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri- b where R^ and Ri_ b are 
-H or Ci-C 6 alkyl, 

(3) C2-C 6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
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-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where R t . a and Ri_ b are 
-H orCi-C 6 alkyl, 

(4) -F, Cl 5 -Br or -I, 

(6) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NR N -2Rn-3 where R N _ 2 and R N -3 are as defined below, 

(8) -OH, 

(9) -C-N, 

(10) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C-N, 
-CF 3 , C1-C3 alkoxy, -NRi- a Ri-b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S0 2 -NRi- a Ri-b where R u and Ri_ b are as defined above, 

(13) -CO-NRi-aRi-b where Ri_ a and Ri. b are as defined above, or 

(14) -S0 2 -(Ci-C 4 alkyl), with the proviso that when ni is zero 
Ri-heteroaryi is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH 2 ) n r(Ri-beterocycie) where m is as defined above and 

Ri-heterocycie is selected from the group consisting of: 

morpholinyl, 

thiomorpholinyl, 

thiomorpholinyl S-oxide, 

thiomorpholinyl S,S-dioxide, 

piperazinyl, 

homopiperazinyl, 

pyrrolidinyl, 

pyrrolinyl, 

tetrahydropyranyl, 

piperidinyl, 

tetrahydrofuranyl, 

tetrahydrothienyl, 

homopiperidinyl, 

homomorpholinyl, 

homothiomorpholinyl, 

homothiomorpholinyl S,S-dioxide, and 
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oxazolidinonyl, 

dihydropyrazolyl 

dihydropyrrolyl 

dihydropyrazinyl 

dihydropyridinyl 

dihydropyrimidinyl 

dihydrofuryl 

dihydropyranyl 

tetrahydrothienyl S-oxide 

tetrahydrothienyl S,S-dioxide 

homothiomorpholinyl S-oxide 

where the Ri^terocycie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-heterocycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 

(1) Ci-Ce alkyl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are as 
defined above, 

(2) C2-C6 alkenyl with one or two double bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -ON, -CF 3 , Q-C 3 alkoxy, and -NRi- a Ri-b where 
Rt_ a and Ri_b are -H or Ci-C 6 alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR^Ri-b where 
R!_ a and Ri- b are -H or Ci-C 6 alkyl, 

(4) -F, CI, -Br or -I, 

(5) Ci-C 6 alkoxy, 

(6) -Ci-C 6 alkoxy optionally substituted with one, two, 

or three of -F, 

(7) -NRn-2Rn-3 where R N . 2 and R N - 3 are as defined 

below, 

(8) -OH, 
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(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 
-ON, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Rj- a and Ri_ b are -H or C r C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S0 2 -NRi- a Ri- b where Ri- a and Ri_ b are as defined 

above, 

(13) -CO-NRi. a Ri-b where R lna and Ri. b are as defined 

above, 

(14) -S0 2 -(Ci-C 4 alkyl), or 

(15) =0, with the proviso that when ni is zero 
Ri-heten>cycie is not bonded to the carbon chain by nitrogen; 

where R2 is: 

(I) -H, 

(II) Ci-C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3? Ci-C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are as defined 
above, 

(III) -(CH 2 )o-4-R2-i where R2-1 is Ri-aryi orRi- he teroaiyi where Ri-aiyi and 
Ri-heteroatyi are as defined above; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi. a Ri-b where R u and R^are - 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri- b where 
Ri. a and Ri_ b are -H or Ci-C 6 alkyl, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri- b are -H or Ci-C 6 
alkyl, or 

(VI) -(CH 2 ) 0 -4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3? C r C 3 alkoxy, and -NRi- a Ri- b where R*- a and Ri_ b are -H or C r C 6 alkyl; 

where R 3 is: 
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(I) -H, 

(II) Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and R t _ b are as defined 
above, 

(III) -(CH 2 )<m-R2-i where R 2 -i is Ri- ary i or Rt-heteroaryi where R Nary i and 
Ri-heteroar/i are as defined above; 

(IV) C 2 -C 6 alkenyl with one or two double bonds, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, and -NRi- a Ri- b where R,- a and Ri- b are -H or Ci-C 6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn-2-, where R N -2 is as defined below; 
where Rn is: 

(I) Rn-i-Xn- where X N is selected from the group consisting of: 

(A) -CO-, 

(B) -SO2-, 

(C) -(CR'R")i-6 where R' and R" are the same or different and 

are-H or C1-C4 alkyl, 

(D) -CO-(CR'R")i-6-X N -i where X N -i is selected from the group 
consisting of -O-, -S- and -NR 1 - and where R' and R" are as defined above, and 

(E) a single bond; 

where R N -i is selected from the group consisting of: 
(A) R N . ary! where R N -aiyi is phenyl, 1-naphthyl, 2-naphthyl, 
tetralinyl, indanyl, dihydronaphthyl or 6,7,8,9-tetrahydro-5H-benzo[a]cycloheptenyl, 
optionally substituted with one, two or three of the following substituents which can 
be the same or different and are: 

(1) Ci-C 6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri. a and Ri_ b are as 
defined above, 
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(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 

(6) -ON, 

(7) -(CH 2 )o-4-CO-NR N -2Rn-3 where R N . 2 and R N - 3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substitutent selected from the group consisting of: 

(i) -OH, and 

(ii) -NH2, 

(c) -C1-C6 alkyl optionally substituted with one 

to three -F, -CI, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) -(C,-C 2 alkyl)-(C3-C7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C 2 -C 6 alkenyl with one or two double 

bonds, 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

one triple bond, 

(j) -Ri^aiyi where Ri^i is as defined above, and 
(k) -Ri.hetet»aryi where Ri-heteroaiyi is as defined 

above, 

(8) -(CH 2 )<w-CO-(C,-Ci 2 alkyl), 

(9) -(CH 2 )(m-C0-(C2-Ci 2 alkenyl with one, two or three 

double bonds), 

(10) -(CH 2 )o-4-CO-(C 2 -Ci2 alkynyl with one, two or 

three triple bonds), 

(11) -(CH 2 )o-4-CO-(C3-C7 cycloalkyl), 

(12) -(CH2)o-4-CO-Ri-aryi where Ri-aryi is as defined 

above, 
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(13) -(CH 2 )o-4-CO-Ri-heteroat7l where Rl-heteroaryl is aS 

defined above, 

(14) -(CH 2 )o-4-CO-Ri-heterocycle where Rl-heterocycle IS as 

defined above, 

(15) -(CH 2 )o-4-CO-R N -4 where R N -4 is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-C 6 alkyl, 

(16) -(CH 2 )o^-CO-0-R N -5 where R N _ 5 is selected from 



the group consisting of: 

above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(a) C r C 6 alkyl, 

(b) -(CH 2 )o-2-( R i-aiyi) where Ri. a ryi is as defined 

(c) C 2 -C 6 alkenyl containing one or two double 

(d) C 2 -C6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, and 

(f) -(CH 2 )o-2-(Rl-heteroaryl) where Rl-heteroaryl IS aS 

(17) -(CH 2 ) 0 ^-SO 2 -NR n . 2 Rn-3 where R N - 2 and R N -3 are 



(18) -(CH 2 ) 0 -4-SO-(Ci-C 8 alkyl), 

(19) -(CH 2 )o^-S0 2 -(C r Ci 2 alkyl), 

(20) -(CH 2 )o-4-SOr(C 3 -C 7 cycloalkyl), 

(21) -(CH 2 ) 0 -4-N(H or R N -s )-CO-0-R N - 5 where R N -5 can 
be the same or different and is as defined above, 

(22) -(CH 2 )<m-N(H or R N _ 5 )-CO-N(R N - 5 )2, where R N . 5 
can be the same or different and is as defined above, 

(23) -(CH 2 )o^N-CS-N(R N -5)2, where R N _ 5 can be the 
same or different and is as defined above, 

(24) -(CH 2 ) 0 ^-N(-H or R N -5)-CO-R N -2 where R N -s and 

R N _ 2 can be the same or different and are as defined above, 
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(25) -(CH2)o-4-NRn-2Rn-3 where Rn-2 and R N -3 can be the 
same or different and are as defined above, 

(26) -(CH 2 )o-4-Rn^ where Rn^ is as defined above, 

(27) -(CH 2 ) 0 -4-O-CO-(Ci-C 6 alkyl), 

5 (28) -(CH 2 )o-4-0-P(0)-(OR N -aryM)2 where R N . aryM is -H 



or C1-C4 alkyl, 



above, 



10 above, 



(29) -(CH 2 )o4-0-CO-N(Rn- 5 )2 where R N - 5 is as defined 

(30) -(CH 2 )o-4-0-CS-N(R N . 5 )2 where R N _ 5 is as defined 

(31) -(CH 2 )o-4-0-(Rn-5)2 where R N -s is as defined above, 

(32) -(CH 2 ) 0 -4-O-( R N - 5 )2-COOH where R N _ 5 is as 



defined above, 



(33) -(CH 2 )o-4-S-( Rn-5)2 where R N . 5 is as defined above, 
1 5 (34) -(CH 2 ) 0 -4-O-(Ci-C 6 alkyl optionally substituted 

with one, two, three, four, or five -F), 

(35) C3-C7 cycloalkyl, 

(36) C 2 -C6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , Q-C 3 

20 alkoxy, or -NRi_ a Ri-b where Ri_ a and R ub are as defined above, 

(37) C2-C6 alkynyl with one or two triple bonds 
optionally substituted with Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 3 
alkoxy, or -NRiJRi-b where Ri- a and Ri_ b are as defined above, 

(38) -(CH 2 )o4-N(-H or R N _ 5 )-S0 2 -R N -2 where R N . 5 and 
25 R N -2 can be the same or different and are as described above, or 

(39) -(CH 2 )o-4- C 3 -C 7 cycloalkyl, 

(B) -RN-heteroaryi where R N -heteroaryi is selected from the group 

consisting of: 

pyridinyl, 

30 pyrimidinyl, 

quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 

578 



pryidazinyl, 

pyrazinyl, 

isoindolyl, 

isoquinolyl, 

quinazolinyl, 

quinoxalinyl, 

phthalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyirolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
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isoindolinyl, 

isobenzotetrahydrofuranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 
5 benzoxazolyl, 

pyridopyridinyl, 
benzotetrahydrofiiranyl, 
benzotetrahydrothienyl, 
purinyl, 

10 benzodioxolyl, 

triazinyl, 
phenoxazinyl, 
phenothiazinyl, 
pteridinyl, 

15 benzothiazolyl, 

imidazopyridinyl, 
imidazothiazolyl, 
dihydrobenzisoxazinyl, 
benzisoxazinyl, 

20 benzoxazinyl, 

dihydrobenzisothiazinyl, 
benzopyranyl, 
benzothiopyranyl, 
coumarinyl, 

25 isocoumarinyl, 

chromonyl, 
chromanonyl, and 
pyridinyl-N-oxide, 
tetrahydroquinolinyl 

30 dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 
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isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide , 

indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 

benzimidazolyl N-oxide, 

pyrrolyl N-oxide, 

oxadiazolyl N-oxide, 

thiadiazolyl N-oxide, 

triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 
where the RN-heteroaiyi group is bonded by any atom of 
the parent R N -heteroaryi group substituted by hydrogen such that the new bond to the R N - 
heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is optionally 
substituted with 6ne, two, three, or four of: 
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(1) Ci-C 6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, - 
OH, -SH, -CsN, -CF 3 , C1-C3 alkoxy, -NRi_ a Ri-b where Ri_ a and Ri. b are as defined 
above, 

5 (2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I 

(5) -CO-OH, 

(6) -C^N, 

1 0 (7) -(CH 2 )o-4-CO-NR N - 2 Rn-3 where R N . 2 and R N - 3 are the 

same or different and are selected from the group consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substitutent selected from the group consisting of: 



15 



to three -F, -CI, -Br, or -I, 



20 



25 



30 



bonds, 

one triple bond, 
above, 

double bonds), 
three triple bonds), 



(i) -OH, and 

(ii) -NH 2 , 

(c) -C1-C6 alkyl optionally substituted with one 

(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)-0-(C,-C 3 alkyl), 

(g) -C 2 -C6 alkenyl with one or two double 

(h) -C 2 -C 6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

(j) -Ri-aryi where Ri^i is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaiyi is as defined 

(8) -(CH 2 ) 0 ^-CO-(Ci-Ci 2 alkyl), 

(9) -(CH2)o-4-CO-(C2-Ci 2 alkenyl with one, two or three 

(10) -(CH 2 )<m-C0-(C 2 -Ci 2 alkynyl with one, two or 
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above, 
5 defined above, 



(11) -(CH 2 )o-4-CO-(C3-C 7 cycloalkyl), 

(12) -(CH 2 )o-4-CO-R]-ary] where Rt_ aryl is as defined 

(13) -(CH 2 )o-4-CO-Rl-heteroaTyI where Rl-heteroaryl is aS 

(14) -(CH2)04-CO-Rl-heterocycle where Rl-heterocycle IS as 

defined above, 

(15) -(CH 2 )o-4-CO-Rn-4 where R N -4 is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 

10 homomorpholinyl, homothiomorpholinyl, homomorpholinyl S-oxide, 

homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Cj-Ce alkyl, 

(16) -(CH 2 )o-4-CO-0-R N -5 where R N _ 5 is selected from 



15 



20 



25 



the group consisting of: 

above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(a) C r C 6 alkyl, 

(b) -(CH 2 ) 0 - 2 -(Ri-aiyi) where Ri-aryiis as defined 

(c) C 2 -C 6 alkenyl containing one or two double 

(d) C 2 -C6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, 

(f) -(CH 2 )o-2-(Rl-hcteiofliyl) where Rl-heteroarylis as 

(17) -(CH 2 )o^-S0 2 -NRn-2Rn-3 where R N -2 and R N -3 are 



30 



(18) -(CH 2 ) 0 -4-SO-(Ci-C 8 alkyl), 

(19) -(CH 2 )o^-S0 2 .(Ci-Ci2 alkyl), 

(20) -(CH 2 ) 0 ^-SO r (C3-C 7 cycloalkyl), 

(21) -(CH 2 )cm-N(H or R N -s )-CO-OR N -5 where R N - 5 can 
be the same or different and is as defined above, 

(22) -(CH 2 ) 0 _4-N(H or R N _ 5 )-CO-N(R N _ 5 ) 2 , where R N -s 
can be the same or different and is as defined above, 
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(23) -(CH 2 )o-4-N-CS-N(Rn- 5 )2> where R N -s can be the 
same or different and is as defined above, 

(24) -(CH 2 )o-4-N(-H or R N _ 5 )-CO-R N -2 where R N . 5 and 
R N _ 2 can be the same or different and are as defined above, 

(25) -(CH 2 )o-4-NR N -2Rn-3 where R N -2 and R N _ 3 can be the 
same or different and are as defined above, 

(26) -(CH 2 )o-4-Rn-4 where R N -4 is as defined above, 

(27) -(CH 2 ) 0 -4-O-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 )o-4-0-P(0)-(OR N .aryi-i)2 where R N -aryi-i is -H 



orCi-C4 alkyl, 

above, 

above, 

defined above, 



(29) -(CH 2 )o-4-0-CO-N(R N - 5 )2 where R N - 5 is as defined 

(30) -(CH 2 ) 0 ^-O-CS-N(R N - 5 )2 where R N _ 5 is as defined 

(31) -(CH 2 ) 0 -4-O-(Rn-5)2 where R N -s is as defined above, 

(32) -(CH 2 ) 0 -4-O-( R N - 5 )2-COOH where R N . 5 is as 



(33) -(CH 2 ) 0 -4-S-( Rn-s)2 where R N -s is as defined above, 

(34) -(CH 2 ) 0 -4-O-(Ci-C 6 alkyl optionally substituted 
with one, two, three, four, or five of: -F), 

(35) C3-C7 cycloalkyl, 

(36) C 2 -C 6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi- a Ri- b where Ri_ a and Ri- b are as defined above, 

(37) Ci-Ce alkynyl with one or two triple bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C^N, -CF 3 , C r C 3 
alkoxy, or -NRi- a Ri-b where Ri_ a and Ri_ b are as defined above, or 

(38) -(CH 2 ) 0 -4-N(-H or Rn-s)-S0 2 -Rn-2 where R N -5 and 
R N . 2 can be the same or different and are as described above, or 

(39) -(CH 2 ) 0 -4- C3-C7 cycloalkyl, 

(C) RN-aryt-W-R N -aryi, where R N -aryi is defined as above, 

(D) RN-aryl-W-RN-heteroaryU where R N . ary iand R N -heteroaryl are as 

defined above, 

(E) R N .aryl-W-R N .l-heterocycle 5 where RN-heterocycle is defined as 
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Ri-heterocycte } is defined above, 

(F) RN-heteroaryl-W-R N -aryU where R N „ ary iand R n -heteroaryl are aS 

defined above, 

(G) RN-heteroaryl-W-RN-heteraaryU where R N -heteroaryl IS aS defined 

5 above, 

(H) RN-heteroaryt-W-RN-l-heterocyde? where RN-l-heterocycIe IS as 

defined as Ri-heterocycie is as defined above, and where RN-heteroaryi is as defined above, 

(I) RN-heterocycie-W-R N -aryi> where R N -heterocycie is as defined as Rl_ 
heterocycie is defined and where Rn-aryi are as defined above, 

1 0 (J) RN-hetero C ycte-W-R N .heteroaryb where R N -heterocyc1e IS as defined as 

Ri -heterocycie as defined above and R N -heteroary] are as defined above, and 

(K) RN-heterocycle-W-RN-l -heterocycie? where RN-heterocycie and RN- 
heteroaryi are as defined above, 

where W is 

15 (16) -(CH 2 ) 0 4- ? 

(17) -0-, 

(18) -S(O) 0 -2-, 

(19) -N(Rn-s)- where Rn_s is as defined above, 

or 

20 (20) -CO-i 

(II) -CO-(C r Cio alkyl) where alkyl is optionally substituted with one, 
two, or three substitutents selected from the group consisting of: 

(A) -OH, 

(B) -Ci-C 6 alkoxy, 

25 (C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-s where R N . 8 is -H, C r C 6 alkyl or -phenyl, 

(E) -CO-NR N -2Rn-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 

(F) -CO-Rn-4 where R N -4 is as defined above, 
30 (G) -S0 2 -(Ci-C 8 alkyl), 

(H) -S0 2 -NR N -2Rn-3 where R N . 2 and R N -3 are the same or 
different and are as defined above, 

© -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 
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(K) -NR N -2Rn-3 where R N -2 and R N -3 are the same or different 
and are as defined above, 

(L) -Rn-4 where R N ^ is as defined above, 
(M)-0-CO-(Ci-C 6 alkyl), 
5 (N) -O-CO-NRn-sRn-s where R N -8 are the same or different and 

are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, or -I), 
10 (Q) -NH-S0 2 -(Ci-C6 alkyl), and 

(R)-F, or -CI 

(Til) -CO-(Ci-C 6 alkyl)-0-(Ci-C 6 alkyl) where alkyl isoptionally 
substituted with one, two, or three substitatents selected from the group consisting of: 
(A) -OH, 

15 (B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N -8 is -H, Ci-C 6 alkyl or -<£, 

(E) -CO-NR N -2Rn-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 

20 (F) -CO-Rn^ where R N -4 is as defined above, 

(G) -S0 2 -(C,-C 8 alkyl), 

(H) -S0 2 -NR N -2Rn-3 where R N . 2 and R N . 3 are the same or 
different and are as defined above, 

(I) -NH-CO-(Ci-C 6 alkyl), 

25 (J) -NH-CO-O-Rn-8 where R N . 8 is as defined above, 

(K) -NR n . 2 Rn-3 where R N - 2 and R N -3 are the same or different 
and are as defined above, 

(L) -Rn-4 where R N ^ is as defined above, 
(M) -0-CO-(Ci-C 6 alkyl), 
30 (N) -0-CO-NR N - 8 Rn-8 where the R N - 8 s are the same or different 

and are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 

(?) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 
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(Q) -NH-S0 2 -(Ci-C 6 alkyl), 
(R)-F,-C1, 

(IV) -CO-(Ci-C 6 alkyl)-S-(Ci-C 6 alkyl) where alkyl is optionally 
substituted with one, two, or three substitutents selected from the group consisting of: 

5 (A) -OH, 

(B) -C r C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N -« is as defined above, 

(E) -CO-NR N -2Rn-3 where Rn-2 and R N -3 are the same or 
1 0 different and are as defined above, 

(F) -CO-Rkm where Rn-4 is as defined above, 

(G) -S0 2 -(Ci-C 8 alkyl), 

(H) -SO2-NRN-2RN-3 where R N -2 and R N -3 are the same or 
different and are as defined above, 

1 5 (I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 

(K) -NR N -2Rn-3 where R N -2 and R N -3 are the same or different 
and are as defined above, 

(L) -Rn-4 where Rn-4 is as defined above, 
20 (M) -0-CO-(Ci-C 6 alkyl), 

(N) -0-CO-NRn-8Rn-8 where R N -« are the same or different and 

are as defined above, 

(O) -0-(C r C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
25 three of: -F, -CI, -Br, -I), 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), 

(R)-F,or-Cl, 

(V) -CO-CH(-(CH2)0-2-O-RN-10)-(CH 2 )0-2-RN-aryl/RN-hete ro aryl), where R N . 

10 is selected from the group consisting of: 
30 (A)-H, 

(B) Ci-C 6 alkyl, 

(C) C3-C7 cycloalkyl, 

(D) C2-C6 alkenyl with one double bond, 
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(E) C 2 -C6 alkynyl with one triple bond, 

(F) Ri- aryi? and 

(G) RN-heteroaryl, 01 

(VI) -CO-(C 3 -C 8 cycloalkyl) where alkyl is optionally substituted with 
one or two substitutents selected from the group consisting of: 

(A) -(CH 2 ) 0 „4-OH, 

(B) -(CH 2 ) 0 _4-Ci-C 6 alkoxy, 

(C) -(CH 2 )o-4-CrC 6 thioalkoxy, 

(D) -(CH 2 ) 0 -4-CO-O-R N -8 where R N -s is -H, Ci-C 6 alkyl or - 

phenyl, 

(E) -(CH 2 ) 0 _ 4 -CO-NR N -2Rn-3 where R N _ 2 and R N . 3 are the same 
or different and are as defined above, 

(F) -(CH 2 ) 0 . 4 -CO-Rn-4 where R N -4 is as defined above, 

(G) -(CH 2 ) 0 _4-SO2-(CrC 8 alkyl), 

(H) -(CH 2 ) 0 _ 4 -SO 2 -NRn-2Rn-3 where R N _ 2 and R N -3 are the same 

or different and are as defined above, 

(I) -(CH 2 )o_ 4 -NH~CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -s is as defined above, 
(K) -(CH 2 ) 0 _ 4 -NRn-2Rn-3 where R N _ 2 and R N -3 are the same or 
different and are as defined above, 

(L) -(CH 2 ) 0 -4-Rn-4 where R N -4 is as defined above, 
(M) -0-CO-(C,-C 6 alkyl), 

(N) -O-CONRn-sRn-8 where R N -8 are the same or different and 

are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C 6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), and 

(R)-F, or -CI, 

where Rc is: 

(I)-Ci-Cio alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
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-SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O-phenyl, -NRi- a Ri-b where Ri- a and R^are as 
defined above, -0C=0 NR]- a Ri-b where Ri. a and Ri_ b are as defined above, -S(=O) 0 - 2 
R u where Ri. a is as defined above, - NRi. a C=0 NRi. a Ri- b where R]. a and Ri. b are as 
defined above, -CO NRuRi-b where Rm and R). b are as defined above, and -S(=0) 2 
NRi-aRi- b where Ri. a and Ri. b are as defined above, 

(II) -(CH 2 )o. 3 -(C 3 -C 8 ) cycloalkyl where cycloalkyl can be optionally 
substituted with one, two or three substituents selected from the group consisting of 
C,-C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C,-C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(C r C 4 alkyl), and -NRi- a Ri-b where Ri. a and Ri. b are as defined above, 

(HI) -(CRc-xRc-y^-Rc-ajyi where Rc- X and Rc- y are 
-H, 

C1-C4 alkyl optionally substituted with one or two -OH„ 
C1-C4 alkoxy optionally substituted with one, two, or three of: 

-F, 

-(CH 2 )o-4-C 3 -C 7 cycloalkyl, 

C2-C6 alkenyl containing one or two double bonds, 

C2-C6 alkynyl contianing one or two triple bonds, 

phenyl-, 

and where Rc- X and Rc- y are taken together with the carbon to which they are 
attached to form a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom selected from the 
group consisting of -0-, -S-, -S0 2 -, and -NR N -2- and Rc-aryl is the same as Rn-aryi; 

(IV) -(CRc-xRc-y^^-Rc+etereMyi where Rc-heteroaryi is the same as R N . 
heteroaryi and Rc- X and Rc- y are as defined above, 

(V) -(CRc-xRc-y)o4-Rc-aryi-Rc-aryi where Rc-aryi, Rc-x and Rc- y are as 

defined above, 

(VI) -(CRc.xRc-y)04-Rc-aryl-Rc-heten)aryl Where Rc-aryl , Rc-heteroaryl, Rc-x and 

Rc-y are as defined above, 

(VII) -(CRc-xRc-y^-^-Rc-heteroaryl-Rc-atyl Where Rc-heteroatyl, Rc-aryl, Rc-x 

and Rc-y are as defined above, 

(Vni) -(CRc- X Rc- y )o-4-Rc-heteroaiyrRc-heteroaorl Where Rc-heteroaiyl, Rc-x and 

Rc-y are as defined above, 

(IX) -(CRc-xRc-y^-Rc-aryi-Rc-heterocycie where Rc-aryl, Rc-x and Rc- y are 

as defined above, and Rc-heterocycie is the same as RN-heterocycie, 
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(X) -(CRc-xRc-y)o^t-Rc-heteroaryl-Rc-heterocycle where Rc -heteroaryl? Rc-heterocycle, 

Rc-x and Rc- y are as defined above, 

(XI) -(CRc-xRc-y)o-4-Rc-heterocyc!e-Rc-aryl where Rc-heterocycle, Rc-aryl, ^C-x 

and Rc-y are as defined above, 

5 (XII) -(CRc-xRc-y)o-4-Rc-heterocycle-Rc-heteroatyl Where Rc-heterocycle, Rc- 

heteroaryi, Rc-x and Rc- y are as defined above, 

(XIII) -(CRc-xRc- y )o-4-Rc -heterocycle~Rc-heterocycle 

Where Rc-heterocycle, Rc-x 

and Rc-y are as defined above, 

(XIV) -(CRc- x Rc- y )o-4-Rc-heterocycie where Rc-heterocycie ? Rc-x and Rc- y are 
10 as defined above, 

(XV) -[C(Rc-i)(Rc-2)]i-3-CO-N-(R C -3)2 where Rc-i and Rc- 2 are the 
same or different and are selected from the group consisting of: 

(A) -H, 

(B) -Ci-C 6 alkyl, optionally substituted with one, two or three 
1 5 substituents selected from the group consisting of Q-C3 alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and -NRi_ a Ri-b where Ri_ a and Ri- b are as 
defined above, 

(C) C2-C 6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

20 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri-b where Ri_ a and Rj-b are as defined above, 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Q-C 6 alkoxy, -O- phenyl, and 

25 -NRi- a Ri-b where Ri_ a and Ri_ b are as defined above, 

(E) -(CH 2 )i. 2 -S(0)o-2-(C 1 -C 6 alkyl), 

(F) -(CH 2 )o-4-C3-C 7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, -NRi_ a Ri-b where Ri_ a and 

30 Ri-b are as defined above, 

(G) -(Ci-C 4 alkyl)-Rc'-aryi where Re-aryi is as defined for R\. ary h 

(H) -(C r C4alkyl)-Rc.heteroaryi where Rc-heteroaryi is as defined 

above, 
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(I) -(C1-C4 alkyl)-Rc-heterocycie where Rc-heterocycie is as defined 

above, 

(J) -Rc-heteroaryi where Rc-heteroaryi is as defined above, 
(K) -Rc-heterocyde where Rc-heterocycie is as defined above, 
(M) -(CH 2 )i4-Rc-4-(CH 2 )o4-Rc'-aryi where Rc-4 is -0-, -S- or 

-NRc-5- where Rc-5 is Ci-Ce alkyl, and where Re-aryi is as defined above, 

(N) -(CH 2 )i-4-Rc-4-(CH 2 )o-4-Rc-heteroaryi where R C -4 and R C - 

heteroaryi are as defined above, and 

(O) -Re-aryi where Rc-aryi is as defined above, 
and where Rc-3 is the same or different and is: 

(A) -H, 

(B) -Ci-C 6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and -NRi- a Ri-b where Ri- a and Ri- b are as 
defined above, 

(C) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C-N, -CF 3 , Cj-C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and Rj. b are as defined above, 

(D) C 2 -C 6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C-N, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri-b where Ri_ a and Ri- b are as defined above, 

(E) -(CH 2 )(m-C 3 -C 7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of Q-C 3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -C=N, -CF 3 , Q-C 6 alkoxy, -O- phenyl, and -NRi. a Ri_ b where Ri_ a 
and Ri-b are as defined above, 

(F) -Rc^-atyi where Rc^aryi is as defined above, 

(G) -Rc-heteroaryi where Rc-heteroaryi is as defined above, 

(H) -Rc^eterocyde where Rc-hetetocycie is as defined above, 

(I) -(C1-C4 alkyl)-Rcv aTy i where Rc-aryi is as defined above, 
(J) -(C1-C4 alkyl)-Rc-heteroaiyi where Rc-hetemryi is as defined 

above, or 
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(K) -(C1-C4 alkyl)-Rc-heterocycie where Rc-heterocycie is as defined 

above, 

(XVI) -CH(Rc-aryi)2 where Rc-aiyi are the same or different and are as 

defined above, 

5 (XVII) -CH(Rc-heteroaryi)2 where Rc-heteroaryi are the same or different and 

are as defined above, 

(XVIII) -CH(R C .aryl)(Rc-heteroaryl) where Rc-aryl and Rc-heteroatyl are as 

defined above, 

(XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or 
1 0 Rc-heteroary! Or Rc-heterocycle where Rc-aryl OT Rc-heteroaryl Or Rc-heterocycle are as defined 

above where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl is optionally 
replaced with NH, NR N - 5 , O, or S(O) 0 -2 , and where cyclopentyl, cyclohexyl, or 
-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
-ON, -CF 3 , Ci-C 6 alkoxy, =0, or -NRi- a Ri-b where R t . a and Ri- b are as defined above, 

15 (XX) C2-Q0 alkenyl containing one or two double bonds optionally 

substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri.b where Ri_ a and Ri- b are as defined above, 

(XXI) C2-C10 alkynyl containing one or two triple bonds optionally 

20 substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3? C r C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and Ri_ b are as defined above, 

(XXI) -(CH 2 )o-rCHRc^-(CH 2 )o-i-Rc-aTyi where Rc-aryi is as defined 
above and Rc-6 is -(CH 2 )o-6-OH, 

25 (XXII) -(CH 2 )o-i-CHRc-6-(CH 2 )o-rRc-heteroaryi where Rc-heteroaryi and Rc-6 

is as defined above, 

POOH) -CH(-Rc-ary1 Or Rc-heteroaryl)-CO-0(Ci-C 4 alkyl) where Rc-aryl 

and Rc-heteroaryi are as defined above, 

(XXIV) -CH(-CH 2 -OH)-CH(-OH)-phenyl-N0 2 , 
30 (XXV) (C r C 6 alkyl)-0-(C r C 6 alkyl)-OH, 

(XXVII) -CH 2 -NH-CH 2 -CH(-0-CH2-CH 3 )2, 

(XXVIII) -H, or 

(XXIX) -(CH 2 )o-6-C(=NRi.a)(NRi. a Ri-b) where R^andRi-tare as 

defined above; 
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or a pharmaceutically acceptable salt thereof. 

146. A method of treatment according to claim 145, wherein the disease is 
Alzheimer's disease. 

5 

147. A method of treatment according to claim 145, wherein the method is helping 
prevent or delay the onset of Alzheimer's disease. 

148. A method of treatment according to claim 145, wherein the disease is mild 
10 cognitive impairment. 

149. A method of treatment according to claim 145, wherein the disease is Down's 
syndrome. 

15 150. A method of treatment according to claim 145, wherein the disease is Hereditary 
Cerebral Hemorrhage with Amyloidosis of the Dutch-Type. 

1 5 1 . A method of treatment according to claim 145, wherein the disease is cerebral 
amyloid angiopathy. 

20 

152. A method of treatment according to claim 145, wherein the disease is 
degenerative dementias. 

153. A method of treatment according to claim 145, wherein the disease is diffuse 
25 Lewy body type of Alzheimer ! s disease. 

154. A method of treatment according to claim 145, wherein the method is treating 
an existing disease. 

30 1 55. A method of treatment according to claim 145, wherein the method is 
preventing a disease from developing. 

156. A method of treatment according to claim 145, wherein the therapeutically 

effective amount for oral administration is from about 0.1 mg/day to about 1,000 
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mg/day; for parenteral, sublingual, intranasal, intrathecal administration is from about 
0.5 to about 100 mg/day; for depo administration and implants is from about 0.5 
mg/day to about 50 mg/day; for topical administration is from about 0.5 mg/day to 
about 200 mg/day; for rectal administration is from about 0.5 mg to about 500 mg. 



157. A method of treatment according to claim 156, wherein the therapeutically 
effective amount for oral administration is from about 1 mg/day to about 100 mg/day 
and for parenteral administration is from about 5 to about 50 mg daily. 

10 158. A method of treatment according to claim 157 where the therapeutically 

effective amount for oral administration is from about 5 mg/day to about 50 mg/day. 

159. A method of treatment according to claim 145 where: 
where Rj is: 
15 -(CH 2 ) 0 -i-(Ri-aiyi) ? or 



5 



-(CH 2 ) n r(Ri-heteroaryi) 



where Rn is: 



20 



R n _i-Xn,- where X N is selected from the group consisting of: 
-CO-, and 
-S0 2 -, 



where R N -i is selected from the group consisting of: 
-Rn-aryi, and 

"RN-heteroaryb 



-CO-CH(-(CH 2 )0-2-O-RN-10)-(CH2)0-2-RN-aryl/RN-heteroaryl) ? and 



25 



where Rc is: 



30 



-Ci-C 8 alkyl, 

-(CH 2 )o-3-(C 3 -C 7 ) cycloalkyl, 

-(CRc- x Rc-y)(M-Rc-aryU 
-(CRc-xRc-y)o^-Rc-heteroaryl, 
-(CRc-xRc-y)o-4-Rc-heterocyclej Or 

-cyclopentyl or -cyclohexyl ring fused to Rc-aryi or Rc-heteroaryi or Rc- 



heterocycle. 



160. A method of treatment according to claim 159 where: 
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where Ri is: 

-(CH 2 )-(Ri-aryl), 01 
-(CH 2 )-(Rl-heteroaryl); 

where R2 is -H; 
where R3 is -H; 
where Rn is: 

Rn-i-Xn- where Xn is: 

-co-, 

where R N -i is selected from the group consisting of: 
-RN-aryb and 

"RN-heteroaryl? 

where Rc is: 

-(CH 2 )o-3-(C3-C 7 ) cycloalkyl, 

-(CRc- x Rc-y)o-4-Rc-aryl? 
-(CRc-xRc-y)o-4-Rc-heteroaryI, 
-(CRc-xRc-y)o-4 _ Rc-heterocycle? Or 

-cyclopentyl or -cyclohexyl ring fused to a Rc-aryi or Rc-heteroaryi or Rc- 

heterocycle. 

1 6 1 . A method of treatment according to claim 1 60 where Rc is: 

-(CRc- x Rc-y)<M-Rc-aryU 
-(CRc- X Rc-y)o-4-Rc-heteroaryl, Or 

-cyclopentyl or -cyclohexyl ring fused to a Rc- a ryi ° r Rc-heteroaryi or Rc- 

heterocycle. 

162. A method of treatment according to claim 145 where Ri is: 

-(CH 2 )-(Ri-aryi) where Ri_ a ryi is phenyl. 

163. A method of treatment according to claim 162 where Ri is: 

-(CH 2 )-(Ri^ryO where Ri-aryi is phenyl substituted with two -F. 

164. A method of treatment according to claim 163 where the -F substitution is 3,5- 
difluorobenzyl. 
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165. A method of treatment according to claim 145 where R 2 is -H. 

166. A method of treatment according to claim 145 where R 3 is -H. 

5 167. A method of treatment according to claim 145 where R N is 

R N -i-X N - where X N is -CO-, where R N -i is R N -aryi where R N -aryi is phenyl 
substituted with one -CO-NR n . 2 Rn-3 where the substitution on phenyl is 1,3-. 

168. A method of treatment according to claim 167 where R N -2 and R N -3 are the same 
10 and are C3 alkyl. 

169. A method of treatment according to claim 145 where R N is 

Rn-i-Xn- where X N is-CO-, where R N -i is R N -aryi where R N -aryi is phenyl 
substituted with one d alkyl and with one -CO-NR N -2Rn-3 where the substitution on 
15 the phenyl is 1,3,5-. 

170. A method of treatment according to claim 169 where R N . 2 and R N _ 3 are the same 
and are C3 alkyl. 

20 171 . A method of treatment according to claim 145 where R N is 

Rn-i-Xn- where Xn is -CO-, where Rn-i is RN-heteroaryi where RN-heteroaryi is 
substituted with one -CO-NRn-2Rn-3. 

172. A method of treatment according to claim 171 where R N -2 and R N -3 are the same 
25 and are -C3 alkyl. 

173. A method of treatment according to claim 145 where Rc is: 

-(CRc-xRc- y )o^-Rc-ary! where Rc-aryi is phenyl, 

-(CRc- x Rc-y)o^-Rc-heteroaryb OX 

30 -cyclopentyl or -cyclohexyl ring fused to a Rc-aryi or Rc-heteroaryt or Rc-heteiocycie* 

174. A method of treatment according to claim 173 where Rc is: 

-(CRc-xRc. y )o-4-Rc-aryi where Rc-aryiis phenyl. 
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175. A method of treatment according to claim 174 where phenyl is substituted in the 
3-position or 3,5-positions. 

176. A method of treatment according to claim 173 where Rc is: 

-(CH2)-Rc-heteroaryi- 

177. A method of treatment according to claim 173 where Rc is: 

-(CH2)-Rc-heterocycie. 

178. A method of treatment according to claim 173 where Rc is: 

-cyclohexyl ring fused to a phenyl ring. 

179. A method of treatment according to claim 145 where the pharmaceutically 
acceptable salt is selected from the group consisting of salts of the following acids 
acetic, aspartic, benzenesulfonic, benzoic, bicarbonic, bisulfuric, bitartaric, butyric, 
calcium edetate, camsylic, carbonic, chlorobenzoic, citric, edetic, edisylic, estolic, 
esyl, esylic, formic, fumaric, gluceptic, gluconic, glutamic, glycollylarsanilic, 
hexamic, hexylresorcinoic, hydrabamic, hydrobromic, hydrochloric, hydroiodic, 
hydroxynaphthoic, isethionic, lactic, lactobionic, maleic, malic, malonic, mandelic, 
methanesulfonic, methylnitric, methylsulfuric, mucic, muconic, napsylic, nitric, 
oxalic, p-nitromethanesulfonic, pamoic, pantothenic, phosphoric, monohydrogen 
phosphoric, dihydrogen phosphoric, phthalic, polygalactouronic, propionic, salicylic, 
stearic, succinic, succinic, sulfamic, sulfanilic, sulfonic, sulfuric, tannic, tartaric, 
teoclic and toluenesulfonic. 

1 80. A method of treatment according to claim 145 where the substituted amine (X) 
is selected from the group consisting of: 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-5^ 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(2-furylmethyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^tClS^RJ-l-benzyl^-CethylaminoJ^-hydroxypropyll-N^N 3 - 

dipropylisophthalamide, 
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N 1 ^(lS,2R)-l-benzyl-3<benzylamino)-2-hydroxypropyl]-N 3 ,N - 
dipropylisophthalamide, 

N^tClS^^-l-benzyl^-hydroxy-S-CisopropylaminoJpropylj-N 3 ^ 3 - 
dipropylisophthalamide, 
5 N 1 ^(lS,2R)4-benzyl-2-hydroxy-3<4-toluidino)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 

N I -((lS ? 2R)-l-benzyl-2-hydroxy-3-{[2-(4- 
methoxyphenyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 5 2R)-l-benzyl-2-hydroxy-3^(3-methoxybenzyl)amino]propyl}-N 3 ,N^ 
1 0 dipropylisophthalamide, 

ethyl { [(3 S)-3 -( { 3 - [(dipropylamino)carbonyl]benzoy 1} amino)-2-hydroxy-4- 
phenylbutyl]amino} (phenyl)acetate, 

N 1 <(lS)-l-benzyl-2-hydroxy-3-{[(lS)-2-hyckoxy-l-(hydroxym 
nitrophenyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide ? 
1 5 N 1 - {( 1 S,2R)-1 -benzyl-3-[(2-chlorobenzyl)amino]-2-hydroxypropyl} -N 3 ,N 3 - 

dipropylisophthalamide, 

N i -{(lS ? 2R)4-benzyl-34(4-chlorobenzyl)amino]-2-hydroxypropyl}-^^ 
dipropylisophthalamide, 

N I -((lS ? 2R)-l-benzyl-2-hydroxy-3-{[2-(2- 
20 hydroxyethoxy)ethyl]amino}propyl)-N 3 5 N 3 -dipropylisophthalamide ? 

N 1 -[(lS 5 2R)-l-ben2yl-3-(2 5 3-dihydro-lH-inden-l-ylamino)-2-hydroxypropy^^ 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-34(2-hydroxypropyl)amino]propyl}-N 3 ? N 3 - 
dipropylisophthalamide, 
25 N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(tetrahydro-2- 
furanylmethyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-beiizyl-34(2 ? 2-diethoxyethyl)amino]-2-hydroxypropyl}-N^ 
dipropylisophthalamide, 

N^tClS^Ri-l-benzyl-S-CbutylaminoJ^-hydroxypropylJ-N 3 ^ 3 - 
3 0 dipropylisophthalamide, 

N j -[(1 S,2R)-1 -benzyl-3-(cyclohexylamino)-2-hydroxypropyl]-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 - [(2-pyridinylmethyl)amino]propyl} - 
N 3 ,N 3 -dipropylisophthalamide, 
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N 1 - {( 1 S,2R)-3-[(2-aminobenzyl)amino]- 1 -benzyl-2-hydroxypropyl} -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {(1 S ? 2R)-l-ben2yl-2-hydroxy-3-[(3-pyridinylmethyl)am 
N 3 ,N 3 -dipropylisophthalamide ? 
5 N 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3 - { [2-( 1 -pyrrolidiny l)ethyl] amino } propyl)- 

N 3 ? N 3 -dipropylisophthalamide ? 

N 1 - {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(2-hydroxy-2- 
phenylethyl)amino]propyl}-N 3 ? N 3 -dipropylisophthalamide ? 
NM(lS,2R)4-benzyl-3-[(3-butox^^ 
1 0 dipropylisophthalamide, 

N l - {(1 S ? 2R)-1 -benzyl-2-hydroxy-3-[(3-isopropoxypropyl)amino]propyl} - 
N 3 ,N 3 -dipropylisophthalamide, 

N ! -[(l S,2R)-1 -benzyl-2-hydroxy-3-(isopentylamino)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 
15 N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-phenylpropyl)amino]propyl} -N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-methoxyethyl)amino]propyl}-N 3 ? N 3 - 
dipropylisophthalamide, 

N 1 -{(lS ? 2R)-l-benzyl-2-hydroxy-3-[(2-phenoxyethyl)amino]propyl}-N 3 ,N 3 - 
20 dipropylisophthalamide, 

N 1 -{(lS 5 2R)4-benzyl-2-hydroxy-3-[(2-propoxyethyl)amino]propyl}-N 3 ,^ 
dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-3-[(3^Kte^ 
N 3 ,N 3 -dipropylisophthalamide J 
25 N 1 -{(lS 5 2R)-l-benzyl-2-hydroxy-3-[(4-phenylbutyl)amino]propyl}-^^ 
dipropylisophthalamide, 

N 1 - {(1 S,2R)4 -benzyl-2-hy^ 
dipropylisophthalamide, 

S)-l -benzyl-2-hydroxy-3-[(4-nitrobenzyl)amino]propyl}-N 3 3 N 3 - 
30 dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-3 -[(3-chlorobenzyl)amino]-2-hydroxypropyl} -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -(( 1 S,2R)-1 -benzyl-3- { [2-(4-chlorophenyl)ethyl]amino } -2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -((lS 5 2R)4-benzyl-2-hydroxy-3-{[2^2-pyridmyl)e%l]amino}propyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4-pyridinylmethyl)amino]propyl} - 
N 3 ,N 3 -dipropylisophthalamide, 
5 N I -((lS > 2R)-l-benzyl-2-hydroxy-3-{[2-(l-methyl-2- 

pyrrolidinyl)ethyl]amino}propyl)-N 3 ? N 3 -dipropylisophthalamide ? 

N 1 -{(lS,2R)-l-benzyl-3-[(2,3-dime%ibenzyl)amino]-2-hydroxypropy^ 
N 3 ,N 3 -dipropy lisophthalamide, 

N 1 -(( 1 S ,2R)- 1 -benzyl-2-hydroxy-3- { [2- 
1 0 (trifluoromethoxy)benzyl] amino } propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS ? 2R)4-beiizyl-3-[(2-chloro-6-phenoxybenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[4- 
(trifluoromethyl)ben2yl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 - {(1 S,2R)-1 -benzyl-3 -[(2 ? 3-dichlorobenzyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 5 2R)-l-benzyl-3-[(3,5-dicWorobenzyl)amino]-2-hydroxypropyl}- 
N 3 ,N 3 -dipropylisophthalamide, 

N ! -{(1 S,2R)-1 -benzyl-3-[(3,5-difluorobenzyl)amino]-2-hydroxypropyl}- 
20 N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -benzyl-2-hydroxy-3- {[4- 
(trifluoromethoxy)benzyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamid 

N 1 -[(lS,2R)-3-({2-[4-(aminosulfonyl)phenyl]ethyl}amino)-l-benzyl-2- 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 -{(lS,2R)-l-benzyl-2-hyckoxy-3-[(4-methoxybenzyl)amino]propyl}-^^ 
dipropylisophthalamide, 

N 1 -{(lS,2R)4-benzyl-2-hydroxy-3-[(4-methylbenzyl)amino]propyl}-N 3 ,N 3 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3^ 
30 N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[3-(trifluoromethoxy)benzyl]amino} 
propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-3-[(3,5-dimethoxybenzyl)amino]-2-hydroxypropyl}- 
N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -{(lS,2R)4-benzyl-3-[(2 ) 4-dimethoxybenzyl)amino]-2-hydrox^ 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 5 2R)-l-benzyl-3-[([14 , -biphenyl]-3-ylmethyl)amino] 
hydroxypropyl}-N 3 ,N 3 -dipropylisophthalamide, 
5 N i -{(lS ? 2R)-l-benzyl-3-[(3 ? 4-dichlorobenzyl)amino]-2-hydro^ 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-3-[(2-fluorobenzyl)amino]-2-hydroxypropyl}-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 K(lS 5 2R)4-benzyl-2-hydroxy-3-{[3-(trifluorome%l)benzyl]amino} 
1 0 propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -{(lS ? 2R)-l-benzyl-2-hydroxy-3-[(2-methylbenzyl)amino]propyl^ 

dipropylisophthalamide, 

N l K(lS ? 2R)4-benzyl-2-hydroxy-3-{[(lR)-l-phenylethyl]amino}propyl)- 

N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -((lS,2R)4-benzyl-2-hydroxy-3-{[(lS)-l-phenyle%l]amino}propy^ 
N 3 ,N 3 -dipropyUsophthalamide, 

N^(lS,2R)-14)enzyl-3-{[3,5-bis(^^ 
hydroxypropyO-^^-dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -benzyl-2-hydroxy-3- {[2-(trifluoromethyl)ben2yl]amino} 
20 propyl)-N 3 ,N 3 -dipropylisophthalamide ? 

N^aiS^RJ-l-benzyl^-hydroxy-S^tClS^l-Cl- 
naphthyl)e%l]amino}propyl)-N 3 JS[ 3 -dipropylisophtfialamide ? 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[(lR)-l-(l" 
naphthyl)ethyl]amino}propyl)-N 3 5 N 3 -dipropylisophthalamide, 
25 N 1 -{(lS,2R)-l-ben2yl-2-hydroxy-3-[(4-hydroxy-3- 

methoxybenzyOammoJpropyll-^^-dipropylisophthalamide, 

N i -{(lS,2R)4-benzyl-34(3,4-dihydroxybenzyl)amino]-2-^^ 
N 3 s N 3 -dipropylisophfhalamide, 

N 1 - {(1 S)-l -benzyl-2-hydroxy-3-[(3-methoxypropyl)amino]propyl} -N 3 ,N 3 - 
30 dipropylisophthalamide, 

N^CClS^RJ-l-benzyl^hydroxy^-ftClS)^^^-!- 
methylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide 5 

N l -((1 S,2R)-1 -benzyl-2-hydroxy-3- {[(1 R)-2-hydroxy-l - 
methylethyllaminolpropyO-^^-dipropylisophthalamide, 
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N i -[(lS 5 2R)-l-benzyl-2-hydroxy-3K2-propynylamino)propyl]-N 3 5 N 3 - 
dipropylisophthalamide, 

N 1 K(lS,2R)4-benzyl-3-{[2<2-fluorophenyl)ethyl]amino}-2-hydroxyp^^ 
N 3 ,N 3 -dipropylisophthalamide 5 
5 N^(lS,2R)-l-benzyl-3-{[2-^ 
N 3 ,N 3 -dipropylisophthalamide, 

N ! -(( 1 S,2R)- 1 -benzyl-3- { [2-(4-fluorophenyl)ethyl] amino } -2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-3- {[2-(4-bromophenyl)ethyl]amino} -2-hydroxypropyl)- 
1 0 N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS)-l-benzyl-2-hydroxy-3-{[2-(3-methoxyphenyl)ethyl]amino}propyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS ? 2R)-l-benzyl-3-{[2-(2,4-dichlorophenyl)ethyl]amino}-2- 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 <(lS,2R)-l-benzyl-3-{[2-(3-chlorophenyl)efhyl]amino}-2-hydroxyprop^^^ 
N 3 ? N 3 -dipropylisophthalamide ? 

N 1 -((lS)-l-benzyl-3-{[2-(2,5-dimethoxyphenyl)ethyl]amino}-2- 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N I -((lS ? 2R)-l-benzyl-2-hydroxy-3-{[2-(4-methylphenyl)e1hyl]ammo}pro 
20 N 3 ^-dipropylisophthalamide, 

N 1 K(lS 5 2R)4-benzyl-3-{[(lR)4-benzyl-2-hydroxyethyl]amino}-2^ 
hydroxypropyl)-N 3 ,N 3 -dipropylisophfhalamide, 

N^CClS^RJ-l-benzyl^-hydroxy-S-ltS^- 
morpholinyl)propyl]amino}propyl)-N 3 ? N 3 -dipropylisophtiialamide 5 
25 N I -[(lS 5 2R)-l-benzyl-2-hydroxy-3-(isobutylamino)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 

N l -((1 S,2R)-1 -benzyl-2-hydroxy-3- {[2-(4-morpholinyl)ethyl]amino}propyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-hydroxybutyl)amino]propyl}-N 3 ,^^ 
30 dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- { [2-(2-thienyl)efhyl]amino}propyl)-N 3 5 N 3 - 
dipropylisophthalamide, 

N i -{(lS,2R)-l-benzyl-2-hydroxy-3-[(4-hydroxybutyl)amino]propyl}-N 3 ? N 3 - 

dipropylisophthalamide, 
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N'-((lS,2R)-l-benzyl-2-hydroxy-3-{[(lS)-2-hydroxy-l- 
phenylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS ) 2R)-l-benzyl-3-[(2,4-dichlorobenzyl)amino]-2-hydroxypropyl}- 

N 3 ,N 3 -dipropylisophthalamide, 
5 N'-((l S,2R)-l-benzyl-2-hydroxy-3-{[(lR)-2-hydroxy-l - 

phenylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N , -{(lS,2R)-l-benzyl-3-[(4-tert-butylbenzyl)amino]-2-hydroxypropyl}- 

N 3 ,N 3 - dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(l-phenylethyl)amino]propyl}-N 3 ,N 3 - 

10 dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[(lR,2S)-2-hydroxy-2,3-dihydro-lH- 

inden-l-yl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)4-ber^yl-34(3,4-dimethylbenzyl)arnino]-2-hydroxypropyl}- 

N 3 ,N 3 - dipropylisophthalamide, 
15 N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[2-(isobutylamino)-l- 
methyl-2-oxoethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2-(isobutylamino)-l 
methyl-2-oxoe1hyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2-(isobutylamino)-l 
20 methyl-2-oxoe1hyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 K(lS^R)4<3,5-difluoroberizyl)-2-hydroxy-3-{[2<isobu1ylarnino)-l,l- 

dimemyl-2H>xoethyl]arruno}propyl)-^ 

N 1 -((lS,2R)4-(3,5^ifluorobenzyl)-2-hydroxy-3-{[2-(isobutylammo)-2- 

oxoe%l]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

25 N'-[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({(lS)-l- 

3 3 

[(isobutylamino)carbonyl]propyl}amino)propyl]-5-methyl-N ,N - 

dipropylisophthalamide, 

N^Kl S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-( {(1 R)-l - 

3 3 

[(isobutylamino)carbonyl]propyl}amino)propyl]-5-methyl-N ,N - 

30 dipropylisophthalamide, 

N 1 4(lS 5 2R)-3-(benzylamino)4K3,5-difluorobenzyl)-2-hydm^ 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^KlS^RJ^^S^-difluorobenzyO-S-CethylaminoJ^-hydroxypropylj-S^ 

methyl-N 3 ,N 3 -dipropylisophthalamide, 
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PATENT 



N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isobutylamino)propyl]-5- 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-CClS^^-l-CS^-difluorobenzyO^-hydroxy-S-lfS-Cisobutylamino)-!- 
methyl-3-oxopropyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalainide, 
5 N 1 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3 - { [4-(dimethylamino)benzyl]amino } -2- 

hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(l S,2R)-3- {[(1 S)-l -benzyl-2-(isobutylamino)-2-oxoethyl]amino}-l-(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -[(l S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-( {( 1 S)- 1 - 
10 [(isobutylamino)carbonyl]-2-methylpropyl}amino)propyl]-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N'KClS^^KS.S-difluorobenzyO-S-tP-Cdimethylam^ethy^amino}^- 

hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

NM(lS;2R)-H3>difluorobenzyl)-24iydroxy-34(3- 
15 pyridinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N'-[(l S,2R)-3-{[(l S)-l-[(benzyloxy)methyl]-2-(isobutylamino)-2- 
oxoethyl]amino}-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N'^ClS^-l-CS^-difluorobenzy^^-hydroxy-S-tCl-methyl-l- 
20 phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N'-KlS^RJ-l-CS^-difluorobenzylJ-l-hydroxy-S-CiClR)-!- 
[(isobutylamino)carbonyl]-2-methylpropyl}amino)propyl]-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N'-KlS^RJ-l-CS^-difluorobenzyl^-hydroxy-SKiClS)-!- 
25 [(isobutylamino)carbonyl]butyl}amino)propyl]-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lS)-l-(hydroxymethyl)-2- 

(isobutylamino)-2^xoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
30 phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[(lS)-2-(benzylamino)-l-methyl-2-oxoethyl]amino}-l-(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-me%l-N 3 ,N 3 ^ipropylisophlJialamide, 

N'-aiS^RJ-l-CS.S-difluorobenzylH-hydroxy-S-IKlS)-!- 
phenylpropyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N ! ^(lS£R)-H3,5^ifluorobe^ 
oxoethyl]amino}-2-hydroxypropy^ 

N 1 -((lS,2R)4<3 > 5-difluorobenzyl)-2-hydroxy-3-{[(lS)-2<isobutyh^ 
oxo-l-phenyIethyl]amino}propyl)-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
5 N ! -[( 1 S ,2R)- 1 -(3 } 5-difluorobenzyl)-2-hydroxy-3 -(isopentylamino)propyl]-5 - 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S ,2R)-3 -(cyclohexylamino)- 1 -(3 ,5-difluorobenzyl)-2-hydroxypropyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N^[(l S,2R)-3-(butyIamino)- l-(3,5-difluorobenzyl)-2-hydroxypropy]]-5- 
1 0 methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 «{(lS,2R)-l-(3 > 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxypropyl)amino]propyl}-5-m 

N 1 "{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2-hydroxy-2- 
phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 
15 N^(lS,2R)4^3,5-^muoiobenzyl)-3-{[(3R,5S)-3,5- 

dimethoxycyclohexyljamino } -2-hydroxypropyl)-5 -methy 1-N 3 ,N 3 - 
dipropylisophthalamide, 

dimethyl (lR ? 3S)-5-{[(2R ? 3S)-4-(3,5-difluorophenyl)-3-({3- 
[(dipropylamino)carbonyl]-5-methylbenzoyl} amino)-2-hydroxybutyl]amino} -1,3- 
20 cyclohexanedicarboxylate, 

(lR ) 3S)-5-{[(2R3S)-4-(3 J 5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}*l ,3-cyclohexanedicarboxylic acid, 

N^aiS^-l-CS^-difluorobenzyO^-hydroxy-S-itClR)-!- 
phenylpropylJaminoJpropylJ-S-methyl-^^-dipropylisophthalamide, 
25 N 1 -[(lS ? 2R)-3-[(3-chlorobeiizyl)amino]-l-(3,5-difluorobeiizyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)aiiiino3propyl}-3-[(2-propylpentyl)sulfonyl]benzamide, 

^-[(1 S,2R>3-[([U '-biph^^ 
3 0 hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 «{(lS J 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzylJaminolpropylJ-S-methyl-^^-dipropylisophthalamide, 

N^IClS^-l^S^-difluorobenzyl^-hydroxy-S-KS- 
methylbenzyl)amino]propyl}-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
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N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
pheny]propyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l,3-thiazol-5- 
ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N l -{(lS,2R)-l-(3,5-difluorobenzyI)-2-hydroxy-3-[(2- 

thienylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(5-methoxy-l,2,3,4- 
tetrahydro- 1 -naphthalenyl)amino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
10 pyrazinylmethyl)amino]propyl}-5-methyl-N ,N -dipropylisophthalamide, 

N^(lS;ZRH-(3 ? 5Klifluo^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 - {( 1 S,2R)-3-[(l ? 3-benzodioxol-5-ylmethyl)amino]- 1 -benzyl-2- 
hydroxypropyl}-N 3 ,N 3 -dipropylisophthalamide, 
15 NM(lS;2R)4<3 ? 5-difluorote 

hydroxypropyll-S-methyl-^^-dipropylisophthalamide, 

N^(lS,2RH-(3>difluorobe^ 
(trifluoromethyl)benzyl]amino}propyl)-5-methyl-N 3 ? N 3 

^-{(lS^RH-^^difluorober^^ 
20 te1rahydro4-naphthalenyl)amino^ 

N l -((lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3- 
(trifluoromethoxy)benzyy 

N 1 - {( 1 S,2R)- 1 -(3 5 5-difluorobenzyl)-3-[(3-fluoroben2yl)amino] -2- 
hydroxypropyl}-5-methyl«N 3 ,N 3 -dipropylisophthalamide, 
25 N^(lS;2R)-H3>difluorobe^^^ 
isopropoxybenzyl)amino]propyl}-5-m^ 

^-[(1 S ? 2R)-3-[(3-bromobenzyl)amino]- 1 -(3 5 5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^^lS^RJ-l^^-difluorobenzyO^-hydroxy^-IKS-methyl^" 
30 fmyl)methyl]amino}prop 

N I -{(lS,2R)4-(3 ? 5Hiifluoroben2yl)-2-hydroxy-3-[(5-methoxy-l,^ 
tetrahydro-1 -naphthalenyl)amino]propyl} -5-methyl-N 3 5 N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R>l-(3,5-difluorobenzyl)-2-hydroxy-3-[(5-methoxy-l,23 
tetrahydro-l-naphthalenyl)amino]pro^^ 



13615.25USU4 



PATENT 



N^KlS^R^l-CS^-difluorobenzyO-l-hydroxy-S^l^^^-tetrahydro-l- 
naphthalenylamino)propyl]-N 3 5 N 3 -dipropylisophthalamide, 

N 1 -[(1 S 5 2R)-3-(benzylamino)-l -(3,5-difluoroben2yl)-2-hydroxypropyl]"5- 
methoxy-N 3 ,N 3 -dipropylisophthalamide 5 
5 N 1 -[( 1 S,2R)-3 -(benzylamino)- 1 -(3 ,5-difluorobenzyl)-2-hydroxypropyl] - 

N 3 ,N 3 -dipropylisophthalamide ? 

N l -[(lS,2R)-3-(benzyIamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
chloro-N 3 5 N 3 -dipropylisophthalamide ? 

N 3 -[(lS 3 2R)-3-(benzylamino)-l-(3 ? 5-difluorobenzyl)-2-hydroxypropyl]- 
1 0 N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide ? 

N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxyprop 
fluoro-N 3 ) N 3 -dipropylisophthalamide, 

N 2 -[(l S,2R)-3-(benzylam^ 
N 5 ,N 5 -dipropyl-2,5-thiophenedicarboxamide, 
15 N 4 -[(lS ? 2R)-3-(benzylamino)-l<3 ? 5-difluorobenzyl)-2-hyd 
N 2 J N 2 -dipropyl-2,4-pyridinedicarboxamide, 

N 4 -[( 1 S,2R)-3-(benzylamino)-l -(3,5-difluorobenzyl)-2-hydroxypropyI]- 
N^N^ipropyl^e- pyrimidinedicarboxamide s 

N-[(lS,2R)-3-(benzylam^^ 
20 morpholinylcarbonyI)benzamide, 

N 1 -{(lS,2R>l-benzyl-2-hydroxy-34(3-methylbenzyl)amino]propy 
dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3 ) 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzy^aminolpropylJ-^^-dipropylpentanediamide, 
25 N4(lS£R)-3-{[(lRH-[(ben^ 

oxoethyl]amino} - 1 -(3 ,5-difluorobenzyl)-2«hydroxypropyl3-5-methyl-N 3 ? N 3 - 
dipropylisopMialamide, 

N^(lS,2RM-(3,5-difluoroben^ 
(isobutylamino)-2-oxoethyl]amino}pro^^ 
30 N4(lS;2RH4)enzyl-2-hy<to^ 
dipropylisophthalamide, 

N 1 -[(lS)-3<{2-[4-(aminosulfonyl)phenyl]e%l}amino)-l-be^ 
hydroxypropylJ-^^-dipropylisophthalamide, 
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N^IClS^^-l-CS^-difluorobenzyO-Z-hydroxy-S-tCl^-thiazol-S- 
ylmethyl)amino]propyl} -N 5 ,N 5 -dipropyl-3 ? 5-pyridinedicarboxamide s 

3-benzoyl-N-{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } benzamide, 
5 N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } [ 1 , 1 '-biphenylJ-3-carboxamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l<3,5-difluorobenzyl)-2-hydro^ 
methoxyethyl)-N 3 -propylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
10 methoxybenzyl)amino]propyl}-3-ethoxybenzamide ;) 

N-{(lS s 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-naphthamide 5 

NM(lS,2RH-(3 ? 5-difluorobei^ 
naphthalenylamino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N4(lR)-3-{[3,54)is(trifluoro^ 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N i <(lS ? 2R)4-benzyl-3«{[2-fluoro-5-(trifluoromethyl)benz^^ 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS,2R)-l-benzyl-3-[(2,3-difluorobenzyl)amino]-2-hydroxypropyl}- 
20 N 3 ? N 3 -dipropylisophthalamide, 

N i -((lS,2R)-l-benzyl-3-{[3-fluoro-4-(trifluoromethyl)benzyl]am 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-3-[(2 5 5-difluorobenzyl)amino]-2-hydroxypropyl} 
N 3 ,N 3 -dipropylisophthaIamide, 
25 ^-((lS^RH^enzyl-S-IP-fl^^^ 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide y 

N 1 -{(lS ? 2R)-l-benzyl-3-[(3 J 4«di£luorobenzyl)amino]-2-hydroxypropyl}- 
N ,N -dipropylisophthalamide, 

N 1 -((l S ,2R)- 1 -benzyl-3 - { [4-fluoro-3-(trifluoromethyl)benzyI]amino} -2- 
30 hydroxypropyl)~N 3 ,N 3 -dipropylisophthalamide, 

N l -((lS 5 2R)-l"benzyl-3-{[2-chloro-5<trifluoromethyl)benzyl] 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS;2R)-14)enzyl-3-{[4-chto^^ 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 



13615.25USU4 



PATENT 



N 1 -[(I S 5 2R)- 1 -benzyl-3-(2,3-dihydro- 1 H-mden-2-ylamino)-2-hydroxypropyl]- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS)-l-benzyl-2-hydroxy-3-[(3-nitrobenzy])amino]propyl}-N 3 ,N 3 - 
dipropylisophthalamide, 
5 N l -((lS ) 2R)-l-benzyl-3-{[3-(difluoromethoxy)benzyl]amino}-2- 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS 5 2R)-l-benzyl-3-[(3-ethoxybenzyl)amino]-2-hydroxyprop^ 
dipropylisophthalamide, 

N^CtlS^-l-benzyl^-hydroxy^-jtCS-methyl^- 
10 pyrazinyl)methyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -beiizyl-3-[(3-bromo-4-fluorobeTizyl)amino]-2-hydroxypropyl} - 
N 3 ,N 3 -dipropylisophthalamide, 

NM(lS,2R)-l-(3>difluorobenzyl)-3-^^ 
hydroxypropyl}-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
15 N l -{(lS ? 2R)-l-(3 ; 5-difluorobenzyl)-3-[(3-ethoxybenzyl)ammo] 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -{(lS,2R)-l-(3 > 5-difluorobenzyl)-2-hydroxy-3-[(2- 
phenoxyethylJaminoJpropylJ-S-methyl-^^-dipropylisophthalamide, 

N^fClS^RJ-l^^-difluorobenzyO^-hydroxy^-^- 
20 isobutoxybenzyl)amino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 

N ] -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy^3- {[(4-methyH ,3-thiazol-2- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N ! -[(l S,2R)-3-(benzylamino)-l -(3 } 5-difluoroben2yl)-2-hydroxypropyl]-N 3 - 
methyl-N 3 -propylisophthalamide ? 
25 N 2 -[(l S,2R)-3-(benzylamino)-l -(3,5-difluorobeti2yl)-2-hydroxypropyl]- 

^^-dipropyl^^-furandicarboxamide, 

N 3 -((lS,2R)-l-(3,5-difluoroben^ 
(trifluoromethyl)benzyl]amin^^ 

N 3 -{(lS;2R)-l-(3>difluorobe^ 
30 phenylethyl)amino]propyl}-N 5 ,N 5 -dipropyl-3 3 5-pyridinedicarboxamide, 

N^KIS^R)^ -amino- 1 -(3 5 5-difluorobenzyl)-2-hydroxypropyl] -5 -methyl- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3 ) 5-difluorobenzyl)-3-[(l 5 2-diphenylethyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 - {( 1 S,2R)- 1 -(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(7-methoxy- 1 ,2,3 ,4- 
tetrahydro-l-naphthalenyl)amino]propyl}-5-^ 
isomer A, 

N^fflS^^-l^S^-difluorobenzyO^-hydroxy^-tCT-methoxy-l^^^- 
5 tetrahydro- 1 -naphthalenyl)amino]propyl } -5-methyl-N 3 ? N 3 -dipropylisophthalamide, 
isomer B, 

N- {( 1 S 5 2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -3 - 
(dimethylamino)benzamide, 

N-[( 1 S ,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl]-2- 
1 0 methyl- 1 H-benzimidazole-5-carboxamide, 

3-(aminosulfonyl)-N- {(1S)-1 -benzyl-2-hydroxy-3 -[(3- 
methoxybenzyl)amino]propyl } -4-chlorobenzamide, 

N- {( 1 S 5 2R)- 1 -bexizyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3 - 
cyanobenzamide, 

15 N- {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyI} -4- 

chloro-3 -nitrobenzamide, 

methyl 3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } amino)carbonyl]-5-nitrobenzoate, 
tert-butyl3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
20 methoxybenzy^aminolpropyllaminojcarbonyljphenylcarbamate, 

N-[( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl]-9 ? 1 0- 
dioxo-9 ? 1 0-dihydro-2-anthrancenylcarboxamide ? 

N-[(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl]-lH- 
1 ,2 5 3-benzotriazole-6-carboxamide, 
25 N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4-(3- 

methyl-5-oxo-4,5-dihydro-l H-pyrazol-1 -yl)benzamide, 

N-{(lS 3 2R)-l-ben2yl-2-hydroxy--3-[(3-methoxybenzyl)amino]propyl}-lH- 
indole-5-carboxamide, 

N- {( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 -[(3-methoxybenzyl)amino]propyl} -3 - 
30 fluoro-5-(trifluoromethyl)benzamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
(trifluoromethyl)benzamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 
(butylamino)benzamide, 
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N- { ( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -3 - 
(trifluoromethoxy)benzamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -3 , 5- 
dimethoxybenzamide, 
5 N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3-methoxybenzyl)amino]propyl } -3 , 5- 

dimethylbenzamide, 

N- {( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl} -3,5- 
difluorobenzamide, 

N- { ( 1 S,2R)- 1 -benzyl-2-hy droxy-3 - [(3 -methoxybenzyl)amino] propyl } -3 , 5 - 
1 0 dichlorobenzamide , 

N- { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -4- 
(benzyloxy)benzamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -1 ,3 - 
benzodioxole-5-carboxamide, 
15 3-(acetylamino)-N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}benzamide, 

4-(acetylamino)-N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}benzamide, 

N^^lS^-l^^-difluorobenzyO^^KS^-dimethyW- 
20 isoxazolyl)methyl]amino}-2-hydroxypropyl)-5-metiiyl-N 3 ? N 3 - 
dipropylisophthalamide, 

N^iClS^-l^^-difluorobenzyl^-hydroxy-S-KS- 
phenylpropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

NM(lS;2R)-l-(3,5-difluorobe^ 
25 hydroxypropy^-S-methyl-^^-dipropylisophthalamide, 

N^(lS;2R)-l-(3,5-difluorobenzy^^^^^ 
foranylmethyl)amino]propyl}-5-^ 

N^(lS;2R)-H3>difluorobe^ 
propoxybenzyl)amino]propyl}-5-me&^ 
30 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-.2-hydroxy-3-[(2- 
pyridinylmethyl)amino]pro^ 

N^KlS^RJ-S-^enzylaminoJ-l-OjSKlM^ 
hydroxy-N 3 ,N 3 -dipropylisophthalamide ? 
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N'-((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[l-methyl-l-(3- 
methylphenyl)ethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophtlialamicIe, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(lS)-l,2,3,4-tetrahydro-l- 

naphthalenylamino]propyl}-5-methyl-N ,N -dipropylisophthalamide, 
5 N*-{(lS,2R)-l-(3,5-diflw^ 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-3-{[2-chloro-5<ti^^ 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(2-hydroxy-5- 
1 0 methylbenzyl)amino]propyl} -5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

N^(lS,2R)-H3>difluoroben^^ 
dihydro- 1 H-inden- 1 -yljamino } propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N^(lS,2R)-l-(3,5-difluorobe^^ 
ylamino]-2-hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalaniide, 
15 5-chloro-N l -{(lS,2R)4^3,5-difluorobenzyl)-2-hydroxy-3-[(l^^ 
phenylethyl)amino]propyl}-N 3 ,N 3 -dipropyIisophthalamide, 

N^(lS,2R)-34(l-benzofuran-2^^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 4(lS,2R)-3-{[(lR)4-(3-bromophenyl)ethyl]amino}-l-(3,5-difluora^^ 
20 2-hydroxypropyl]*5-methyl-N 3 > N 3 -dipropylisophthalamide s 

N 1 -{(lS,2R)-l-(4-fluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino]pro^ 
5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N- {( 1 S 5 2R)- 1 -benzyl-2-hydroxy-3 -[(3-methoxybenzyl)amino]propyl} -3 - 
[butyl(butyryl)amino]-5-methylbenzamide, 
25 N 1 - { 1 -beiizyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl} -4-methyl- 

N 3 ,N 3 -dipropylisophthalamide, 

N 3 -{l-benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl}^-methyl^ 
N 1 ? N ! dipropylisophthalamide , 

N 3 -{(lS,2R)-l-(3 } 5-difluorobenzyl)-2-hydroxy-3-[(3- 
30 methoxybenzyl)amino]propyl} -4-methyl-N 3 JSf 3 -dipropylisophthalamide, 

N- {( 1 S 5 2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl} -1 - 
butyl- 1 H-indole-6-carboxamide, 

N 1 -[(1 S ? 2R)-3-anilino- 1 -(3 ? 5-difluorobenzyl)-2-hydroxypropyl]-5-methyl- 
N ,N dipropylisophthalamide, 
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S-bromo-N^fClS^^-S-fCS-bromobenzy^aminoJ-l^S^-difluorobenzyl)^- 
hydroxypropyl]-N 3 ,N 3 -dipropyKsophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)"2-hydroxy-3-[(3- 
iodobenzy^aminolpropylJ-A-methylpentanamide, 
5 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-3-methylpentanamide, 

N^IClS^RJ-l-tS^-difluorobenzyl^-hydroxy-S-tCS- 
hydroxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS ? 2R)"l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
1 0 cyano-N 3 ,N 3 -dipropylisophthalamide hydrochloride, 

N 1 - {(1 S,2R)4 -benzyl-2-hydro^^ 
dipropyl-1 ,3,5-benzenetricarboxamide, 

1- N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-oxo-5-(l -piperidinyl)pentanamide trifluroacetate, 

1 5 S^aminosulfonyO-N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 ,N-dipropylisophthalamide 5 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3^(3-methoxybeiizyl)amino3propyl } -N 3 ,N 3 - 
dipropyl-5-(l-pyrrolidinylsulfonyl)isophthalamide, 
N 1 - {( 1 S,2R)- 1 -benzyl-2-hydro 
20 [(methylamino)sulfonyl]-N 3 ? N 3 -dipropylisophthalamide s 

N 1 -{(lS J 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(dimethylaminoJsulfonyy-^^-dipropylisophthalamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-2- 
methyl-S^methylsulfony^propanamide, 
25 N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 

(methylsulfonyl)propanamide, 

2- amino-N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } - 1 ,3 -thiazole-4-carboxamide , 

N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)ammo]propyl} -5- 
30 (methylsulfonyl)pentanamide, 

N^(lS»2R)~l-benzyl-24iydroxy-3-[(3~^ 
phenylsuccinamide, 

(3RJ-N 4 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 
2,2 ,3 -trimethylbutanediamide, 



13615.25USU4 



PATENT 



N-{(1 S,2R)-1 -beiizyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
[(dipropylamino)sulfonyl]propanamide ) 

N 1 - {( 1 S,2R> 1 ^benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -N 5 ,N 5 - 
dipropylpentanediamide, 
5 N- {( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxyben2yl)amino]propyl} -4-oxo- 

4-(l -piperidinyl)butanamide 5 

N 1 - {(1 S 5 2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}- 
N^N^dipropylsuccinamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -5-oxo- 
10 5-(l -piperidinyl)pentanamide ? 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 5 - 
phenylpentanediamide, 

N- {( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3,3- 
dimethyl-4-oxo-4-( 1 -piperidinyl)butanamide, 
15 N- {( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propy 1 }-4- 

(isopentylsulfonyl)butanamide, 

N 1 - {( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -2,2- 
dimethyl-I^jN^dipropylsuccinamide, 

N- {( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl} -4- 
20 [(dipropylamino)sulfonyl]butanamide s 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl} -4- 
[(methylanilino)sulfonyl]butanamidej 

N- {( 1 S ? 2R) - 1 -benzyl-2-hydroxy-3 -[(3 -metboxybenzyl)amino]propyl} -3 - 
[(methylanilino)sulfonyl]propanamide, 
25 N-{(lS^R)-l-benzyl-2-hydioxy-3-[(3- 

methoxybenzyl)amino]propyl} acetamide, N- {( 1 S,2R)- 1 -benzyl-2-hydroxy«3-[(3 - 
methoxybenzyl)amino]propyl}-3-(isopentylsulfonyl)propanamide, 

N-{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzylJaminojpropyll-S-oxo-S-Cl-piperidiny^pentanamide, 
30 N- {( 1 S S 2R)- 1 -benzyl-2-hydroxy-3 -[(3 -iodobenzyl)amino]propyl } -5-oxo-5-( 1 - 

piperidinyl)pentanamide and 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-3-[(dipropylamino)sulfonyl]propanamide > 
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N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3-methoxybenzyl)amino]propyl } -5- 
ethyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -5- 
isobutyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N i -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5-tert- 
butyl-N 3 ,N 3 ~dipropylisophthalamide, 

N i -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyI}-5-cyano-N 3 - 
propylisophthalamide, 

N^iClS^-l-CS^-difluorobenzyO^-hydroxy^-P- 
10 methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l 3 3 J 5-benzenetricarboxamide J 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3«[(3-methoxybenzyl)amino]propyl} -N 3 ,N 3 - 
dimethy l-N 5 ,N 5 -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N ! -[(l S,2R)-3-amino-l -benzyl-2-hydroxypropyl]-N 3 ? N 3 -dipropyl-l ,3,5- 
benzenetricarboxamide, 
1 5 N 1 -[(l S,2R)-l-beiizyl-2-hydroxy-3-(isopentylamino)propyl]-N 3 ,N 3 -dipropyl- 

1 ,3,5-benzenetricarboxamide, 

N l - { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -N 3 - 
propyl-1 ,3,5-benzenetricarboxamide, 

A^{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
20 [butyryl(propyl)amino] -5-methylbenzamide, 

N- {( 1 S,2R)-1 -benzyl«2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -1 - 
propyl- 1 H-indole-6-carboxamide, 

N^{(lS,2R)-l-(3,5«difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } - 1 -propyl- 1 H-indole-6-carboxamide, 
25 N 1 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-3-[(3 ? 4-dimethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl«N 3 ,N 3 -dipropylisophthalamide, 

N J -[(lS,2R)-3-[(3-aminobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
30 iodobenzyl)amino]propyl} octanamide, 

N 3 -[(lS 5 2R)^l-(3,5-difluorobenzyl)-2-hydroxy-3-({l-methyl-l^[3- 
(trifluoromethyl)phenyl]ethyl} amino)propyl]-N 5 ,N 5 -dipropyl-3 ,5- 
pyridinedicarboxamide, 
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N'-[(lS,2R)-l-(3,5-difluoroben2yl)-2-hydroxy-3-({l-methyl-l-[3- 
(trifluoromethyl)phenyl]ethyl}amino)propyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N l -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lR,2S)-2-hydroxy-2,3- 
5 dihydro-lH-inden-l-yl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS J 2R)-l-(3,5-difluorobenzyl)-3-[(lR)-2,3-dihydro-lH-inden-l- 
ylamino]-2-hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -3-methylbenzamide, 
1 0 N'-[(l S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-( 1 H-isoindol-3- 

y]amino)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'KClS^RJ-l-CS.S-difluorobenzyO^-hydroxy-S-ltClR^S^RJ^-isopropyl-S- 
methylcyclohexyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 ,N , -diaIlyl-5-chloro-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
1 5 methyl-1 -phenylethyl)amino]propyl} isophthalamide, 

N^N'-diallyl-S-chloro-^^ClS^RJ-l-CS^-difluorobenzy^^-hydroxy-S-Kl- 
methyl- 1 -phenylethyl)amino]propyl} isophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
phenylcycl<^entyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 
20 N I -{(lS,2R)4-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[3-(dimethylamino)benzyl]amino}-2- 
hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophlhalamide, 

N 1 -((lS,2R)-l-(3,5-difluoroben2yl)-3-{[(4,5-dimethyI-2- 
25 furyl)methyl]ammo}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
phenylcycIopentyl)amino]propyl}-5-methyl-N ,N -dipropylisophthalamide, 

N 1 -[( 1 S ? 2R)-3-(cyclopropylamino)- 1 -(3 ^S-difluorobenzy^-l-hydroxypropyl]- 
5-methyI-N 3 ,N 3 -dipropylisophthalamide, 
30 N4(lS,2R>3^(cyclopropylmet^^ 

hydroxypropylJ-S-methyl-^^-dipropylisophthalamide^ 

N^fClS^-l-CS^-difluorobenzyO^-hydroxy^-^- 
iodobenzyl)amino]propyl } -N 5 ,N 5 -dipropylpentanediamide, 
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N 3 -{(lS,2R)4-(3,5-difluorobenzyl)-3^(2-fuiylmethyl)amino]-2- 
hydroxypropyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide ; 

N 1 - {( 1 S,2R)-1 -(3 5 5-difluorobenzyl)-2-hydroxy-3-[(tetrahydro-2- 
furanylmethyl)amino]propyl}-5-methyl-N 3 ? N 3 -dipropylisophthalamide^ 
5 N 3 -{( 1 S,2R)- 1 -(3 >difluorobenzyl)-24iydroxy-3-[( 1 - 

phenylcyclopropyl)amino]propyl}-N 5 ? N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2-oxo-3- 
azepanyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N i -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-metliyl-2- 
10 furyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide^ 

N 1 -((lS,2R)4-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5-chloro-N 1 -{(lS,2R)4-(3 ? 5-difluorobenzyl)-2-hydroxy-34(l-methyl-^ 
phenylethyl)amino]propyl} -N 3 jN 3 -di(2-propynyl)isophthalamide, 
15 N 1 -{(lS ) 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

isopropenylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l - {( 1 S,2R)-1 -(3 s 5-difluorobenzyl)-2-hydroxy-3-[(2- 
propoxyethyl)amino]propyl}-5-methyl-N 3 ) N 3 -dipropylisophthalamide s 

N 1 4(lS,2R)4-(3 J 5-difluorobenzyl)-3-(hexylamino)-2-hydroxypropyl]-5- 
20 methyl-N 3 Js[ 3 -dipropylisophthalamide s 

N-{(lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodoben^l)amino]propyl}^-(3-methyl-5-oxo^,5-dihydro-lH-pyrazol^ 
yl)benzamide, 

methyl 4-({[(2R3S)-4-(3,5-di£luorophenyl)-3-({3-t(dipropylamino)carbonyl]- 
25 5-methylbenzoyl} amino)-2-hydroxybutyl]axnino}methyl)berizoate ? 

N l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
methoxyethyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS J 2R)-l-(3 J 5-difluorobenzyl)-2-hydroxy-3-[(5« 
isoxazolylmethyl)amino]propyl} -5-methyl-N ,N -dipropylisophthalamide, 
30 (lR^-N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-N 2 ,N 2 -dipropyl-l^-cyclopropanedicarboxamide, 

N 3 -((lS ? 2R)4-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2S)4etrahydro^ 
ftiranylmethyl]amino}propy^ 
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N 1 -{(lS ) 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
methoxybenzyl)amino]propyl } -5-methy l-N 3 ,N 3 -dipropylisophthalamide, 

N^JClS^^-l-CS^-difluorobenzylJ^-hydroxy-S-^- 
isopropylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophtha]amide, 
5 4-(butyrylamino)-N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl } benzamide, 

N i -[(lS,2R)-3-[(3-amino-3-oxopropyl)amino]-l-(3 ? 5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

N 3 - [(IS ,2R)-3 -(benzylamino)- 1 -(3 ,5-difluorobenzy 1) -2 -hydroxypropyl] - 
10 N 5 ; N 5 -dipropyl-3 J 5-pyridinedicarboxamide l-oxide ? 

N^fClS^-l^^-difluorobenzy^^-hydroxy-S-tfS- 
iodobenzy^aminoJpropylj-S-ethynyl-^^-dipropylisophthalamide, 

N l -{(lS,2R)4-(3,5-difluorobenzyl)-2-hydroxy-34(7-oxabicyclo[22J]hep^ 
2-ylmethyI)amino]propyl}-5-methyl-N ,N -dipropylisophthalamide, 
15 N 1 -{(lS,2R)-l<3,5-difluorobenzyl)-3-[(3-ethynylbe^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N*-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(2-methyl-l,3-thiazol-5- 
yl)methyl]amino}propyl)-5-methyl-N 3 ? N 3 -dipropylisophthalamide 5 

N^(lS,2R)-l-(3>difluorobei^ 
20 yl)methyl]ammo}-2-hydroxypro^ 

N ! -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3R)-2- 
oxoazepanyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3 -(cyclobutylamino)- 1 -(3 ,5 -difluorobenzyl)-2-hydroxypropyl] -5- 
methyl-N 3 ,N 3 -dipropylisophthalaniide 5 
25 N 1 -[(lS > 2R)-3-(butylamino)4<3,5-difluoroben2yl)-2-hydroxypropyl]-5- 
ethynyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -{(lS s 2R)-l-(3 ) 5-difluorobenzyl)-3-[(3«ethylbenzyl)amino]-^ 
hydroxypropyl}-5-ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS ) 2R)4<3,5-difluorobenzyl)-3-(5-hexynylamino)-2-hyckoxyprop 
30 methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -((l S,2R)-1 -(3,5-difluo^ 
furyl)methyl]amino}propyl)-N 5 ? N 5 -dipropyI-3 5 5-pyridinedicarboxamid^ 

N^lflS^RJ-l^^-difluorobenzylH-hyckoxy-S^Cl-me^l-l- 
phenylethy^aminoJpropylJ-^jN^ipropylpentanediamide, 
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N 1 <(1 S,2RH-(3>5-difluo^^ 
hydroxypropyl)-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-5- 
isoxazolyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N^(lS,2R)-l-(3 ? 5<lifluoroben^ 

yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)4<3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N I -{(lS > 2R)-l-benzyl-2-hydroxy-3-[(2-phenylethyl)amino]propyl}-N 3 ,N 3 - 
1 0 dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-3- {[2-(2-chlorophenyl)ethyI]amino } -2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N ! -<(lS^R>l-benzyl-2-hydiDxy-3-{[3-(2-oxo-l- 
pyrrolidinyl)propyl]amino } propyl)-N 3 ,N 3 ~dipropylisophthalamide, 
1 5 N 1 - {(1 S,2R)-1 -benzyl-3-[(cyclohexylmethyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)*l-benzyl-3-(cyclopropylamino)-2-hydroxypropyl]-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(2-oxo-3 -azepanyl)amino]propyl} - 
20 N 3 ,N 3 -dipropylisophthalamide ? 

N-[(lS,2R)-3-(benzylamino>l-(3 ? 5-difluorobenzyl)-2-hydroxypropyl]-3- 
(butylsulfonyl)benzamide, 

N 1 -t(lS,2R)-l-beii2yl-3-({2-[(2"ethylhexyl)oxy]ethyl}amino)-2- 
hydroxypropyl] -N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 K(lS,2R)-l-beii2yl-2-hydroxy-3-{[(lS,2R)-2-hydroxy-23-dihyd^ 
inden- 1 -yl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N^^lS^R^l-benzyl^-hydroxy-S-ftl^- 
hydroxyphenyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(l S ? 2R)4 -benzyl-3-(cycloheptylamino)-2-hydroxypropyl]-N 3 ,N 3 - 
30 dipropylisophthalamide, 

N l -{(lS,2R)-l-benzyl-3-[([l,r-biphenyl]-2-ylmethyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)4-benzyl-3-[(2-fluorobenzyl)amino]-2-hydroxypropyl}-N 3 
dipropylisophthalamide, 
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N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-(dimethylamino)benzamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } - 1 -naphthamide, 
5 N 1 -[(1 S,2R> 1 -benzyl-3-( {2-[( { 5-[(dimethylamino)methyl]-2- 

furyl}methyl)sulfanyl] ethyl 

N*-[(l S,2R)-1 -benzyl-3-( {2-[(2-chloro-6-fluorobenzyl)sulfanyl]ethyl} amino)- 
2-hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide ? 

1 0 hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N J -[(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-(l-naphthylamino)propyl]- 
5-methyl-N 3 5 N 3 -dipropylisophthalamide ? 

N 1 -{(lS 5 2R)4-(3,5-difluorobenzyl)-2-hydroxy-3-[(lH-imidazo 
ylmethy^aminolpropyll-S-methyl-^^-dipropylisophthalamide, 
15 N^(lS,2RH-(3,5-difluorobe^ 

yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide 3 

N I K(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(l-methyl-l^ 
yI)methyl]amino}propyl)-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
N^(lS£R)-3-{[(24)utyl^^ 
20 difluorobenzyl)-2-hydroxypro^ 

N 1 4(lS,2R)-3-{[(6-chloroimidazo[2,l-b][13]thiazol-5-yl)me% 
(3,5-difluorobetizyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropyH 

^-((lS^RH^^difluorote 
benzimidazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropyliso 
25 N 1 -((lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-{[(2-hydroxy-l- 
naphthyl)methyl]amino}propyl)-5-m 

N 1 K(lS > 2R)-l<3,5-difluorobenzyl)-2-hydroxy-3-{[(4-oxo^H-chromen-3- 
yl)methyl]amino}propyl)-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
N l <(lS>2RM^3,5-difluorobe^ 
30 dihydro4H-pyrazoM-yl)methyl]amm^ 
dipropylisophthalamide, 

N l -[(lS,2R)-3-({[5-cyano-6<methylsulfanyl)-2-pyridinyl]me%l}am 
(3 ,5-difluorobenzyl)-2-hydrox^ 



620 



13615.25USU4 



PATENT 



[5-({[(2R,3S)-4-(3,5-difluorophenyI)-3-({3-[(dipropylamino)carbonyl]-5- 
methylbenzoyl } amino)-2-hydroxybutyl] amino} methyl)-2-furyl]methyl acetate, 

N*-[(lS,2R)-3-[(l-benzofuran-3-y^^ 
hydroxypropyl]-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
5 methyl 4-({[(2R 3 3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 

5-methylbenzoyl } amino)~2-hydroxybutyl]amino}methyl)- 1 -methyl- 1 H-pyrrole-2- 
carboxylate, 

N4(lS,2R)-l-(3,5-difluoroben^ 
pyrrol-2-yl]methyl}amino)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide :> 
10 N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(l-methyl-lH-p^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 

N4(lS,2R)-3-{[(4^hloro-l-methy^^^ 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 <(lS > 2R)4-(3 ? 5-difluorobenzyl)-3-{[(3,5-dimethyl-l-phenyl^ 
1 5 4-yl)methyl]amino} -2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^fClS^RH-tfCS-chloro^-methyl-l-phenyHH-pyrazoM- 
yl)methyl]amino}-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

^-((lS^RH-^S-difluoroben^ 
20 yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS > 2R>3-{[(5-chloro-2-thienyl)methyl]ammo}-l-(3,5-difluorobenzyl)- 
2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide > 

N*-((l S,2R)4-(3,5-difluorobenzyl)-2«hydroxy-3- {[(3-phenoxy-2- 
thienyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 
25 N^fClS^RJ-l^^-difluorobenzyl^-hydroxy-S-tCS- 

quinoUnylmethyl)amino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N J -{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
quinolinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-CClS^RH-aS-difluo^^ 
3 0 yl)methyl]amino}propyl)-5-mefhyl-N 3 ,N 3 -dipropylisophthalamide, 

N4(lS;2R)-3-{[(l-benzyMH^^ 
difluorobeti2yl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2RH<3,5-difluorobenzyl^^^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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PATENT 



N 1 -{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[({l-[(4- 
methy lphenyl) sulfony 1] - 1 H-indol-3 -y 1 } methy l)amino]propyl } -5 -methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[(2-butyl4H-imidazol-5-yl)methyl]amino}-l-(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

methyl 3-({[(2R,3S)-4-(3 5 5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl} amino)-2-hydroxybuty^ 

3-[( {( 1 S ,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 
amino)carbonyl]-5-[butyl(butyryl)amino]benzyl diethyl phosphate, 

N l -{(lS ? 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
(cyanomethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - { ( 1 S,2R)- 1 -benzy l-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -5 - 
(hydroxymethyl)-N 3 ,N 3 -dipropylisophthalamide ? 

N l - { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -5- 
ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl} -N 3 ,N 3 - 
dipropyl-5-prop-l -ynylisophthalamide, 

^-((IS^RH-benzyW^iydra^ 
(trifluoromethyl)ben2yl]amino^ 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-5-ethynyl" 
N 3 ? N 3 -dipropylisophthalamide , 

N 1 - {( 1 S,2R)- 1 -benzyl-3-[(3-fluoroben2yl)amino]-2-hydroxypropyl}-5- 
ethynyl-N 3 s N 3 -dipropylisophthalamide, 

N 1 -{(lS 5 2R)4-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propy^ 
dipropyl-5-(8-quinolinyl)isophthalamide, 

N 3 - {(1 S,2R)-1 -benzyl-2-hydroxy«3-[(3-methoxybenzyl)amino]propyl} -4- 
methoxy-N 5 ,N 5 -dipropyl[ 1 , 1 -biphenyl]-3 ? 5-dicarboxamide, 

N 3 -{(lS s 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
tnethoxybenzyl)amino]propyl} -N 5 5 N 5 -dipropyl[ 1 J '-biphenylJ^S-dicarboxamide, 

N 3 -{(lS,2R)-l-benzyl-24iydroxy 
dipropylf 1 , 1 '-biphenyl] -3 ,5 -dicarboxamide, 

N 3 - {(IS ,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl} -4 ! - 
[(dimethylamino)sulfonyl]-N 5 ,N 5 -dipropyl-l J'-biphenyl-3,5-dicarboxamide, 
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N - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3- [(3 -iodobenzy l)amino]propyl } -4'- 
[(dimethylamino)sulfonyl]-N 5 ,N 5 -dipropyl- 1 , 1 '-biphenyl-3 ,5-dicarboxamide, 

N I -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 
dipropyl-5-(3-thienyl)isophthalamide, 
5 N-{(lR,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-methyl-5-pentanoylbenzamide, 

N 1 -(4-hydroxybutyl)-N 3 -{(lS)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
methoxyberi2yl)amino]propyl} -5-methyl-N '-propylisophthalamide, 

N'-{(1 S,2R)-2-hydroxy- 1 -(4-hydroxybenzyl)-3-[(3- 
10 methoxybenzyl)amino]propyl}-N 3 -(3-hydroxypropyl)-5-metbyl-N 3 - 
propylisophthalamide, 

N'-{(lS^)-2-hydnay-H4-hydraxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl } -5~methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((l S,2R)-1 -benzyl-3- {[3-(2,4-dimethylphenyl)propyl]amino}-2- 
1 5 hydroxypropyl)-5-mefhyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((l S,2R)- 1 -benzyl-2-hydroxy-3- {[3-(4- 
methylphenyl)propyl]amino}propyl)-5-methyl-N ,N -dipropylisophthalamide, 

Nl-{(lS,2R)4-benzyl-2-hydroxy-3-[(3-m 

methyl-N^N 3 -dipropylisophthalamide, 
20 N- {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -1 ,3- 

dioxo-2-propyl-5-isoindolmecarboxamide, 

N- {( 1 R,2R)-1 -beJizyl-2-hydioxy-3-[(3-mefhoxybervzyl)amino]propyl} -3- 
bromo-5-methylbenzamide, 

3-bromo-N-{(lS ? 2R)-l-(3,5-difluoroben2yl)-2-hydroxy-3-[(3- 
25 methoxybenzyl)amino]propyl}-5-methylbeTrj2aTnide, 

N*-{(1 S,2R)-1 -beri2yl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4« 
methyl-N^,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 "(3 5 5-difluorobenzyl)-2»hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} -4-methyl- N 3 ,N 3 -dipropylisophthalamide, 

30 N 3 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybeiizyl)amino]propyl}-4- 

methyl-N * ,N* -dipropylisophthalamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxyberi2yl)amino]propyl}-3-(2- 
furyl)-5-methylbenzamide, 
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N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3 , ,5,5'- 
trimethyl-l , 1 '-biphenyl-3-carboxamide, 

3'-Acetyl-N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -5 -methy 1[ 1 , 1 -biphenyl] -3 -carboxamide, 
5 N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3'- 

methoxy-5-methyl[ 1 J '-biphenyl]-3-carboxamide, 

N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5- 
methyl[ 1 , 1 -biphenyl]-3-carboxamide ? 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
1 0 methyl-5-(2-thienyl)benzamide, 

N-{(lS J 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-methoxybeixzyl) 
amino]propyl}-3-methyl-5-(3-thienyl)benzamide, 

N-{(lS,2R)«l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino] 
propyl} -3 -methyl-5 -(3 -thienyl)benzamide ? 
15 N-{(lS J 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4- 
methyl-3 -(3 -thienyl)benzamide ? 

N 3 - {( 1 S 5 2R)- 1 -Beiizyl-2-hydroxy-3-[(3-methoxyben2yl)ainino]propyl} - 
N 3 ,N 3 ,N 5 ,N 5 -tetrapropylbenzene-l,3 J 5-tricarboxamide, 

N 1 -{(lS,2R)-l-(3,5-Difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
20 hydroxypropyl}-N 3 ,N 3 -dipropyIbenzene-l ,3,5-tricarboxamide, 

Ethyl 3-[({(lS,2R)-l-benzyl-2-hydioxy-3-[(3- 
methoxybenzyI)amino]propyl}amino)carbonyl]-5- 
[(dipropylamino)carbonyl]benzoate, 

N 1 -{(lS ? 2R)-2-Hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
25 methoxybenzyl)amino]propyl} -N 3 ,N 3 -dipropylbenzene-l ,3 ,5-tricarboxamide, 

N 1 -{(lS,2R)4-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ^^^ 
dipropyl-5-{[(trifluoromethyl)sulfonyl]amino}isophthalamide, 

5-Amino-N 1 -{(lS ? 2R)-l-benzyl-2-hydroxy-3"[(3- 
methoxybenzyl)amino]propyl } -N 3 ,N 3 -dipropylisophthalamide, 
30 N 1 -{(lS,2R)4-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N^ 
dipropyl-S-f^fluoroacetylJaminoJisophthalamide, 

N 1 - {( 1 S >2R)-1 -Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(methylsulfony^aminol-^^-dipropylisophthalamide, 
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N I -{(lS ? 2R)4-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N^ 
dipropyl-5-[(thien-2-ylsulfonyl)amino]isophthaIamide, 

N 1 -{(lS 5 2R)-l-Benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl}^ 
dipropyl-5-[(thien-2-ylcarbonyl)amino]isophthalamide, 
5 N 1 - {(1 S,2R)- 1 -Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -5- 

(methacryloylamino)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -Benzyl-2-hydroxy~3-[(3 -methoxybenzyl)amino]propyl } -5- 
[(2,2-dimethylpropanoyl)axnino]-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
10 [(phenylsulfonyl)amino]-N 3 ? N 3 -dipropylisophthalamide. 

N- {( 1 S ,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -5- 
(methylthio)pentanamide, 

tert-butyl (2R,3S)-3-({3-[(dipropylamino)suIfonyl]- propanoyl}amino)-2- 
hydroxy-4-phenylbutyl(3-methoxybenzyl)carbamate 
15 N- {( 1 S,2R)- 1 -beti2yl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -3- 

methyl-5-[propionyl(propyl)amino]benzamide ? 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } - 1 - 
butyl- 1 H-indoIe-5-carboxamide, 

N- { ( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -3 - 
20 bromo-5-methylbenzamide ? 

N- { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl} -3- 
j^utyl(propionyl)amino]-5-methylbenzamide, 

N- { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybexizyl)amino]propyl} -4- 
methyl- 1 -propyl- 1 H-indole-6-carboxamide, 
25 N- {( 1 S,2R)-1 -berL2yl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 1 -(1 - 

propylbutyl)-lH-indole-6-carboxamide 3 

N*-(( 1 S,2R)-1 -benzyl-2-hydroxy~3- {[(2-oxo-2 ? 3-dihydro-l s 3-benzoxazol-6- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS > 2R)-l<3 5 5-difluoroben2yl)-3-[(3-e%lben2yl)amino]-2- 
30 hydroxypropyl} -N 3 ,N 3 -dipropyl-5- {[(trifluoromethyl)sulfonyljamino} isophthalamide, 

3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5-[(dipropylamino)carbonyl^ 
acid, 
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N 1 -{(lS 5 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-prop-l-ynylisophthalamide ) 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -2- 
(dipropylamino)isonicotinamide > 
5 N-{(lS 5 2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl } -2-hydroxy-2-(4-methy lphenyl)acetamide, 

N 1 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -4-hydroxy-N3 -methylisophthalamide , 

N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
1 0 iodobenzyl)amino]propyl } -2-hydroxy-2-(4-methoxy-3 -nitrophenyl)acetamide ? 

5-(aminosulfonyl)-N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzy I)amino]propyl } -2-methoxybenzamide, 

N-{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -4-hydroxy-3 -(pyrrolidin- 1 -ylcarbonyl)benzamide ? 
15 N-{(lS ? 2R)-l-(3,5-difluorobenzyI)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl} -2-[(methylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-(3,5-dimethylisoxazol-4-yl)-N 3 ,N 3 -- 
dipropylisophthalamide, 
20 N^(lS,2R)-l-(3,5-difluorobe^ 
methoxybenzyl)amino]propyl}4sf 3 ,N^^ 

3-(cyciohexylcarbonyl)^ 
methoxybenzyl)amino]propyl}-5-mefhylbenzamide, 

N^KlS^-l^^-difluorobenzyl^-hydroxy^-ICS- 
25 methoxybenzyl)amino]propyl}-5-methyl-N 3 -propylisophthalamide, 

3-[cyclohexyl(hydroxy)met^ 
hydroxy-3-[(3-methoxyben2yl)amino]propyl}-5-methylbenzamide ? 

N 1 -{(lS,2R)4<3 s 5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -5-(4-methyl- 1 ,3 -oxazol-2-yl)-N 3 ,N 3 -dipropylisophthalatnide 
30 N 3 -{(lS,2R)-H3>5-difluorobe^ 

hydroxypropyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

^-((lS^RH-^S-difluorobenzy^^^^^ 
-5-yl)methyl]amino}propyl)-5-methyl-N 3 s N 3 -dipropylisophthalamide, 
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N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
hydroxypropy 1} -N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropylbenzyl)amino]propyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 
5 N l -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(4-hydroxybut-l- 
ynyl)benzyl]amino}propyl)-5-methyl-N ,N -dipropylisophthalamide, 

l-{3-[({(lS2R)-H3,5^iflu^ 
hydroxypropy l}amino)carbonyl]-5-methylbenzoyl}-L-prolinamide, 

N 1 -{(lS,2R)4<3,5-difluorobenzyl)«34(3-ethylbeiizyl)amino]^ 
1 0 hydroxypropyl} -N 3 -isopropyl-5-methylisophthalamide, 

NM(lS,2R)-l-(3,5-difluorobe^ 
hydroxypropyl } -N 3 -ethyl-N 3 ,5-dimethylisophthalamide ) 

N 1 -{(lS,2R)4<3 5 5-difluorobenzyl)-34(3-ethylbenzyl)am^ 
hydroxypropyl}-N^5-dimethyl-N 3 -prop-2-ynylisophthalamide, 
15 N 1 -{(lS 5 2R)4-(3 5 5-difluorobenzyl)-3-[(3-ethylbenzyl)amm^ 
hydroxypropyl}-N 3 -isobutyl-5-methylisophthalamide ? 

N^sec^utyl^N 3 -^!^^ 
2-hydroxypropyl} -S-methylisophthalamide, 

N l -butyl-N 3 -{(lS,2RH-(3,5^ifk^^ 
20 hydroxypropyl}-5-methylisophthalamide, 

^-{(IS^RH-aS-difluorobe^ 
hydroxypropyl } -N 3 ? N 3 -diethyl-5-methylisophthalamide, 

N 1 -{(lS,2R)-l-(3 s 5-difluorobenzyl)-3-[(3-ethylbenzyl)am^ 
hydroxypropyl} -^^S-dimethyl-^-propylisophthalamide, 
25 N I -{(lS > 2R)-l-(3 5 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 -isopropyl-N 3 ,5-dimethylisophthalamide, 

N^butyl-N^ftlS^RH-^^dif^ 
hydroxypropyl} -N 1 ,5-dimethylisophthalamide, 

N^(lS,2RH-(3,5Klifluorobei^ 
30 hydroxypropyl} -N 3 -isobutyl-N 3 ,5-dimethylisophthalamide, 

N 1 -{(lS,2R)-l.(3,5^iHuorobenzyl)"3-[(3-ethylbenzyl)am^ 
hydroxypropyl} -N 3 -ethyl-5-methyl-N 3 -propylisophthalamide, 

N^IClS^RJ-lKS^-difluoroberizyO^-tCS^thylbenzyliamino]^- 
hydroxypropyl } -N 3 -efliyl-N 3 -isopropyl-5-methylisophthalamide , 
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N\N* -diallyl-N 3 - {(1 S,2^ 
hydroxypropyl}-5-methylisophthalamide, 

3-(azepan-l-ylcarbonyl)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)am ino]-2-hydroxypropyl}-5-methylbenzamide 
5 N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl } -3 - [(4-hydroxypiperidin- 1 -yl)carbonyl] -5 -methylbenzamide, 

N-{(lS,2R)4K3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -3- [(3-hydroxypiperidin-l -yl)carbonyl] -5 -methylbenzamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobeiizyl)-3-[(3-ethylbenzyl)amino]-^ 
1 0 hydroxypropyl} -N 3 ,N 3 -diisopropyl-5-methylisophthalamide, 

N ! -butyl-N 3 -{(lS,2R)4-(3 ? 5-difluorobenzyl)-34(3-ethylbe^ 
hydroxypropylj-N^ethyl-S-methylisophthalamide, 

N 1 -(cyclopropylmethyl)-N 3 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-3-[(3- 
ethylbenzy^aminoJ^-hydroxypropylJ-S-methyl-N^propylisophthalamide, 
15 1 - {3-[( {(1 S,2R)-1 -(3 5 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropy 1} amino)carbonyl]-5-methylbenzoyl} -D-prolinamide, 

N ] -cyclohexyl-N 3 -{(l S ? 2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylben2yl)amino]- 
2-hydroxypropyl}-N 1 ,5-dimethylisophthalamide, 

N^(lS^R)-K3,5^fluoioben^l)-2-hydioxy-3-{[l-(3- 
20 methylphenyl)cycloprop yl]amino}propyl^ 

^-[(lS^-l^^-difluorobenzyl^-hydroxy^Kl^^^- 
tetrahydronaphthalen-1 -ylamino)propyl]-N 5 ,N 5 -diisopropylpyridine-3 ,5- 
dicarboxamide, and 

N-{(lS 5 2R)-l-(3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
25 hydroxypropyl}-3-{[(trifluoromethyl)sulfonyl]amino}benzamide. 



181. A method of treatment according to claim 1 80 where the substituted amine (X) 
is selected from the group consisting of: 

N^^lS^RJ-l^^-difluorobenzyl^-hydroxy-S-ttS- 
30 methoxybenzyl)amino]propyl}-5-methyl-N 3 > N 3 -dipropylisophthalamide, 

N ] -{(lS s 2R)-l-(3,5-difluorobenzyl)-3-[(2-foiylmethyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 -{(lS ? 2R)-l-benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl}-N 3 ,N 3 - 
dipropylisophthalamide, 
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N'-((l S,2R)-1 -benzyl-2-hydroxy-3- {[2-(2- 
hydroxyethoxy)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N J - {( 1 S ? 2R)-3 -[(2-aminobenzyl)amino]- 1 -benzyl-2 -hydroxypropyl } -N 3 ,N 3 - 
dipropylisophthalamide, 
5 N 1 - {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl } -N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -(( 1 S ,2R)- 1 -benzyl-2-hy droxy-3- { [2- 
(trifluoromethoxy)benzyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S 5 2R)- 1 -benzyl-3 -[(3 ,5-dichlorobenzyI)amino]-2-hydroxypropyl } - 
1 0 N 3 ,N 3 -dipropylisophthalamide 5 

N 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3- {[3- 
(trifluoromethoxy)benzyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide ? 

N 1 - {(1 S^R)-! -beiizyl-3-[(3,5-dimethoxyben2yl)ammo]-2-hydroxypropyl} - 
N 3 ,N 3 -dipropylisophthalamide, 
15 N^fClS^R^l-benzyW-tCCia^biphenyll-S-ylmethyOamino]^- 
hydroxypropyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 3 2R)»l-benzyl-3-[(3,4-dichlorobenzyl)aTnino]-2-hydroxypropyl}- 
N ,N -dipropylisophthalaraide, 

N^^lS^RJ-l-benzyW-hydroxy^^tS- 
20 (txifluoromethyl)benzyl]am 

N 1 -{(lS)-l-benzyl-2-hydroxy-3-[(3-methoxypropyl)amino]propyl}-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {(1 S,2R>1 -benzyl-34(3,4-dime%lbenzyl)amino]-2-hydroxypropyl}- 
N ,N -dipropylisophfhalamide, 
25 N 1 -((lS,2R)-l-(3,5Hiifluorobenzyl)-2»hydroxy-3-{[2Kisobutylammo)4 
methyW-oxoethylJaminoJpropylJ-^j^-dipropylisophthalamide, 

N l -((lS,2R)-l-(3,5-difluorote 
methyl^-oxoethylJaminojpropylJ-^^-dipropylisophthalamide, 

N^(lS,2RH-(3 9 5-difluorobe^ 
30 methyl-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalam 

N 3 -((lS,2R)-l-(3,5-difluorob^ 
methyl-2-oxoethyl]amino}propyl)-N 5 ,N 5 -dipropyl-3 ? 5-pyridinedicarboxam 

N I -((lS,2R)4-(3,5-difluorobenzyl)-2-hydroxy-3-{[2-(isobutyh^ 
dimethyl-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalam 
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N l -((1 S,2R)- 1 -(3 5 5-difluorobenzyl)-2-hydroxy-3- {[2-(isobutylamino)-2- 
oxoethyl] amino } propyl)-5 -methyl-N 3 ,N 3 -dipropy lisophthalamide, 

N^KlS^-l-CS^-difluorobenzy^^-hydroxy-S-CIClS)-!- 
[(isobuty]amino)carbonyl]propyl}amino)propyl]-5-methyl-N 3 5 N 3 - 
dipropylisophthalamide, 

N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({(lR)-l- 
[ (i sobuty lamino)carbonyl]propyl } amino)propyl] -5 -methyl-N 3 S N 3 ~ 
dipropylisophthalamide, 

N l -[(lS,2R)-3-(benzylamino)-l-(3 > 5-difluorobenzyl)-2-hydroxypropyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(isobutylamino)-2-methyl-3- 
oxopropyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N l -[(lS,2R)-3-{[(lS)-l-be3izyl-2-(isobutylamino)-2-oxoethy^^ 

•J -3 

difluorobenzyl)-2-hydroxypropyl]-5-methyl-N ,N -dipropylisophthalamide, 
N 1 -[(lS^)4<3,5^ifluoroben^l)-24iydioxy-3-({(lS)-l- 

[(isobutylamino)carbonyl]-2-methylpropyl}amino)propyl]-5-methyl-N ,N - 
dipropylisophthalamide, 

N 1 -{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
pyridinylmethyl)amino]propyl}-5-methyl-N 3 J N 3 -dipropylisophthalamide ? 

N I -[(lS,2R)-3-{[(lS)-l-[(benzyloxy)methyl]-2-(isobutylamino)-^ 
oxoethyl]amino}-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l-methyl-l- 
phenylethyl)amino]propyl}-5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

N^tClS^-l^.S-difluorobenzylH-hydroxy-S-CKlS)-!- 
[(isobutylamino)carbonyl]butyl}amino)propyl]-5-methyl-N 3 5 N 3 - 
dipropylisophthalamide, 

N^(lS,2RH-(3,5-difluorobenzy^ 
(isobutylamino)-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
phenylethyI)amino]propyl}"5-methyl-N 3 ,N 3 -dipropylisophthalamide s 

N^fC 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -(isopentylamino)propyl]-5- 
methyl-^^-dipropylisophthalamide, 
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N 1 -[(1 S,2R)-3-(cyclohexylamino)- 1 -(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
methyl-N 3 ? N 3 -dipropylisophthalamide, 

N 1 ^(l S,2R)-3Kbutylam^ 
methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxypropyl)amino]propyl}-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 

(lR,3S)-5-{[(2R ? 3S)-4-(3 5 5-difluorophenyl)-3-({3^(dipropylamino)carbonyl]- 
5-methylbenzoyl} amino)-2-hydroxybutyl]amino } - 1 ,3-cyclohexanedicarboxylic acid, 

N 1 4(lS J 2R)-3^([lJ , -biphenyl]-3-ylmethyl)amino]4-(3,5-difluorobe^ 
1 0 hydroxypropyl]-5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

N^^lS^RJ-l-Ca^^uoiobenzyl^-hydroxyO-KS^ 
iodobenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalaTnide, 

N 1 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methylben2yl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide 3 
15 N^IClS^R^l-CS^-difluorobenzyO^-hydroxy-S-^- 

phenylpropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)4-(3,5»difluorobenzyl)-2-hydroxy-3^(l 5 34hiazol-5- 
ylmethyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 

N i -{(lS ? 2R)-l-(3 ) 5*difluorobenzyl)-2-hydroxy-3-[(2- 
20 thienylmethyl)amino]propyl}-5-^^ 

N 1 «{(lS^R)4K3,5«difluorobenzyl)-2-hydroxy-3^(5-methoxy-l,2 ? 3,4- 
tetrahydro- 1 -naphthalenyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N i "{(lS,2R)-l-(3,5"difluorobenzyI)-2-hydroxy-3-[(2- 
pyrazinylmethyl)amino]propyl^ 
25 N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3 -[(3 ) 5-dimethoxybenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -((lS J 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3- 
(trifluoromethyl)benzy^ 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(7-methoxy-l ,2,3 ,4- 
30 tetrahydro- 1 -naphthalenyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophti^lamide, 

N^GS^-l-aS-difluorobe^ 
(trifluoromethoxy)benzyl]am 

N 1 -{(lS,2R)-l-(3 5 5-difluorobenzyl)-3^(3-fluorobenzyl)amino]-2- 
hydroxypropyl } -5-methy 1-N 3 ,N 3 -dipropylisophthalamide, 
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N^KlS^-l-CS^-difluorobenzyO^-hydroxy-S-p- 
isopropoxybenzyl)amino]propyl}-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

N^tClS^RJ-S-KS-bromobenzyOaminoj-l-CS^-difluorobenzyl)-!- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N i -{(lS ? 2R)-l-(3,5-difluoroben2yl)-2-hydroxy-3-[(5-methoxy-l,2 5 3 ? 4- 
te1xahydro-l-naphthalenyl)amino]propyl}-5-methyl-N 3 ? N 3 -dipropylisophthalam 

N 1 - [( 1 S ,2R)-3 -(benzylamino)- 1 -(3 ,5 -difluorobenzyl) -2-hydroxypropyl] -5 - 
methoxy-N 3 ? N 3 -dipropylisophthalamide 

N I -[(lS,2R)-3-(benzylamino)-l-(3 ? 5-difluorobenzyl)-2-hydroxypropyl]- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3 -(benzylamino)- 1 -(3 ,5-difluorobenzyl)-2-hydroxypropyl]-5- 
chloro-N 3 ? N 3 -dipropylisophthalamide, 

N 3 -[(l S,2R)-3-(benzylamino)-l -(3 5 5-difluorobenzyl)-2-hydroxypropyl]- 
N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide ? 

N l -[(1 S,2R)-3-(benzylamino)-l -(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
fluoro-N 3 ? N 3 -dipropylisophthalamide s 

N 1 -{(lS > 2R)-l-benzyl-2-hydroxy-3-[(3-methylben2yl)amino]propyl}-N3,N3- 
dipropylisophthalamide, 

N^iClS^RJ-l^^-difluorobenzyO^-hydroxy-S-^- 
methoxyben2yl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide 9 

N 3 -{(lS ? 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l ? 3-thiazoI-5- 
ylmethyl)amino]propyl} -N 5 ,N 5 -dipropyl-3 ,5-pyridinedicarboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} [1,1 '-biphenyl]-3 -carboxamide, 

N^(lS,2R)-3-(benzylaminoH-(3,5-difl^^^ 
methoxyethyl)-N 3 -propylisophthalamide, 

^-{(lS^RH-^difluoroben^ 
naphthalenylamino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(1 R)-3- { [3 5 5-bis(trifluoromethyl)benzyl]amino } - 1 -(3 ? 5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l K(lS J 2R)4-benzyl-3-{[2-fluoro-5Ktrifluoromethyl)benzyl]a^^^ 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide s 

N*-((l S,2R)-1 -benzyl-3- {[3-fluoro«5-(trifluoromethyl)benzyl]amino} -2- 

hydroxypropyl)-N 3 ? N 3 -dipropylisophthalamide > 
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N^(l S,2R)- 1 -benzyl-3- {[4-f^ 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -((lS,2R)-l-benzyl-3-{[4-chloro-3-(trifluoromethyl)benzyl^ 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide ? 
5 N 1 -{(lS)4-benzyl-2-hydroxy-34(3-nitrobenzyl)amino]propyl}-N 3 ,N 3 - 
dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-3- {[3-(difluoromethoxy)benzyl]amino} -2- 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide ? 

N l - {(1 S,2R)-1 -benzyl-3-[(3-ethoxybenzyl)amino]-2-hydroxypropyl} -N 3 ,N 3 - 
1 0 dipropylisophthalamide, 

N l -{(lS,2R)-l-benzyl-3-[(3-bromo-4-fluorobenzyl)amino]-2-hydroxypropyl}- 
N 3 ^ 3 -dipropylisophthalamide, 

N l -{(lS,2R)-l-(3 > 5-difluorobenzyl)-3-[(3 ? 5-dimethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 
15 N^(lS,2R)-l-(3>difluorobeii2yl)-3^ 

hydroxypropyl } -5-methy l-N 3 ,N 3 -dipropylisophthalamide, 

N l - {( 1 S,2R>1 -(3,5-difluorobenzyl)-2-hydroxy-3 -[(2- 
phenoxyethyl)amino]propyI}-5-methyl-N 3 ,N 3 -dipropylisophthalamide > 

N 1 -((lS,2R)«l-(3 ? 5-difluorobenzyl)-2-hydroxy-3^{[(4-methyl-l,3-thiazol-2 
20 yl)methyl]amino}propyl)"5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l"(3 ? 5-difluorobenzyl)-2-hydroxypropyl]-N 3 - 
methyl-N 3 -propylisophthalamide, 

N 3 -((lS,2R)-l-(3,5-difluorobe^ 
(trifluoromethyl)benzyl]amino}propyl)-N 5 J N 5 -dipropyl-3 ? 5-pyridinedicarboxam 
25 N 3 -{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l-methyl-l- 
phenylethyl)amino]propyl} -N 5 ,N 5 -dipropyl-3 ,5-pyridinedicarboxamide , 

N^(lS,2R)-l-(3,5-difluorobenzyl)^ 
te1xahydro-l-naphthalenyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisoph 
isomer B, 

30 N^{(lS,2R)-l-(3,5^ifluoroben^ 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS ? 2R)-l-(3 ) 5-difluorobenzyl)-2-hydroxy-3-[(tetrahydro-3- 
furanylmethyl)amino]propyl}-5-mefhyl-N ,N -dipropylisophthalamide, 



633 



13615.25USU4 



PATENT 



N'-{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
propoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-KlS^-l^^-difluorobenzyl^-hydroxy-S-^- 
pyridinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluoroben2yl)-2-hydroxypropyl]-5- 
hydroxy-N 3 ,N 3 -dipropylisophthalamide, 

N'-((1S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[1-metbyl-l -(3- 
methylphenyl)ethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalainide, 

N'-KlS^-l^^-difluorobenzyl^-hydroxy-S-KlS^l^^^-tetrahydro-l- 
1 0 naphthalenylamino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(2,5-dimethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(lS,2R)-3-{[2-chloro-5-(trifluoromethyl)benzyl]amino}-l-(3,5- 
difluoroben2yl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2-hydroxy-5- 
methylbenzyl)amino]propyl}-5-methyl-N ,N -dipropylisophthalamide, 

5-chloro-N I -{(lS,2R)-l-(3 ) 5-difluorobeiizyl)-2-hyto^ 
phenylethyl)amino]propyl}-N 3 ? N 3 -dipropylisophthalamide ? 

N4(lS,2R)-3-{[(lRH-(3-bromoph^^ 
20 2-hydroxypropyl]-5-methyl-N 3 J N 3 -dipropylisophthalamide, 

N 1 -{(lS ? 2R)-lK3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
hydroxybeiizyl)ammo]propyl}-5-methyl-N 3 J N 3 -dipropylisophthalamide, 

N 1 - { ( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -5- 
cyano-N 3 ,N 3 -dipropylisophthalamide hydrochloride, 
25 N i -{(lS ? 2R)-l-benzyl-2-hydroxy-34(3-methoxybeTizyl)amiM 
dipropyl- 1,3,5 -benzenetricarboxamide , 

5-(aminosulfonyl)-N 1 -{(lS ? 2R)4-beTi2yl-2-hydroxy-3-[(3- 
methoxybeiizyl)ammo]propyl}-N 3 5 N-dipropylisophthalamide, 

N 1 -{(1 S ? 2R)-1 -benzyl-2-hydroxy-3^(3-m^^ 
30 dipropyl-5-( 1 -pyrrolidinylsulfonyl)isophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(methylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide 5 

N 1 - {(1 S ? 2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(dimethylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthaIamide, 
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N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 

[(dipropylamino)sulfonyl]propanamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-oxo-5-(l-piperidinyl)pentanamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N'-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

ethyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-IClS^R^l-benzyl^-hydroxy-S-tCS-methoxybenzyOaminolpropyll-S-tert- 

butyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

cyano-N 3 -propylisophthalamide, 

N 1 -{(lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-l-propyl-lH-indole-6-carboxamide, 

N , -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3,4-dimethylbenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisoph1halamide, 

N 1 -[(lS,2R)-3-[(3-aminobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -[(lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({l-niethyl-l-[3- 

(trifluoromethyl)phenyl]ethyl} amino)propyl]-N 5 ,N 5 -dipropyl-3 ,5- 

pyridinedicarboxamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lR,2S)-2-hydroxy-2 > 3- 

dihy(ko4H-inden-l-yl]amino}propyl)-^^^ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(lR)-2,3-dihydro-lH-inden-l- 

ylamino]-2-hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5-chloro-N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l-methyl-l- 

phenylethyl)amino]propyl}-N 3 ,N 3 -bis(2-me1hoxyethyl)isophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
phenylcyclopentyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 <(lS,2R)-l<3,5-difluorobenzyl)-3-{[3-(dimethylamino)benzyl]amino}-2- 

hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 



635 



13615.25USU4 



PATENT 



N'-((l S,2R)-1 -(3,5-difluorobenzyl)-3- {[(4,5-dimethyl-2-furyl)methyl]amino} - 
2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS^R)-l-(3,5-<iifluorobenzyl)-2-hydioxy-3-[(l- 
phenylcyclopentyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
phenylcyclopropyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N'-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(2S)-tetrahydro-2- 
10 furanylTnethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -{(1S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropenylbenzyl)amino3propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
propoxyethyl)amino]propyl}-5-methyl-N ,N -dipropylisophthalamide, 
15 N l -[(lS,2R)-l-(3 ? 5-difluorobenzyl)-3-(hexylamino)-2-hydroxy^ 
methyl-N^^-dipropylisophthalamide, 

N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -4-(3-methyl-5-oxo-4 ? 5-dihydro-l H-pyrazol- 1 - 
yl)benzamide, 

20 methyl 4-( { [(2R,3 S)-4-(3 ,5-difluorophenyl)-3 -( {3-[(dipropylamino)carbonyl]- 

5-methylbenzoyl}amino)-24iy^^ 

N 1 -{(lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy«3-[(2- 
methoxyethyl)amino]propyl}-5-methyl-N 3 ? N 3 -dipropylisophthalamide s 
N^^lS^-l-CS^-difluorobenzylJ^-hydroxy^-^- 
25 isoxazolylmethyl)amino]propyl } -5 -methyl-N 3 ,N 3 -dipropylisophthalamide, 
(lR ? 2R)-N l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -N 2 ,N 2 -dipropyl- 1 ,2-cyclopropanedicarboxamide ? 

N 3 -((l S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydioxy-3 - {[(2S)-tetrahydro-2- 
furanylmethyl]amino}propy 
30 N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 

methoxybenzyl)amino]propyI}-5-m^ 

N^(lS;2RH-(3>difluorobe^ 
isopropylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalam 
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N 3 -[( 1 S,2R)-3-(benzylamino)-l -(3 ,5-difluorobenzyi)-2-hydroxypropyl]- 
N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide 1 -oxide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-ethynyl-N 3 ,N 3 -dipropylisophthaIamide, 

N i -{(1S ? 2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[(7-oxabicyclo[2.2, 1 ]hept-2- 
ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)4-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-^ 
hydroxypropyl} -5-methyl-N 3 ? N 3 -dipropylisophthalamide ; 

N 1 -((lS^R)-K3,5^fluoroben2yl)-2-hydioxy-3^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

N 1 -((lS ? 2R)-l-(3 ? 5-difluorobenzyl)-3-{[(2-ethyl-13-thiazol^ 
yl)methyl]amino}-2-hydro^ 

N 1 -[(l S,2R)-3-(butylamino)-l -(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS J 2R)4-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-ethynyl-N 3 ? N 3 -dipropylisophthalamide, 

^-[(l S,2R)-1 -(3,5-difluorobenzyl)-3-(5-hexynylamino)-2-hydroxypropyl]-5- 
methyl-N 3 3 N 3 -dipropylisophthalamide ? 

N 3 -((lS ? 2R)-l-(3,5-difluorobenzyl)"2-hydroxy-3-{[(5-methyl-2- 
furyl)methyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N l -{(lS 5 2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(l-methyl^ 
phenylethy^aminolpropylj-^^-dipropylpentanediamide, 

hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N ! -((l S,2R)-1 -(3 5 5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-5- 
isoxazolyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS > 2R)-l-(3,5-difluorobenzyl)«2-hydroxy-3-{[(2-isobutyl4 
yOmethylJaminolpropyO-S-methyl^^-dipropylisophthalamide, 

N-{(lS,2R)-l-(3 > 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2« 
hydroxypropyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N^lS^R^-tttU'-biphenyl^ 
hydroxypropyl3-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N^tClS^RJ-l-fS^-difluoroben^O^-hydroxy-S-tClH-imidazol-S- 

ylmethyl)amino]propyl}-5-me1iiyl-N 3 ,N 3 -dipropylisophthalamide, 
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N l -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-phenyl-lH-imidazol-5- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(lS,2R)-3-{[(2-butyl-4-chloro-lH-imidazol-5-yl)methyl]amino}-l-(3,5- 
difluoroben2yl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N , -[(lS,2R)-3-({[5-cyano-6<methylsulfanyl)-2-pyridinyl]methyl}amino)-l- 
(3,5-difluorobenzyl)-2-hydroxypropyl]-5-methyl-N ,N -dipropylisophthalamide, 

[5-( {[(2R,3S)-4-(3 5 5-difluorophenyl)-3-( {3-[(dipropylamino)carbonyl]-5- 
methylbenzoyl}amino)-2^ acetate, 

N 1 -[(lS,2R)-3-[(l-benzofuran-3-ylmethyl)amino]4-(3,5-difl^^ 
hydroxypropyl]-5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

methyl 4-({[(2R 3 3S)-4-(3 5 5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl} amino)-2-hydroxybutyl]amino}methyl)- 1 -methyl- 1 H-pyrrole-2- 
carboxylate, 

N^(lS 5 2R)-l-(3 ? 5-difluo^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

N4(l S ? 2R)-3- {[(5-chlo^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 <(lS,2R)-l-(3 ? 5-difluorobeiizyl)-2-hydroxy-3-{[(l-methyl-lH^ 
yl)methyl]amino}propyl)-5"methyl-N 3 ? N 3 -dipropyIisophthalamide, 

N4(lS,2R)-3-{[(l-benzyl-lH^^^ 
difluorobeirzyl)-2-hydroxypro^ 

N^(lS;2R)-H3,5-difluorobe^^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N^(lS;2R)-3-{[(2-butyl-lH^ 
difluorober^^^-hydroxypropyy-S-methyl-^^-dipropylisophthalamide^ 

methyl 3-({[(2R 5 3SH-(3,5-difluorophenyl)«3-({3-[(dipropylamino)carbonyl]- 
5 -methylbenzoyl } ammo)-2-hydroxybutyl]amino }methyl)- 1 H-indole-6-carboxylate, 

N 1 -{(lS,2R)-l-beiizyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}»5- 
(cyanomethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hy<koxy-3-[(3-methoxybeiizyl)amino]propyl}-5- 
(hydroxymethyl)-N 3 ,N 3 -dipropylisophthaIamide ? 

N 1 -{(lS J 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
ethynyl-N 3 ,N 3 -dipropylisophthalamide, 
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N l -{(lS,2R)4-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-N 3 5 N 3 - 
dipropyl-5-prop-l-ynylisophthalamide, 

N 3 - {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4'- 
methoxy-N 5 ,N 5 -dipropyl[l,r-biphenyl]-3 ) 5-dicarboxamide hydrochloride, 
5 N 3 -{(lS ? 2R)4-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } -N 5 ,N 5 -dipropyl[ 1 , 1 -biphenyl]-3 , 5-dicarboxamide, 

N 3 -{(lS,2R)-l-benzyl-2-hydro^ 
dipropyl[l,r-biphenyl]-3,5-dicarboxamide s 

N 3 - {( 1 S ? 2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -4'- 
10 [(dimethylamino)sulfonyl]-N 5 ,N 5 -dipropyl-14'-biphenyl-3 3 5-dicarboxamide, 

N 3 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl} -4 1 - 
[(dimethylamino)suIfonyl]-N 5 ? N 5 -dipropyl- 1 , 1 -biphenyl-3,5-dicarboxamide, 

N- {(1 R,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyOaminolpropylj-S-meliiyl-S-pentanoylbenzamide, 
1 5 N 1 - {(1 S,2R)-2-hydroxy-l -(4-hydroxybenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 -(3-hydroxypropyl)-5-methyl-N 3 - 
propylisophthalamide, 

N^fClS^R^-hydroxy-l^-hydroxybenzyO^-ffS- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

20 N 1 -{(lS,2R)4-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 

methyl-N^ ? N^-dipropylisophthalamide, 

N^fClS^R^l^^-difluorobenzyO^-hydroxy-S-ffS- 

methoxybenzyl)amino]propyl}-4-methyl- N 3 ,N 3 -dipropylisophthalamide, 

N l -{(lS,2R)-l-Ben2yl-2-hydroxy-3-[(3-methoxybenzyl)ammo]propyl} 
25 N 3 ,N 3 ,N 5 ,N 5 -tetrapropylbenzene-l ,3 ,5-tricarboxamide, 

N l -{(lS,2R)4<3,5-Difluorobenzyl)-3-[(3^thylbenzyl)amino]-2- 
hydroxypropyl} -N 3 ,N 3 -dipropylbenzene- 1 ,3 ,5-tricarboxamide, 

ethyl 3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5- 
30 [(dipropylamino)carbonyl]benzoate, 

^-{(lS^RH-benzyl^-ty 
dipropyl-5-{[(trifluoromethyl)sulfonyl]amino}isophthalamide 5 
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5-amino-N ! -{(lS,2R)-l-benzyl-2-hydioxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 3 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3"[(3-methoxybenzyl)amino]propyl} -5- 
[(methylsulfonyl)amino]-N 3 > N 3 "dipropylisophthalamide, 
5 N^(lS,2R)-l-benzyl-24^ 

dipropyl-5-[(thien-2-ylsulfonyl)amino]isophthalamide, 

N 1 - {( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 - [(3 -methoxybenzyl)amino]propyl } -N 3 ,N 3 - 
dipropyl-5-[(thien-2-ylcarbonyl)amino]isophthalamide, 

N 1 - {( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -5- 
1 0 (methaciyloylamino)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxy-3 -[(3-methoxybenzyl)amino]propyl} -5- 
[(phenylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide ? 

N- {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5- 
(methyIthio)pentanamide, 
1 5 3-amino-N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } -2-methylbutanamide, 

N- {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -2- 
ethylhexanamide, 

N- {( 1 S>2R)-1 -ben2yl"2-hydroxy-3-[(3-iodobenzyl)amino]propyl} -3- 
20 [(isobutylsulfonyl)amino]propanamide ? 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3"[(3- 
iodobeiizy^aminoJpropyll-^-OsobutylsulfonyO-beta-alaninamidej 

5-bromo-N 1 -{(lS,2R)-l-(3 s 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobexizyl)amino]propyl} -N 3 ^-dipropylisophthalamide, and 
25 N^IClS^R^l-CS^-difluorobenzyO^-hydroxy-S^Cl- 

phenylcyclopropyl)amino]propyl}»5-methyl-N 3 ,N 3 "dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3"{[(2-oxo-2,3-dihydro-l ? 3-benzoxazol-6- 
yl)methyl]amino}propyl)-5-methyI-N 3 ,N 3 -dipropylisophthalamide, 
N^(lS,2R)-l-(3>difluorobe^ 
30 hydroxypropyl}-N 3 ,N 3 -dipropyl-5-{[(trifluoromefhyl)sulfonyl]amino}isoph 
3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} am 
acid, 
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N 1 -{(lS ) 2R)-l-(3 ? 5-difluoroben2yl)-34(3-ethylbenzyI)amin^ 

hydroxypropyl } -N 3 ,N 3 -dipropyl-5 -prop- 1 -ynylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino]pro 

pyl } -4-hydroxy-3 -(pyrrolidin- 1 -ylcarbonyObenzamide, 

5 N- {(1 S,2R)-1 -(3 5 5-difluorobenzyI)-2-hydroxy-3-[(3-iodobenzyl)amino]pro 

pyl} -2-[(methylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N 1 -{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 5 N^^ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

1 0 methoxybenzyl)amino]propyl } -5-methy l-N 3 -propy lisophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluo^ 

hydroxypropyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

N l <(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-isobutyI-l^ 

-5-yl)methyl]amino}propyl)"5-methyl-N 3 ? N 3 -dipropylisophthalamide ? 

1 5 N 3 - {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 

hydroxypropy 1} -N 5 ,N 5 -dipropylpyxidine-3,5-dicarboxamide, 

N 3 »{(lS,2R)-l«(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

isopropylbenzyl)amino]propyl} -N 5 ,N 5 -dipropylpyridine-3 ,5-dicarboxamide, 

N 1 -((lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-{[3-(4-hydroxybut-l- 

20 ynyl)benzyl]amino}propyl)-5-^ 

l-{3-[({(lS,2R)4-(3 5 5-difluorobenzyl)-34(3-etbylbenzy0 

hydroxypropy 1} amino)carbonyl]-5-methylbenzoyl} -L-prolinamide, 

N 1 -{(lS,2R)4-(3 ) 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N 3 -isopropyl-5-methylisophthalamide, 

25 N 1 -{(lS,2R)-l<3 ) 5-difluorobenzyl)-34(3-ethylben2yl)amino]-^ 

hydroxypropyl}«N 3 -ethyl-N 3 5 5-dimethylisophthalamide, 

N 1 -{(lS 5 2R)4<3 9 5-difluorobenzyl>3-[(3-ethylben2yl)amino]-2- 

hydroxypropyl}-N 3 ,5-dimethyl-N 3 -prop-2-ynylisophthalamide, 

N 1 -{(lS 5 2R)4<3 s 5^ifluorobenzyl)-34(3-ethylbenzyl)amino]-2- 

30 hydroxypropyl}-N 3 -isobutyl-5-methylisophthalamide, 

N^sec4uityl)-N 3 -{(1S£R^^ 

2-hydroxypropyl}-5-methylisophthalamide ) 

N 1 -butyl-N 3 -{(lS,2R)4K3,5-difluorobenzyI)«3-[(3-ethylbe^ 

hydroxypropyl} -5-methylisophthalamide, 
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N l -{(lS 5 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 ; N 3 ~diethyl-5-methylisophthalamide, 

N^fClS^^-l^^-difluorobenzyO-S-tfS-ethylbenzyOaminoj-Z- 
hydroxypropyl} -N 3 ,5-dimethyl-N 3 -propylisophthalamide ? 
5 N 1 -{(lS ? 2R)-l-(3,5-difluorobenzy!)-34(3-ethylbenzyl)amino]-.2- 
hydroxypropyl} -N 3 -isopropyl-N 3 ,5-dimethylisophthalamide ? 

N^utyl-NMciS^RMW 
hydroxypropyl} -N 1 ,5-dimethylisophthalamide, 

N^IClS^^^S^-difluorobenzyO-S-tCS-ethylbenzyOamino]^- 
1 0 hydroxypropyl} -N 3 -isobutyl-N 3 ,5-dimethylisophthalamide, 

N^(lS,2RH-(3>difluorobenzyl)^ 
hydroxypropyl} -N 3 -ethyl-5-methyl-N 3 -propylisophthalamide, 

N 1 -{(lS J 2R)4-(3 ? 5-difluoroben2yl)-34(3-ethylbenzyl)amino]--2- 
hydroxypropyl} -N 3 -ethyl-N 3 -isopropyl-5-methylisophthalamide, 
15 N\N 1 -diallyl-N 3 4(lS ? 2R)4<3 ) 5-difluorobenzyl)-34(3-ethylbenzyl)amin^ 
hydroxypropyl} -5-methylisophthalamide, 

3-(azepan-l-ylcarbonyl)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)amino] -2-hydroxypropyl } -5 -methylbenzamide 

N-{(lS ? 2R)4-(3 ? 5-difluorobenzyl).3-[(3-ethylben2yl)amino]-2- 
20 hydroxypropyl } -3- [(4-hydroxypiperidin- 1 -yl)carbonyl]-5-methylbenzamide, 

N-{(lS,2R)4-(3 ? 5-difluorobenzyl)-3-[(3-ethylben2yl)amino]-2- 
hydroxypropyl} -3- [(3-hydroxypiperidin- 1 -yl)carbonyl]-5-methylbenzamide, 

N 1 -{(lS 5 2R)4<3 ? 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]^^ 
hydroxypropyl} -N 3 ,N 3 -diisopropyl-5-methylisophthalamide, 
25 N l -butyl-N 3 -{(lS ? 2R)4^3,5-difluorobenzyl)-3-[(3-ethylbenzy0 
hydroxypropylJ-N^ethyl-S-methylisophthalamide, 

N^CcyclopropylmethyO-^-IClS^RJ-l-CS^-difluorobenzy^-S^CS- 
ethylbeiizyl)amino]-2-hydroxypropyl}«5-methyl-N l -propylisophthalamide, 

N ! K;yclohexyl-N 3 -{(lS,2RH<3,5^ 
30 2-hydroxypropyl}-N 1 5 5«dimethylisophthalamide, 

N^(lS;2RHK3,5^ifluoroben^ 
methylphenyl)cycloprop yl]ami^ 
and 
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^{(IS^RJ-l-CS^-difluorobenzylH^CS-ethylbenzyOamino]^- 
hydroxypropyl}-3-{[(trifluoromethyl)sulfonyl]amino}benzainide. 

182. A method of treatment according to claim 145 where the substituted 
5 amine (X) is selected from the group consisting of: 

N-{(lS ? 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
methyl-5-(2-propylpentanoyl)benzamide, 

N-{(lS ? 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-(2-ethylpentanoyl)-5-methylbenzamide ? 
10 N- {( 1 S S 2R)- 1 -benzyl-3 -[(3 -ethylbenzyl)amino]-2-hydroxypropyl } -3 -methyl- 

5-(2-propylpentanoyl)benzamide, 

N- { ( 1 S ,2R)- 1 -benzyl-3 - [(3 -ethynylbenzyl)amino]-2-hydroxypropyl } -3 - 
methyl-5-(2-propylpentanoyl)benzamide, 

N-{(lS,2R)-l-(3 ? 5-difluoroben2yl)-3-[(3-ethylbenzyl)amino]-2- 
1 5 hydroxypropyl} -3-(2-ethylbutanoyl)-5 -methylbenzamide, 

N 1 -{(lS,2R)4-ben2yl-34(3-ethylbenzyl)amino]-2-hydroxypro^^ 
propylpentanoyl)isophthalamide, 

N-{(lS,2R)-l-benzyl-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}-3-(2- 
ethylpentanoyl)-5-methylbenzamide, 
20 N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-5-(2-propylpentanoyl)isophthalamide, 

N 1 -{(lS ? 2R)-l-(3 5 5-difluorobenzyl)-2"hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -5-(2-propylpentanoyl)isophthalamide, 

N4(lS ? 2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy-l-(4-hydroxybenzyl)propyl]- 
25 3-methyl-5-(2-propylpentanoyl)benzamide, 

N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-methyl-5-(2«propylpentanoyl)benzamide ? 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-methyl-5-(2-propylpentanoyl)benzamide ? 

30 Ni-CClS^RJ-l-CS^-difluorobenzyO^-hydroxy-S-ftS^S- 

pyridinyl)benzyl]amino}propyl)-5«methyl-N3,N3-dipropylisophthalamide 5 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(4- 

pyridinyl)benzyl]amino}propyl)-5-methyl- N^,N^ -dipropylisophthalamide, 
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Ni^ClS^^-l^^-difluorobenzyO^-hydroxy^-fCS- 
methoxybenzyl)amino]propyl}- N 3 ,N 3 -dipropyl-5-(l-propynyl)isophthalamide, 

Ni-IClS^^^-CS^-difluorobenzy^-S-tCS-ethylbenzyOamino]-!- 
hydroxypropyl} - N 3 ,N 3 -dipropyl-5-( 1 -propynyl)isophthalamide, 
5 N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl} - N^,N^-dipropyl-5-(2-propynyl)isophthalamide, 

N 1 - {( 1 S,2R> 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}- 

N 1 - {(1 S,2R)-1 -(cyclohexylmethyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)amino]propyl } -5 -methyl- N 3 ,N 3 -dipropylisophthalamide, 

N * -[( 1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -(3-thienylmethyl)propyl]-5- 
methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2- 
thienylmefhyl)propyl] -5 -methyl- N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -{(lS)-l-[(lR)-2«(benzylamino)-l-hydroxyethyl]-3-butynyl}-N^ 
dipropy 1- 1 ,3 ,5 -benzenetricarboxamide, 

N 1 -[(lS ) 2R)-2-hydroxy-3-[(3-meflioxybenzyl)amino]-l-(3- 
thienylmethyl)propyl]-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(1 S ) 2R)-3-(benzylamino)-2-hydroxy-l -(2-thienylmethyl)propyl]-5- 
20 methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S ? 2R)-1 -(3-fiiTylmethyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

- {(1 S,2R)-3-(benzyIamino)- 1 -[4-(benzyloxy)benzyl]-2-hydroxypropyl} - 
N 3 ,N 3 -dipropyl- 1,3,5 -benzenetricarboxamide, 
25 Ni-lflS^-l^-furylmethyO^-hydroxy-S-tCS- 

methoxybenzyl)amino]propyl } -5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

N^-[(lSj2R)-3-(benzylamino)-l-(cyclohexyImethyl)-2-hydroxypropyl]-5- 
methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
30 methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -[(lS,2R)-3-(benzylamino)-2-hydroxy-l-(l-naphthylmethyl)propyl]- 

N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

2,3,5-trideoxy-3-({3-[(dipropylamino)carbonyl]-5-methylbenzoyl}amino)-5- 

[(3-methoxybenzyl)amino]4-S-phenyl4-1hio-D-erythro-pentitol, 

5 N^tClS^^-S-Cbenzylam^-l-CS-furylmethy^^-hydroxypropylJ-S-methyl- 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S)-l - {( 1R)-1 -hydroxy-2-[(3-methoxybenzyl)amino]ethyl } -3- 
methylbutyl)-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

Ni-KlS^^-S-Cbenzylam^-l-C^fluorobenzy^^-hydroxypropyll-N 3 ^ 3 - 
1 0 dipropyl- 1,3,5 -benzenetricarboxamide , 

N 1 -{(lS,2R)-l-(4-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)4K2-furylme1hyl)-2-hydroxypropyl]-5-methyU 

N 3 ,N 3 -dipropylisophthalamide, 
1 5 N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -(1- 

naphthylmethyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

n!-{(1 S)44(lR)-2-(benzylamino)-l-hydroxye1hyl]-3-methylbutyl}- N 3 ,N 3 - 
dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 - {(1 S,2R)-1 -[4-(benzyloxy)benzyl]-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)-2-hydroxy-l-(4-hydroxybenzyl)propyl]-5- 

methyl-N 3 ,N 3 -dipropylisophtbalamide, 

N 1 -((1 S)-1-{(1R)-1 -hydroxy-2-[(3-methoxybenzyl)amino]ethyl} -3-butynyl)- 

5-methyl-N 3 ,N 3 -dipropylisophtiialamide, 
25 N 1 -((1 S)-1-{(1R)-1 -hydroxy-2-[(3-methoxyben2yl)amino]e1hyl}-3-butynyl)- 

N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

5-(benzylamino)-2,3,5-trideoxy-3-({3-[(dipropylamino)carbonyl]-5- 

methylbenzoyl}amino)-l-S-phenyl-l-thio-D-erythro-pentitol, 
N 1 - {( 1 S,2R)-1 -[4-(ben2yloxy)benzyl]-2-hydroxy-3-[(3- 
30 methoxybenzyl)amino]piopyl}- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
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N 1 -[(1 S,2R)-3-(benzylamino)-2-hydroxy-l -(4-hydroxybenzyl)propyl]-N 3 ,N 3 - 
dipropyl- 1,3,5 -benzenetricarboxamide , 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(l- 
naphthylmethyl)propyl]- N^^^-dipropyl-l^^-benzenetricarboxamide, 
5 N 1 -{(lS)-14(lR)-2-(benzylamino)-l-hydroxyethyl]-3-methylbutyl}-^ 
methyl- N 3 ,N 3 -dipropylisophthalamide , 

Ni^ClS^-l^-fluorobenzyO^-hydroxy-S-KS- 

methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N4(lS,2R>3-(ben^lam^ 
10 dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -(( 1 S)- 1 - {( 1 R)- 1 -hydroxy-2- [(3-methoxybenzyl)amino]ethyl } -3- 
methylbutyl)- N 3 jN 3 -dipropyl-l ? 3 s 5-benzenetricarboxamide ? 

N 1 -[(1 S,2R)-3-(benzylamino)- 1 -(4-fluorobenzyl)-2-hydroxypropyl]-5-methyl- 

N 3 ,N 3 -dipropylisophthalamide, 

15 N4(lS,2R)-3-(benzylamino)-l-(2^ 
dipropyl-1 ,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 -[( 1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -( 1 -naphthylmethyl)propyl]-5- 
20 methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 5 2R)-l-(cyclohexylmethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} - N^^N^-dipropyH ,3,5-benzenetricarboxamide, 

N 1 -[(1 S > 2R)-3-(benzylamino)-2-hydroxy-l -(2-thienylmethyl)propyl]-N 3 ,N 3 - 
dipropyl-l,3,5-benzenetricarboxamide, 

25 Ni-iClS^RJ-l^-furylmethyO^-hydroxy-S-^- 

methoxybenzyl)amino]propyl}- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

- {( 1 S,2R)-3-(benzylamino)- 1 -[4-(benzyloxy)benzyl]-2-hydroxypropyl} -5- 
methyl- N 3 ,N 3 -dipropylisophthalamide, 

N^iClS^-l^-fuxylmethylH-hydroxy-S-KS- 
30 methoxybenzyl)amino]propyl}- N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
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N 1 -[(lS,2R)-3-(benzylamino)-2-hydroxy-l-(3-thienylmethyl)propyl]-N 
dipropyl- 1 ,3 ,5 -benzenetricarboxamide , 

N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2- 
thienylmethyl)propyl]- N^,N^ -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 
5 N 1 -{(lS)-l-[(lR)-2^benzylamino)-l-hydroxyethyl]-3-butynyl}-5 
,N^-dipropylisophthaIamide ? 

N 1 -[(lS ? 2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(3- 
thienylmethyl)propyl]- N^N^-dipropyl-l ,3 ,5-benzenetricarboxamide, 
N 1 - {( 1 S,2R)-1 -(cyclohexylmethyl)-2-hydroxy-3-[(3- 
10 methoxybenzyl)amino]propyl}- N3,N3-dipropyl-l,3,5-benzenetricarboxamide, 
N 1 -[(1 S^^-hydroxy-S-fCS-methoxybenzyOamino]-! -(3- 
thienylmethyl)propyl]- N3,N3-dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -(2- 
thienylmethyl)propyl]- N^^-dipropyl-l ,3 ,5-benzenetricarboxamide, 
15 N 1 - {( 1 S,2R)-1 -(2-furylmethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}- N^N^-dipropyl-l ,3 ,5-benzenetricarboxamide, 

N 1 - {(1 S,2R)-1 -(3-furylmethyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}- Jsj3-dipropyl-l ,3,5-benzeneMcarboxamide, 
N^iClS^RJ^-hydroxy-l-C^hydroxybenzyO-S-KS- 
20 methoxybenzyl)amino]propyl}~ N^N^-dipropyl-l ,3,5-benzenetricarboxamide, 
N 1 <(lS)-l-{(lR)-l-hydroxy-2-[(3-methoxybenzyl)amino]ethyl}-3- 
methylbutyl)- N^N^ -dipropyl- 1 ,3,5-benzenetricarboxamide, 

N^{(lS,2R)-l-(4-fluorobenzyl)-2-hydroxy«3-[(3- 
methoxybenzyl)amino]propyl}- ,n3 -dipropyl- 1 ,3, 5-benzenetricarboxamide, 
25 N^^lS^^-hydroxy-S-tCS-methoxybenzy^amino]-!^!- 

naphthylmethyl)propyl]- N-^N^ -dipropyl- 1 ,3,5-benzenetricarboxamide, 

Ni^ClS^R^l-^-fbenzyloxy^enzyll^-hydroxy-S-tCS- 
methoxybenzy^aminoJpropyll-N^^N^-dipropyl-ljSjS-benzenetricarboxamide, 
N 1 - {(1 S,2R>2-hydroxy- 1 -[3-(hydroxymethyl)benzyl]-3-[(3- 
30 methoxybenzyl)amino]propyl}-5-methyl-N^,N^-dipropylisophthalamide, 
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N 1 - {( 1 S^)-3-[(3^thylbenzyl)amino]-2-hydioxy- 1 -[3 - 
(hydroxymethyl)benzyl]propyl}-5-me&^ 

N 1 - {( 1 S,2R)-2-hydroxy-l -[3-(hydroxymethyl)benzyl]^3 -[(3- 
iodobenzyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide ? 
5 N 1 - {( 1 S,2R)-2-hydroxy- 1 -[4-(hydroxymethyl)benzyl]-3-[(3- 

iodobenzyl)amino]propyl}-5-methyl-N^ ? N^-dipropylisophthalamide, 

N 1 - {(1 S 5 2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy-l -[4- 
(hydroxymethyl)benzyl]propyl}-5-methyl-N^ ? N^-dipropylisophthalamide, 

Nl-{(lS 5 2R)-2-hydroxy-l-[4-(hydroxymethyl)benzyl]-3-[(3- 
1 0 methoxybenzyl)amino]propyl} -S-methyl-N 3 ,N 3 <iipropylisophthalamide 5 

N 1 -{(lS ? 2R)-l-(3-fluoro-5-hydroxybenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-^ 

N 1 4(lS,2R)-34(3-ethylberi2yl)amino]-lK3-fluoro-5-hydroxybenzyI)«^ 
hydroxypropyl] -5 -methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 Nl - {(1 S ? 2R)-l-(3-fluoro-5-hydroxybenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl} -5-methyl-N 3 ,N3-dipropylisophthalamide, 

NM(lS;2R)-l-[3-(benzyloxy)-5-fl^^ 
iodobenzyl)amino]propyl } -5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

N* - {(1 S,2R)4 -[3-(benzy^ 

20 methoxybenzyl)amino]propyl}-5-me^^ 

N-{(lS,2R)-l-[4-(benzyloxy)benzyl]-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N 1 -{(lS,2R)-l-[4-(ben2yloxy)benzyl]^2-hydroxy-3-[(3- 
methoxybenzyOaminojpropy^-N^^-dipropylpentanediamide, 
25 3-[(dipropylamino)sulfonyl]-N-[(lS,2R)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]-l-(l-naphthylmethyl)propyl]propanamide, 

N 1 -[( 1 S ,2R)-2-hydroxy-3-[(3 -methoxybenzyl)amino]- 1 -(1 - 

naphthylmethyl)propyl]- N^N^-dipropylpentanediamide, 
3-[(dipropylamino)sulfonyl]-^ 
30 methoxybenzyl)amino]propyl}propanamide, 
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N 1 -{(lS ? 2R)-l-(4-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} - N^J^-dipropylpentanediamide, 

3-[(dipropylamino)suIfonyl]-N-{(lS > 2R)-2-hydroxy-l-(4-hydroxybenzyl)-3- 
[(3-methoxybenzyl)amino]propyl}propanamide, 

5 N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4-hydroxybenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}-N^ s N^-dipropylpentanediamide, 

3-[(dipropylam^ 
methoxybenzyl)amino]propyl}propanamide, 

N 1 -{(lS 5 2R)-l-(2-furylmethyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)amino]propyl} - N 5 ,N 5 -dipropylpentanediamide, 
3-[(dipropylam^ 
methoxybenzyl)amino]propyl}propanamide, 

Ni^ClS^-l-CS-furylmethyO^-hydroxy-S-KS- 

methoxybenzyl)amino]propyl} - N5 5 N^-dipropylpentanediamide, 
1 5 3-[(dipropylamino)sulfonyl]-N-[(l S,2R)-2-hydroxy-3-[(3- 

methoxyben2yl)amino]-l-(2-thienylmethyl)propyl]propanamide ? 

N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -(3- 

thienylmethyl)propyl]- N^,N^-dipropylpentanediamide 5 

3-[(dipropylamino)sulfonyl]-N-[(lS,2R)-2-hydroxy-3-[(3- 
20 me1hoxybenzyl)amino]-l-(3-thienylmethyl)propyl]propanamide > 

N 1 -[(lS 9 2R)-2-hydroxyO-[(3-methoxybenzyl)amino]-l-(2- 
thienylmethy^propylJ-N^^N^-dipropylpentanediamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -3- { [(2R)- 1 -ethylpyrrolidinyl]carbonyl} -5- 
25 methylbenzamide, 

N-{(lS 3 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -3- { [(2S)-1 -ethylpyrrolidinyl]carbonyl} -5- 
methylbenzamide, 

N-^lS^RJ-l-CS^-difluorobenzyl^-hydroxy-S-fCS- 
30 methoxybenzyl)amino]propyl}-3-[(l-ethyl-lH-imidazoI-2-yl)carbonyl^ 
methylbenzamide, 

N-{(lS,2R)-l-(3,5-difluoroben2yl)"2-hydroxy-3-[(3- 
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methoxybenzyl)amino]propyl}-3-[(l-ethyl-4-methyl-lH-imidazol-5-yl)carbonyl]-5- 
methylbenzamide, 

N 1 -(( 1 S,2S)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-2- { 1 -[(3- 
methoxybenzyl)amino]cyclopropyl}ethyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -((1 S,2S)- 1 -(3 ,5-difluorobenzyl)-2- { 1 -[(3-ethylbenzyl)amino]cyclopropyl} - 

2-hydroxyethyl)-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

(lR,2R,3R)-Nl-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 2 > N 2 -dipropyl-l,2,3-cyclopropanetricarboxamide, 
( 1 R^R^RVN 1 - {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)ammo]propyl} -3-phenyl- N 2 N 2 -dipropyl-l ,2- 
cyclopropanedicarboxamide, 

(lR > 2R,3R)-N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-3-methyl- N 2 N 2 -dipropyl-l ,2- 
cyclopropanedicarboxamide, 
15 (1R,2R,3S)-Nl-{(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} -3-methyl- N 2 ,N 2 -dipropyl-l ,2- 
cyclopropanedicarboxamide, 

(lR,2R,3S)-N 1 -{(lS,2R)-l-( 3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-3-phenyl- N 2 ,N 2 -dipropyl-l ,2- 
20 cyclopropanedicarboxamide, 

(lR,2R,3S)-N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino3propyl}-N 2 ,N 2 -dipropyl-l,2,3-cyclopropanetricarboxamide, 

(lR,2R,3S)-3-(2-amino-2-oxoethyl)-N 1 -{(lS,2R)-l-(3 5 5-difluorobenzyl)-2- 

hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 2 ,N 2 -dipropyl-l,2- 

25 cyclopropanedicarboxamide, 

(lR,2R,3R)-3-(2-amino-2-oxoethyl)-N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2- 

hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 2 ,N 2 -dipropyl-l,2- 

cyclopropanedicarboxamide, 

(lR,2R,3S)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

30 methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
methylcyclopropanecarboxamide, 
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(1R,2R,3R)-N- {( 1 S,2R)- l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 

methylcyclopropanecarboxamide, 

(lS,2R,3R)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 

phenylcyclopropanecarboxamide, 

(lS,2R,3S)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
phenylcyclopropanecarboxamide, 

(lS^R^RyNi-iClS^-l^^-difluorobenzyO^-hydroxy-S-tCS- 
methoxybenzyl)amino]propyl}-3-[2-(dipropylamino)-2-oxoethyl]-l,2- 

cyclopropanedicarboxamide, 

( 1 S,2R,3S)-N 1 - {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-[2-(dipropylamino)-2-oxoethyl]-l,2- 
cyclopropanedicarboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl-5- 
{ [(trifluoromethyl)sulfonyl]amino} isophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}- N 3 ,N 3 -dipropyl-5- 
{[(trifluoromethy^sulfonyllaminojisophthalamide, 

N 1 - {( 1 S,2R)-1 -benzyl-3 -[(3-ethylbenzyl)amino]-2-hydroxypropyl } - N 3 ,N 3 - 
dipropyl-5-{[(trifluoromethyl)sulfonyl]amino}isophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluoroben2yl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-{methyl[(trifluoromethyl)sulfonyl]amino}-N 3 ,N 3 - 
dipropylisophfhalamide, 

N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]piopyl}-5-{methyl[(trifluoromethyl)sulfonyl]amino}-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-5- 
{propyl[(trifluoromethyl)sulfonyl]amino}isophthalamide, 
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N^iClS^^^^-difluotobenzyl^-hydioxy-S-KS- 
methoxybenzyl)amino]propyl} -5-[(methylsulfonyl)amino]- N^,N^- 
dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
5 methoxybenzyl)amino]propyl}-5-[(phenylsulfonyl)amino]-N3,N3- 
dipropylisophthalamide, 

N-{(lS ) 2R)-l-(3 s 5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropylbenzyl)amino]propyl} -3 -[(dipropylamino)sulfonyl]propanamide, 

N-{(lS,2R)-l-(3>difluorobei^ 
1 0 hydroxypropyl} -3-[(dipropylamino)sulfonyl]propanamide, 

N-((lS,2R)-l<3,5-difluorobenzyl)-3-{[3-(dime%lam 
hydroxypropyl)-3-[(dipropylamino)sulfonyl]propanamide 3 

N-((lS,2R)-l-(3>difluo^^ 
yl)methyl]amino}-2-hydroxypropyl)-3-[(dipropylamino)sulfonyl]propana 
15 N-((lS,2R)-l-(3>difluoroben^^ 

yl)methyl]ammo } propyl)-3-[(dipropylamino)sulfonyl]propanamide, 

N-((lS,2R)-l-(3,5-difluorobe^ 
isoxazolyl)methyl]amino}propyl)-3-[(dipropylamino)sulfonyl]propanami 

N-[(lS ? 2R)-34(3-cyclopropylbenzyl)amino]4-(3 ? 5-difluoroben2yl)-2- 
20 hydroxypropyl]-3-[(dipropylamino)sulfonyl]propanamide, 

N 1 -[(lS,2R)-34(3-cyclopropylbexizyl)amino]4^3 ? 5-difluorobenzyl)-2 
hydroxypropyl]-5-methyl-N^,N^-dipropylisophthalamide ? 

N^lS;2RH<3,5-difluorobe^ 
yObenzyllaminolpropylJ-S-mefliyl-N^jN^-dipropylisophthalamide, 
25 Ni-CClS^RJ^KS^-difluorobenzyl^-hydroxy-S-f^^l^-oxazol^- 
yl)benzyl]amino } propyl)-5-methyl-N^ ,N3 -dipropylisophthalamide, 

N 1 -[(1 S,2R)"3-[(3-acetyiben2yl)ammo]- 1 -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl- N^N^-dipropylisophthalamide, 

N 1 4(lS,2R)-3-[(3-acetylbenzyl)amino]-l-(3 5 5-difluoroben5yl)-2- 
30 hydroxypropyl]- N^N^-dipropyl-l ,3,5-benzenetricarboxamide, 
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N^lS^)-3-[(3-acetylbe^ 
hydroxypropyl]-5-(aminosuIfonyl)- -dipropylisophthalamide, 

N 1 -[(1 S ? 2R)-3-[(3-acetylbenzyl)amino]-l -(3,5-difluorobenzyl)-2- 
hydroxypropy 1] -5-(methylsulfonyl)- -dipropylisophthalamide, 
5 N 1 4(lS 5 2R)-3-{[3-(diethylamino)benzyl]amino}-l<3 s 5-difluoroben 
hydroxypropyl]-5-methyl-N^,N3-dipropylisophthalamide ? 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(4- 
morpholinyl)benzyl]amino}propyl)-5-mefa^ 

N^^lS^-l-CS^-difluorobenzyli^-hydroxy-S-lfS^l- 
10 piperazinyl)benzyl]amino}propyl)-5-meth^ 

N 1 -[( 1 S,2R)-3- {[3 -(aminosulfonyl)benzyl]amino} -1 -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N3,N3-dipropylisophfhalamide ? 

N 1 -[(lS J 2R)-l-(3,5-difluorobenzyl)-3-({3- 

[(dimethylamino)sulfonyl]benzy^ 
1 5 dipropylisophthalamide, 

Nk(l S;2R)-M3 ? 5Klifluo^ 
piperidinylsulfonyl)benzyl]amm^ 

N 1 -((lS,2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-{[3- 
(methylsulfonyl)benzyl]amino}propyl)-5-methyl-N^,N^-dipropylisophthalamide, 
20 N 1 -((lS,2R)-l-(3 ? 5-difluoroben2yl)-2-hydroxy-3-{[3- 
(isopropylsulfonyl)benzyl]amino}prop 

N 1 -[(1 S,2R)-3-{[3-(aminocarbonyl)benzyl]amino} -1 -(3 ? 5-difluorobenzyl)-2- 
hydroxypropyl]«5-methyl-N^,N^-dipropylisophtiialamide 5 
N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-3-({3- 
25 [(dimethylamino)carbonyl]ben2yl} amino)-2-hydroxypropyl]-5-methyl-N3 ,n3- 
dipropylisophthalamide, 

N 1 -[(1 S,2R)-3-[(3-cyanobenzyl)amino]- 1 -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N^,N^-dipropylisophthalamide 5 

3-({[(2R3S)^-(3,5Hiifluorophenyl)-3-({34(dipropylamino)carbonyl]-5- 
30 methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)phenylcarbamate 
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3-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- 
methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)phenyldimethylcarbamate, 

N 1 -((1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(l - 
propynyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N^^lS^^-l-CS.S-difluorobenzyO-Z-hydroxy-S-ltS-CS-methyl-l- 
butynyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -( 3 ,5-difluorobenzyl)-2-hydroxy-3- { [3-(2- 
propynyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, , 

N 1 -^ S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(5-isobutyl-l ,3,4- 
10 oxadiazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
Ni-CClS^Ryi^.S-difluorobenzy^-S-iP-CS-ethyl-US^-oxadiazol^- 
yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
Ni-CClS^-l-CS^-difluorobenzyl^S-ftS-CS-ethyl-l^^-thiadiazol^-yl) 
methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
1 5 N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(5-isobutyl-l ,3,4- 

thiadiazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisoph1halamide, 
N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[3-(3-ethyl-l,2,4-thiadiazol-5-yl) 
methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(3-isobutyl-l ,2,4- 
20 thiadiazol-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
Nl -((1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(3-isobutyl-l ,2,4- 
oxadiazol-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisoph1hakmide, 
N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[3-(3-ethyl-l,2,4-oxadiazol-5-yl) 
methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
25 Ni-CClS^-l-CS^-difluorobenzyO-S-l^-ethyl-l^-oxazol-S- 

yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isobutyl-l,3-oxazol-5- 
yl)methyl]araino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-CClS^-l-CS^-difluorobenzyO^-hydroxy-S-ltCS-isobulyl-l^^- 

30 oxadiazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N^CClS^^-l-CS^-difluorobenzyO-l-hydroxy-S-f^S-isobutyl-l^^- 
thiadiazol-2-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-CClS^^-l-CS^-difluorobenzyO-S-ltCS-ethyl-l.S^-thiadiazol-Z- 
yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 Ni-CClS^-l-CS.S-difluorobenzyO-S-ltCS-ethyl-l.S^-oxadiazol-l- 
yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Nl-((lS,2R)-l-( 3 ,5-difluorobenzyl)-3-{[(3-ethyl-l,2,4-oxadiazol-5- 
yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
Ni-CClS^RVl-O^-difluorobenzyl^S-itCa-ethyl-l^^-thiadiazol-S- 
10 yl)me%l]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -((1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-l ,2,4- 
thiadiazol-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-l ,2,4- 
oxadiazol-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
1 5 N 1 -((1 S,2R)-l-(3,5-difluorobenzyl)-3- {[(2-ethyl-2H-tetraazol-5- 

yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isobutyl-2H-tetraazol- 
5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
Ni-^lS^-l-CS.S-difluorobenzyl^S-l^-ethyM- 
20 pyrimidiiiyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ^ 3 - 
dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isopropyl-4- 

pyrimidinyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(2-ethynyl-4- 
25 pyrimidinyl)methyl]amino}-2-hydroxypropyl)-5-metiiyl- N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(6-isopropyl-4- 
pyrimidinyl)methyl]amino}propyl)-5-me%l-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-3-({[6-(dimethylamino)-4- 
30 pyrimidinyl]methyl}amino)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
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dipropylisophthalamide, 

N 1 -[( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-( { [2-(dimethylamino)-4- 
pyrimidinyl]methyl}amino)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide , 
5 N^Kl S,2R)-l-(3,5-difluorobenzyl)-3-( {[4-(dimethylamino)-2- 

pyrimidinyl]methyl}amino)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide , 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(4-isopropyl-2- 
pyrimidinyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

10 N 1 -((1 S,2R)- 1 -( 3 ,5 -difluorobenzyl)-3- { [(4-ethyl-2- 

pyrimidinyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

Ni-aiS^-l-CS.S-difluorobenzy^-S^KS-ethyl-S- 
pyri(kzinyl)methyl]ammo}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 

15 dipropylisophthalamide, 

N 3 K(lS,2R)-l-(3,5^ifluoroben2^1)-3-{[3Kdimethylamino)benzyl]ammo}-2- 

hydroxypropyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -((1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3- {[(5-isopropyl-3- 

pyri(lazmyl)methyl]ammo}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

20 N 3 -((lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-{[3-(l- 

propynyl)benzyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(6-isopropyl-4- 
pyridazinyl)me1hyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
25 hydroxypropyl}- N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 
N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-3- {[(6-ethyl-4- 
pyridazinyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 3 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
30 isopropylbenzyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 
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N^CClS^^-l-CS^-difluorobenzyO-S-itCe-ethyl-Z-pytazinyOmethyllamino}- 
2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 - {( 1 S,2R)- 1 -( 3 ,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

n!-((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(6-isopropyl-2- 
pyrazinyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(3,4,5- 
trifluorobenzyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-2-hydroxy-l-(3,4,5-trifluorobenzyl)-3-{[3- 
(trifluorome%l)benzyl]amino}propyl)-5-me%l-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-2-hydroxy-l-(2, 3 ,5,6-tetrafluorobenzyl)-3-{[3- 
(trifluoromethyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-me1hoxybenzyl)amino]-l-(2,3,5,6- 
tetrafluorobenzyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-( 3 ,5-difluorobenzyl)-2-hydroxy-3-{[(lR,2S)-2-hydroxy-6- 

methoxy-2,3-dihydro-lH-inden-l-yl]amino}propyl)-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

Nl-((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lR,2S)-2-hydroxy-6- 

methoxy-2,3-dihydro-lH-inden-l-yl]amino}propyl)-N 3 ,N 3 -dipropyl-l,3,5- 
benzenetricarboxamide, 

Nl-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(lR,2S)-6-ethyl-2-hydroxy-2 s 3- 
dihydro-lH-inden-l-yl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(lR,2S)-6-ethyl-2-hydroxy-2,3- 

dihydro-lH-inden-l-yl]amino}-2-hydroxypropyl)-N 3 ,N 3 -dipropyl-l 9 3,5- 
benzenetricarboxamide, 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -(1 H-indol-5-ylmethyl)-3-[(3 - 
methoxybenzyl)amino]propyl}-5-mefliyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-lClS^RyS-KS-etiiylbenzy^aminol-l-hydroxy-l-ClH-indol-S- 

ylmethyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N^KlS^-l-hydroxy-S-tCS-methoxybenzyOaminol-l-CS- 
methylbenzyl)propyl]-5-methyl-N^,N^-dipropylisophthalamide ? 

N^lClS^^-l-hydroxy^-tCS-methoxybenzyOaminol-l-CS- 
methylbenzyl)propyl]- N-^N^ -dipropyl- 1 ,3 ? 5-benzenetricarboxamide, 
5 N 1 - {( 1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -[3- 

(trifluoromethyI)benzyl]propyI}-5-m 

N 1 -{(lS ) 2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-[3- 
(trifluoromethyl)benzyl]pro^ 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxyben2yl)amino]-l-(2- 
10 pyridinylmethyl)propyl]-5-methyl-N^,N3-dipropylisophthalamide ? 

N 1 -[(lS,2R)-2-hydroxy-34(3-methoxybeiizyl)amino]-l-(2- 
pyridinylmethyl)propyl]- N^,N^-dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -{(lS ) 2R)-l-[3-fluoro-5<trifluoromethyl)benzyl]-2--hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-me^^ 
15 N 1 -{(lS i 2R)443-fluoro-5-(trifluoromethyl)benzyl]-2-hydra^^ 

methoxybenzyl)amino]propyl} -N^>N^»dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 - {(1 S 5 2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -[3- 
(trifluoromethoxy)benzyl]pro^ 

N 1 - {(1 S 5 2R)-2-hydroxy-3-[(3-methoxyben2yl)amino]-l -[3- 
20 (trifluoromefhoxy)benzyl]propyl} -N^ -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

Ni^flS^^-hydroxy-l^-hydroxybenzyl)^-^- 
methoxyben2yl)amino]propyl } -S-mefhyl-N^jN^-dipropylisophthalamide, 

Ni-KlS^^-hydroxy-l-CS-hydroxybenzyO-S-KS- 
methoxybenzyl)amino]propyl } - -dipropyl- 1 ,3 ,5 -benzenetricarboxamide, 
25 N 1 -[(lS ? 2R)-2-hydroxy-3-[(3-methoxyben2yl)amino]-l-(4- 
methylben2yl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide ? 

N^tClS^RJ^-hydroxy-S^CS-methoxybenzylJamino]^^^ 
methylbenzyl)propyl] - -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 
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N 1 -{(lS,2R)-l-(4-fluoro-3-methylbenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N^,N3-dipropylisophthalamide, 

N 1 - {(1 S,2R)-l-(4-fluoro-3-methylbenzyI)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N^,N3-dipropyl-l,3j5-benzenetricarboxamide, 
5 N 1 -{(lS > 2R)-l-(4-chlorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } -5-methyl-N3 .N^-dipropylisophthalamide, 

Nl-{(lS,2R)-l-(4-chlorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N3,N^-dipropyl-l,3j5-benzenetricarboxamide 5 

N 1 - {(1 S,2R)-2-hydroxy-l -(3-methoxybenzyl)-3-[(3- 
10 methoxybenzyl)amino]propyl}-5-methyl-N^,N^-dipropylisophthalamide, 

Nl-{(lS,2R)-2-hydroxy-l-(3-methoxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-N^,N^-dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(4-methoxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N3,N^-dipropylisophthalamide, 
15 N!-{(1 S,2R)-2-hydroxy-l -(4-methoxybenzyl)-3-[(3- 

methoxybenzyl)amino]propyl} - N 3 } N3-dipropyl- 1 ,3,5-benzenetricarboxamide, 

N 1 - {(1 S,2R)-1 -(3-chloro-5-fluorobenzyl)-2-hydroxy-3-[(3- 
me1hoxybenzyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -(3-chloro-5-fluorobenzyl)-2-hydroxy-3-[(3- 
20 methoxybenzyl)araino]propyl}-N^,N^-dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-l-(4-chloro-3-fluorobenzyl)-2-bydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ^ 3 ^propylisophthalamide, 

N 1 - {(1 S,2R)- 1 -(4-chloro-3-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N3,N3^ipropyl-13,5-benzenetricarboxamide, 
25 N^fClS^-l-CS^-dichlorobenzy^^-hydroxy-S-^- 

methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni^ClS^-l-CS^-dichlorobenzylJ^-hydroxy-S-KS- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-beiizenetricarboxamide, 
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N 1 -{(lS,2R)-l-[4-(dimethylamino)benzyl]-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-IClS^Rj-l-^-Cdimethylamino^enzyll-Z-hydroxy-S-tCS- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
5 Ni^ClS^-l^-chlorobenzy^^-hydroxy-S-P- 

methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3-chlorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3-fluorobenzyl)-2-hydroxy-3-[(3- 
10 methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(4-isopropylbenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

15 N 1 -{(lS,2R)-2-hydroxy-l-(4-isopropylbenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 
N 1 -{(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-[(6-methoxy-2- 
pyridinyl)methyl]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Nl-{(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-[(6-methoxy-2- 
20 pyridinyl)methyl]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxamide, 

N 1 - {(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-[(5-methyl-2- 
pyridinyl)me1hyl]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-[(5-methyl-2- 
pyridinyl)methyl]propyl}-N 3 ,N 3 -dipropyl-l,3 5 5-benzenetricarboxamide, 
25 N 1 - {(1 S,2R)-1 -( 3 -fluoro-4-methylben2yl)-2-hydroxy-3 -[(3- 

methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3-fluoro-4-methylbenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl4,3,5-benzenetricarboxamide, 
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N^KlS^-l-CS-fluoro^-methoxybenzyO^-hydroxy-B-tCS- 
methoxybenzyOaminojpropyll-S-methyl-N^jN^-dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3-fluoro-4-methoxybenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}«N3,N^-dipropyl-13 9 5-benzenetxicarboxamide ? 
5 -[(1 S ) 2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -(2-methoxy-5- 

methylbenzyl)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalaiiiide 5 

N^-[(lS s 2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2-methoxy-5- 
methylbenzyl)propyl]-N 3 ,N 3 -dipropyl- 1 ,3 ,5 -benzenetricarboxamide, 

N 1 -[(1 S ? 2R)-2-hydroxy-3 -[(3-methoxybenzyl)amino]-l -(1 ,3-thiazol-2- 
1 0 ylmethy^propyy-S-methyl^^N^-dipropylisophthalamide, 

N 1 -[(lS s 2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]"l-(l,3-tliiazol-2- 
ylmethyl)propyl]-N 3 ? N 3 -dipropyl-l ? 3,5-benzenetricarboxamide ? 

Ni-jClS^Ri-l-tCS-chloro^-thieny^methyll^-bydroxy-S-KS- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N^(lS > 2R)-l-[(5-chloro-2-thi^ 

methoxybenzyl)amino]propyl}-N^^ 

N-{(lS,2R)-lK3 J 5-difluoroberi2yl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -4-hydroxy-3-(l -pyrrolidinylcarbonyl)benzamide ? 

N-{(lS,2R)4<3,5-difluorobenzyl)-34(3-ethylben2yl)amino]-2- 
20 hydroxypropyl}-5-methyl-2-[(me^ 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropylj^-f^ethylsulfony^aminoj-l^-oxazole^-carboxamide, 

N- {(1 S,2R)-1 -(3 s 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(propylsulfonyl)amino]-l 5 3-thiazole-4-carboxamide, 
25 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}^-hydroxy«3-(l-pyrrolidinylcarbonyl)ben^ 

N-{(lS,2R)-l-(3 > 5-difluorobenzyl)-2-hydroxy-3-[(3- 
metboxybenzyl)amino]propyl}"2-[(propylsulfonyl)ainino]-13-thiaz 
carboxamide, 

30 N-{(lS,2R)-l-benzyl-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}-2- 
[(methylsulfonyljaminoj-l^-oxazole^-carboxamide, 
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N-(( 1 S ,2R)- 1 -(3 ,5-difluorobenzyl)-3- { [ 1 -(3 -ethylphenyl)cyclopropyl]amino} - 
2-hydroxypropyl)-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-(( 1 S,2R)- 1 -(3,5 -difluorobenzyl)-3- { [ 1 -(3 -ethylphenyl)- 1 - 
methylethyl]amino}-2-hydroxypropyl)-4-hydroxy-3-(l- 
pyrrolidinylcarbonyl)benzamide, 

N-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[l-(3-ethylphenyl)-l- 
methylethyl]amino}-2-hy(toxypropyl)-24(me%lsulfonyl)amino]-l,3-oxazole-4- 

carboxamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[l-(3-ethylphenyl)-l- 
tnethyle%l]amino}-2-hydroxypropyl)-5-me1hyl-2-[(methylsulfonyl)amino]-l,3- 

oxazole-4-carboxamide, 

N-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[l-(3-ethylphenyl)cyclopropyl]ammo}- 

2-hydroxypropyl)-4-hydroxy-3 -(1 -pyrrolidinylcarbonyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 

hydroxypTopyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4- 

carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
hy<iroxypropyl}-5-me%l-2<(methylsulfonyl)amino]-l,3K)xazole^-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-4-hydroxy-3-(l-piperidinylcarbonyl)benzamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-[(methylsulfonyl)amino]-l,3K)xazole-2-carboxamide 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-methyl-4-[(methylsulfonyl)amino]-l,3-oxazole-2- 

carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-hydroxy-3-(l-piperidinylcarbonyl)benzamide, 
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N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl } -4-[(methylsulfonyl)amino]- 1 ,3-oxazole-2-carboxamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-5-methyl-2- 

[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-4-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-hydroxy-3-(4-morpholinylcarbonyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-[(ethylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-4- 

carboxamide, 

N- {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-[(e%lsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-hydroxy-3-(4-morpholinylcarbonyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-[(propylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-24(methylsulfonyl)amino]-13-oxazole^^ 

carboxamide, 

N- {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-[(methylsulfonyl)amino]-13-tbiazole-2-carbox 

N-{(lS,2R)-l-(3 s 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]piopyl}^-hydroxy-3Kl-piperazinylcarbonyl)benzamide, 

N- {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-[(methylsulfonyl)amino]-l,3-thiazole-2-carboxamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l 5 3-oxazole-5-carboxamide, 

N-{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-4-hydroxy-3-(l-piperazinylcarbonyl)benzamide, 
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N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-methyl-2-[(raethylsulfonyl)amino]-l,3-oxazole-5-carboxamide, 

N 4 -{(lS,2R)-l-(3,5-difiuorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4,5-dicarboxamide, 
5 N-{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-5-carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-4-hydroxy-N 3 -methylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
10 iodobenzyl)amino]propyl}-4-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-5- 

carboxamide, 

N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(ethylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
1 5 iodobenzyl)amino]propyl} -5-[(methylsulfonyl)amino]- 1 ,3-oxazole-2-carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-4-hydroxy-N 3 -me11iylisophthalamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-methyl-5-[(methylsulfonyl)amino]-l,3-oxazole-2- 

20 carboxamide, 

N-{(lS^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[(e%lsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N- {(1 S,2R)-l-(3,5-difluoroben2yl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}^-me%l-5-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

25 N 1 - {( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 -ethyl-4-hydroxyisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
30 iodobenzyl)amino]propyl}-2-[(ethylsulfonyl)amino]-l,3K)xazole^arboxaniide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(methylsulfonyl)amino]-3-isoxazolecarboxamide, 
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Ni^ClS^^-l-CS^-difluorobenzy^-B-tCS-ethylbenzyOamino]-!- 

hydroxypropyl } -N3-ethyl-4-hydroxyisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy"3-[(3- 
iodobenzyl)amino]propyl } -5 - [(methylsulfonyl)amino] -3 -isoxazolecarboxamide , 
5 N-{(lS ) 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl } -2-[(propylsulfonyl)amino] -1,3 -oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3 5 5-difluoroben2yl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-3-[(methylsulfonyl)amino]-5-isoxazolecarboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

1 0 iodobenzyl)amino]propyl} -N^-ethyl-4-hydroxyisophthalamide, 

N- {(1 S 5 2R)-l-(3,5-difluorobenzyl)-3-[(3-etbylbenzyl)amino]-2- 
hydroxypropyl}-3-[(methylsulfonyl)amino]-5-isoxazolecarboxamide, 

N-{(lS ? 2R)-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -2-[(propylsulfonyl)amino]- 1 ,3-oxazole-4- 
15 carboxamide, 

N-{(lS ? 2R)-l-(3,5-difluorobetizyl)^2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -5-(hydroxymethyl)-2-[(methylsulfonyl)amino]-l ,3- 
oxazole-4-carboxamide, 

N 3 -(cyclopropylmethyl)-N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- 
20 [(3-iodobenzyI)amino]propyl} -4-hydroxyisophthalamide, 

5-cyclopropyl-N-{(lS ? 2R)-l-(3,5^ifluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -2-[(methylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N-{(lS J 2R)4<3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(propylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 
25 N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodoben2yl)amino]propyl}-5-isopropyl-2-[(methylsulfonyl)amino]-13-oxazole^ 
carboxamide, 

N 3 -(cycIopropylmethyO^ 
ethylbenzyl)amino]-2-hy<ko^ 
30 N-[(l S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propyl]-2- 

[(methylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3 5 5-difluoroben2yl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methyl-2-[(propylsulfonyl)amino]-l ? 3-oxazole^-carboxa 
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N-[(lS,2R)-3-(cyclopropylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-[(lS,2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy-l-(4-hydroxybenzyl)propyl]- 

2- [(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-4-hydroxy-N3-isobutylisophthalamide, 

2-{[(cyclopropylmethyl)sulfonyl]amino}-N-{(lS,2R)-l-(3,5-difluorobenzyl)- 

3- [(3-ethylbenzyl)amino]-2-hydroxypropyl}-l,3-oxazole-4-carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-4-hydroxy-N 3 -isobutyl-N 3 -methylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluoTobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(isobutylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N 3 -(cyclopropylmethyl)-N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)amino]-2-hydroxypropyl}^-hydroxy-N 3 -me%lisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[(isobutylsulfonyl)ammo]-l,3-oxazole-4- 

carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-4-hydroxy-N 3 -methyl-N 3 -propylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -2-[(isobutylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N 1 - {( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-4-hydroxy-N 3 -methyl-N 3 -propylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-2-[(phenylsulfonyl)amino]-13-oxazole^-carboxami 

N 1 - {(1 S ,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N3-ethyl-4-hydroxy-N 3 -propylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -2- {[(4-methylphenyl)sulfonyl]amino} -1 ,3-oxazole-4- 
carboxamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N3-ethyl-4-hydroxy-N 3 -propylisophthalamide, 
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N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-{[(4-methylphenyl)sulfonyl]amino}-l,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(phenylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

5 Ni-IClS^-lKS.S-difluorobenzy^-S-tCS-ethylbenzyOamino]^- 

hydroxypropyl}-4-hydroxy-N 3 ,N 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[methyl(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
10 methoxybenzyl)amino]propyl}-4-hydroxy-N 3 ,N 3 -dipropylisophthalamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodoben2yl)amino]propyl}-2-[methyl(methylsulfonyl)amino]-l,3-oxazole-4- 

carboxamide, 

Nl-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

1 5 iodobenzyl)amino]propyl} -4-hydroxy-N 3 , N 3 -dipropylisophthalamide, 
N- {(1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodoben2yl)amino]propyl}-2-[(methylsulfonyl)amino]4,3-thiazole^-carboxamide, 

N-{(lS,2R)-H3,5-difluoroben^l)-3-[(3^thylbeti2yl)amino]-2- 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l,3-thiazole-4-carboxamide, 
20 ^-{(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-5-[(metiiylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-e%lbenzyl)amino]-2- 
hydroxypropyl}-5-[(e%lsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
25 hydroxypropyl}-N^N 3 -dip^opyl-5-[(propylsulfonyl)ammo]isophthalamide, 
N 1 -{(lS,2R)-l-( 3 ,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(isopropylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(isobutylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
30 N'-IClS^-l-CS^-difluorobenzyO-S-KS-ethylbenzylJamino]-!- 

hydroxypropyl}-N 3 ,N 3 -dipropyl-5-[(1hien-2-ylsulfonyl)ammo]isophthalamide, 

N^IClS^RJ-l-CS.S-difluorobenzyO-S-KS-ethylbenzylJamino]^- 
hydroxypropyl}-5-[(2-furylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
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N'-IClS^Ri-l-CS^-difluorobenzyO-S-tCS-ethylbenzyOamino]^- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-[(l,3-thiazol-5-ylsulfonyl)amino]isophthalamide, 

N 1 - {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(l,3-oxazol-5-ylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 - {( 1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl } -5-[( 1 ,3 -oxazol-4-ylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-[(l,3-thiazol-4-ylsulfonyl)amino]isophthalamide, 

N'-IClS^R^l-CB^-difluorobenzyO-S-CCS-ethylbenzyOamino]^- 
10 hydroxypTopyl}-5-{[(l-methyl-lH-imidazol-4-yl)sulfonyl]amino}-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(phenylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
5-{[(5-cyanopyridin-2-yl)sulfonyl]amino}-N'-{(lS,2R)-l-(3,5- 
1 5 difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-({[5-(trifluoromethyl)pyridin-2- 

yl]sulfonyl}amino)isophthalamide, 
20 N- {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hy(koxypropyl}-3-{[(l-methyl-lH-imidazoM-yl)sulfonyl]amino}benzamide, 

N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3^1hylbeiizyl)amino]-2- 
hydroxypropyl}-3-({[5-(trifluoromethyl)p^ 

3- {[(5-cyanopyridin-2-yl)sulfonyl]amino} -N- {(1 S,2R)-1 -(3,5-difluorobenzyl)- 
25 3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}beiizamide, 

N- {(1 S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(phenylsulfonyl)amino]benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(methylsulfonyl)amino]beiizamide, 
30 N-{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(ethylsulfonyl)amino]benzamide } 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(propylsulfonyl)amino]benzamide, 
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N-{(lS J 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(isobutylsulfonyl)amino]benzamide, 

N-IClS^RJ-l-CS^-difluorobenzyO-S^CS-ethylbenzyOamino]^- 
hydroxypropyl } -3-[(isopropylsulfonyl)amino]benzamide, 
5 N-{(lS s 2R)4-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -3- { [( 1 -ethylpropyl)sulfonyl]amino}benzamide, 

34(cyclohexylsulfonyl)amino]-N-{(lS ? 2R)-l-(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)amino]-2-hydroxypropyl}benzamide ? 

N-{(lS 5 2R)-l<3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
1 0 hydroxypropyl} -3- { [( 1 -propylbutyl)sulfonyl]amino }benzamide, 

N-{(lS,2R)-l-(3,5-difluorobe^ 
hydroxypropyl}-3-[(thien-2-ylsulfonyl)amino]benzamide ? 

N-{(lS s 2R)4-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(2-fuiylsulfonyl)amino]benzamide, 
15 ^{(IS^RJ^-fS.S-difluorobenzyO-S-tCS-ethylbenzyOamino]^- 
hydroxypropyl}-3-[(isoxazol-5-ylsulfonyl)amino]beiizamide, 

N4(lS ? 2R)-l-(3,5-difluorobeiizyl)-3-[(3-ethylbenzyl)amino]-2^ 
hydroxypropyl}-3-[(isoxazol-3-ylsulfonyl)amino]benzamide ? 

N- {(1 S,2R)- 1 -(3 s 5-difluorobenzyl)-3 -[(3-.ethylbenzyl)ammo]-2- 
20 hydroxypropyl}-3-[(3-fuiylsulfonyl)amino]benzamide, 

^{(lS^^-CS^-difluorobenzyO-S-KS-ethylbenzyOamino]^- 
hydroxypropyl}-3-[(thien-3-ylsulfonyl)amino]benzamide ? 

^{(lS^R^l^S^-difluorobenzyO^-KS-e^lbenzyOamino]^- 
hydroxypropyl}-3-[(l,3-thiazoM-ylsulfonyl)amino]benzamide > 
25 N-{(lS ? 2R)-l-(3,5-difluoroben2yl)-34(3-ethylben2yl)amino]-2- 
hydroxypropyl } -3-[( 1 ,3 -thiazol-5-ylsulfonyl)amino]benzamide, 

N-{(lS,2R)4-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(l,34hiazol-2-ylsulfonyl)amino]benzamide, 

N ] -[(l S,2R)-1 -(3 ? 5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propyl]- 
30 N 3 ,N 3 -dipropyl-5- {[(trifluoromethyl)sulfonyl]amino} isophthalamide, 

N 1 -[(lS,2R)-3-amino-l-(3,5^ifluorobenzyl)-2-hydroxypropyl]-N 3 ,N 3 - 
dipropyl-5-{[(1rifluoromethyl)sulfonyl]ammo}isophthalamide, 

N l -[(lS,2R)-3-amino-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -[(lS ) 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propyl]-5- 

[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N'-Ctert-butyO-N^KlS^^-l-CS.S-difluorobenzyO-S-tCS-ethylbenzyOamino]- 

2-hydroxypropyl} isophthalamide, 
5 N 1 -(tert-butyl)-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]- 

2-hydroxypropyl}-5-methylisophthalamide, 

S-bromo-N'-Ctert-butyO-N^IClS^^-l-CS^-difluorobenzy^-S-tCS- 

ethylbenzyl)amino]-2-hydroxypropyl}isophthalamide, 

3-tert-butoxy-N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

10 hydroxypropyl}benzamide, 

3-tert-butoxy-N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methylbenzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-{[(trifluoromethyl)sulfonyl]amino}benzamide, 
15 N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3 -[(3-ethylbenzyl)amino]-2- 

hydroxypropyl} -3-(trifluoromethoxy)benzamide, and 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-methyl-5-(trifluoromeaioxy)bexizamide. 

20 1 83 . A pharmaceutical composition which comprises a substituted amine of formula 
(X) 

OH 

*X A. / NH \ <*> 

\Y CH R c 

i /\ 

Ri Ro R^ 



where R] is: 

25 (I) C r C 6 alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
substituted with C r C 3 alkyl and C r C 3 alkoxy), -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, -NRi- a Ri- b where Ri. a and Ri. b are -H or C r C 6 alkyl, 
and -OC=0 NRi_ a Ri- b where Ri_ a and Ri- b are as defined above, 

30 (II) -CH r S(O) 0 -2-(CrC 6 alkyl), 
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(III) -CH 2 -CH 2 -S(0)o-2-(C r C 6 alkyl), 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are - 

5 H or C r C 6 alkyl, 

(V) C 2 -C 6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C-N, -CF 3 , C1-C3 alkoxy, and -NRuRi-b where Ri_ a and R^are -H or Ci-C 6 
alkyl, 

10 (VI) -(CH2)nt-(Ri- ar yi) where ri\ is zero or one and where Ri- a ryi is 

phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: 

(A) Ci-Ce alkyl optionally substituted with one, two or three 
15 substituents selected from the group consisting of Q-C3 alkyl, ~F, -CI, -Br, -I, -OH, 

-SH, and -NRt_ a Ri. b where Ri_ a and Ri_ b are as defined above, -C=N, -CF3, C1-C3 
alkoxy, 

(B) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

20 ~F, -CI, -OH, -SH, -C=N, -CF 3 , CJ-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and R t _ b are - 
H or C r C 6 alkyl, > 

(C) C 2 -C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C-N, -CF 3 , C r C 3 alkoxy, and -NR^Ri. b where R a _ a and Ri_ b are - 

25 H or Q-C 6 alkyl, 

(D) -F,Cl,-Bror-I, 

(F) -Ci-C<5 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NRn-2Rn-3 where Rn-2 and Rn-3 are as defined below, 
30 (H) -OH, 

(I)-ChN, 

(J) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
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-CF 3 , C1-C3 alkoxy, and -NR^Ri-b where R u and R^are -H or C t -C 6 alkyl, 
(K)-CO-(Ci-C 4 alkyl), 

(L) -S0 2 -NRi- a Ri-b where Ri_ a and Ri_ b are as defined above, 
(M) -CONRi-aRi-b where Ri_ a and Ri_ b are as defined above, or 
(N) -S0 2 -(C r C 4 alkyl), 
(VII) -(CH 2 )ni-(Ri-heteroaryi) where m is as defined above and where 
Ri-heteroaryi is selected from the group consisting of: 
pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 

phthalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 
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thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 

isobenzotetrahydrothienyl, 

isobenzothienyl, 

benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofiiranyl, 

benzotetrahydrothienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 
673 



benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 

indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 
674 



13615.25USU4 



PATENT 



benzimidazolyl N-oxide, 
pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
5 triazolyl N-oxide, 

tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryJ group is bonded to -(CH2) n i- by any ring 
10 atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond to 
the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) Ci-Ce alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

15 -SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri-b are as defined 
above, 

(2) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri_ b are 

20 -H or Ci-C 6 alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C-N, -CF 3 , Q-C 3 alkoxy, and -NRi_ a Ri-b where R M and Ri_ b are 
-H orCi-C 6 alkyl, 

25 (4) -F, CI, -Br or -I, 

(6) -Cj-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NRn~2Rn-3 where Rn-2 and R N . 3 are as defined below, 

(8) -OH, 

30 (9) -ON, 

(10) C 3 -C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C^N, 
-CF 3 , Ci-C 3 alkoxy, -NRi_ a Ri-b where Ri_ a and Ri-bare -H or Ci-C 6 alkyl, 
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(11) -CO-(C r C 4 alkyl), 

(12) -S0 2 -NRi- a Ri- b where Ri_ a and R^are as defined above, 

(13) -CO-NRi-aRi-b where Ri_ a and Rt. b are as defined above, or 

(14) -S0 2 -(Ci-C 4 alkyl), with the proviso that when ni is zero 
R i -heteroaryi is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH 2 )ni-(Ri-heterocycie) where ni is as defined above and 

Ri -heterocycle is selected from the group consisting of: 

morpholinyl, 

thiomorpholinyl, 

thiomorpholinyl S-oxide, 

thiomorpholinyl S,S-dioxide, 

piperazinyl, 

homopiperazinyl, 

pyrrolidinyl, 

pyrrolinyl, 

tetrahydropyranyl, 

piperidinyl, 

tetrahydrofiiranyl, 

tetrahydrothienyl, 

homopiperidinyl, 

homomorpholinyl, 

homothiomorpholinyl, 

homothiomorpholinyl S 5 S-dioxide, and 

oxazolidinonyl, 

dihydropyrazolyl 

dihydropyrrolyl 

dihydropyrazinyl 

dihydropyridinyl 

dihydropyrimidinyl 

dihydrofiiryl 

dihydropyranyl 

tetrahydrothienyl S-oxide 

tetrahydrothienyl S ? S-dioxide 

homothiomorpholinyl S-oxide 
676 
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where the Ri- h eteroc yc ie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-heterocycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 
5 (1) Ci-C 6 alkyl optionally substituted with one, two or 

three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R^ and R^, are as 
defined above, 

(2) C 2 -C 6 alkenyl with one or two double bonds, 
10 optionally substituted with one, two or three substituents selected from the group 

consisting of -F, -CI, -OH, -SH, -CdN, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where 
R!_ a and Ri- b are -H or Ci-C 6 alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 

15 consisting of -F, -CI, -OH, -SH, -G=N, -CF 3 , Q-C3 alkoxy, and -NRi_ a Ri-b where 
R^a and Ri_ b are -H or C r C 6 alkyl, 

(4) -F, CI, -Br or -I, 

(5) Ci-C 6 alkoxy, 

(6) -Ci-Ce alkoxy optionally substituted with one, two, 



20 or three of -F, 
below, 



(7) -NR N -2Rn-3 where R N -2 and R N -3 are as defined 



(8) -OH, 

(9) -CWN, 

25 (10) C3-C7 cycloalkyl, optionally substituted with one, 

two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 
_ON, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where R u and Ri_ b are -H or C r C 6 alkyl, 

(11) -CO-(C r C 4 alkyl), 

(12) -S0 2 -NRi- a Ri-b where Ri_ a and Ri_ b are as defined 

30 above, 

(13) -CO-NRi-aRi-b where Ri_ a and Ri_ b are as defined 

above, 

(14) -S0 2 -(C r C 4 alkyl), or 
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(15) =0, with the proviso that when nj is zero 
Ri-heterocycie is not bonded to the carbon chain by nitrogen; 
where R2 is: 
(I)-H, 

5 (II) Ci-Cg alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where Ri_ a and Ri- b are as defined 
above, 

(III) -(CH 2 )o-4-R2-i where R2-1 is Ri. ary i or Rt-heteroaryi where Ri-aryi and 
10 Ri-heteroaryi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NR^R^ where Ri_ a and R^are - 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri. b where 

15 Ri _ 3 and Ri _ b are -H or C 1 -C 6 alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are -H or Ci-C 6 
alkyl, or 

20 (VI) -(CH2)o-4- C3-C7 cycloalkyl, optionally substituted with one, two 

or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , Cj-C 3 alkoxy, and -NRi_ a Ri_ b where Ri_ a and Ri_ b are -H or Ci-C 6 alkyl; 
where R3 is: 
(I)-H ? 

25 (II) Ci-Ce alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri- b where Ri- a and Ri_ b are as defined 
above, 

(III) -(CH 2 ) 0 -4-R2-i where R 2 -i is Ri_ ary i or Ri-heteroaryi where Ri_ aiy] and 
30 R i-heteroaryi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, 

(V) C 2 -C6 alkynyl with one or two triple bonds, or 



678 



13615.25USU4 



PATENT 



(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri- a and Ri_ b are -H or Ci-C 6 alkyl, 
and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn-2-, where R N -2 is as defined below; 
where Rn is: 

(I) Rn-i-Xn- where X N is selected from the group consisting of: 

(A) -CO-, 

(B) -SO*-, 

(C) -(CR'R")i-6 where R' and R" are the same or different and 

are -H or C1-C4 alkyl, 

(D) -CO-(CR'R")i-6-X N -i where X N -i is selected from the group 
consisting of -0-, -S- and -NR 5 - and where R ? and R" are as defined above, and 

(E) a single bond; 

where Rn-i is selected from the group consisting of: 
(A) R N -aiyi where R N -aryi is phenyl, l-naphthyl 5 2-naphthyl, 
tetralinyl, indanyl, dihydronaphthyl or 6,7,8,9-tetrahydro-5H-benzo[a]cycloheptenyl, 
optionally substituted with one, two or three of the following substituents which can 
be the same or different and are: 

(1) C r C 6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri- a and Ri_ b are as 
defined above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 

(6) -C^N, 

(7) -(CH 2 )o-4-CO-NR N -2Rn-3 where R N -2 and R N -3 are the 
same or different and are selected from the group consisting of: 

(a)-H, 
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(b) -Ci-C 6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -C r C 6 alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



15 



10 

bonds, 

one triple bond, 

above, 

20 double bonds), 

three triple bonds), 

25 above, 

defined above, 



defined above, 



(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C3-C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)-0»(C r C 3 alkyl), 

( g ) -C 2 -C 6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-C 6 alkyl chain with one double bond and 

(j) -Ri-atyi where Ri_ ary i is as defined above, and 
(k) -Ri-heteroaiyi where Ri-heteroaryi is as defined 

(8) -(CH 2 )o-4-CO-(Ci-Ci2 alkyl), 

(9) -(CH 2 )o-4-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 ) 0 -4-CO-(C 2 -Ci2 alkynyl with one, two or 

(1 1) -(CH 2 ) 0 -4-CO-(C3-C 7 cycloalkyl), 

(12) -(CH 2 ) 0 ^-CO-Ri-aryi where R lHByi is as defined 

(13) -(CH 2 ) 0 -4-CO-Ri-heteroaryl where Rl-heteroaryl is as 

(14) -(CH 2 )o^-CO-Rl-hete ra cycle where Rj-heterocycle IS as 



30 



(15) -(CH 2 ) 0 ^-CO-R N -4 where R N ^ is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: C\-Ce alkyl, 
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the group consisting of: 



5 above, 
bonds, 
bonds, 

10 



defined above, 
as defined above, 



(16) -(CH 2 )o-4-CO-0-Rn-5 where R N -s is selected from 

(a) C.-C 6 alkyl, 

(b) -(CH 2 )o-2-(Ri-aryi) where Ri-aryi is as defined 

(c) C 2 -C 6 alkenyl containing one or two double 

(d) C 2 -C 6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, and 

(f) -(CH 2 ) 0 -2-(Rl-heteroaryl) where Rl-heteroaryl IS as 

(17) -(CH 2 ) 0 -4-SO 2 -NR N -2Rn-3 where R N -2 and R N - 3 are 



15 (18) -(CH 2 )o-4-SO-(C r C 8 alkyl), 

(19) -(CH 2 ) 0 -4-SO 2 -(C,-Ci 2 alkyl), 

(20) -(CH 2 )o4-S02-(C 3 -C7 cycloalkyl), 

(21) -(CH 2 )<m-N(H or R N -s )-CO-0-R N -5 where R N - 5 can 
be the same or different and is as defined above, 

20 (22) -(CH 2 ) 0 -4-N(H or R N - 5 )-CO-N(R N -5)2, where R N -s 

can be the same or different and is as defined above, 

(23) -(CH 2 )o^-N-CS-N(R N -5)2, where R N - 5 can be the 

same or different and is as defined above, 

(24) -(CH 2 )<m-N(-H or R N -5)-CO-R N -2 where R N -5 and 
25 Rn-2 can be the same or different and are as defined above, 

(25) -(CH 2 )o^-NR N -2Rn-3 where R N -2 and R N -3 can be the 
same or different and are as defined above, 

(26) -(CH 2 ) 0 .4-Rn_4 where R N -4 is as defined above, 

(27) -(CH 2 ) 0 ^-O-CO-(Ci-C6 alkyl), 

30 (28) -(CH 2 ) 0 ^-O-P(O)-(OR N -a I yn)2 where RN-aryi-i is -H 

or C1-C4 alkyl, 

(29) -(CH 2 ) 0 -4-O-CO-N(R N - 5 )2 where R N . 5 is as defined 

above, 
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(30) -(CH 2 )o-4-0-CS-N(R N -5)2 where R N -5 is as defined 

above, 

(31) -(CH 2 )o-4-0-(Rn-s)2 where R N - 5 is as defined above, 

(32) -(CH 2 ) 0 -4-O-( R N - 5 )2-COOH where R N - 5 is as 

defined above, 

(33) -(CH 2 )o-4-S-( R N -5)2 where R N -s is as defined above, 

(34) -(CH 2 )o-4-0-(C r C 6 alkyl optionally substituted 
with one, two, three, four, or five -F), 

(35) C3-C7 cycloalkyl, 

(36) C 2 -C 6 alkenyl with one or two double bonds 
optionally substituted with C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 3 
alkoxy, or -NRi- a Ri~b where Ri_ a and Ri-b are as defined above, 

(37) C 2 -C 6 alkynyl with one or two triple bonds 
optionally substituted with C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r Q 
alkoxy, or -NRiJRi-b where Ri- a and Ri. b are as defined above, 

(38) -(CH 2 ) 0 -4-N(-H or R N -s)-S0 2 -Rn-2 where R N - 5 and 
R N . 2 can be the same or different and are as described above, or 

(39) -(CH 2 ) 0 ^- C3-C7 cycloalkyl, 

(B) -R N -heteroaryi where R N -heteroaryi is selected from the group 

consisting of: 

pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
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isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl ? 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 
naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl 3 

isobenzotetrahydrothienyl, 

isobenzothienyl, 

benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofuranyl, 

benzotetrahydrothienyl, 
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purinyl, 
benzodioxolyl, 
triazinyl, 
phenoxazinyl, 
5 phenothiazinyl, 

pteridinyl, 
benzothiazolyl, 
imidazopyridinyl, 
imidazothiazolyl, 
I o dihydrobenzisoxazinyl, 

benzisoxazinyl, 
benzoxazinyl, 
dihydrobenzisothiazinyl, 
benzopyranyl, 
1 5 benzothiopyranyl, 

coumarinyl, 
isocoumarinyl, 
chromonyl, 
chromanonyl, and 

20 pyridinyl-N-oxide, 

tetrahydroquinolinyl 
dihydroquinolinyl 
dihydroquinolinonyl 
dihydroisoquinolinonyl 

25 dihydrocoumarinyl 

dihydroisocoumarinyl 
isoindolinonyl 
benzodioxanyl 
benzoxazolinonyl 

3 o pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 
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indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzofhiazolyl N-oxide, 

benzimidazolyl N-oxide, 

pyrrolyl N-oxide, 

oxadiazolyl N-oxide, 

thiadiazolyl N-oxide, 

triazolyl N-oxide, 

tetrazolyl N-oxide, 

benzothiopyranyl S-oxide, 

benzothiopyranyl S,S-dioxide, 

where the RN-heteioaryi group is bonded by any atom of 
the parent R N -heteroaryi group substituted by hydrogen such that the new bond to the R N - 
heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is optionally 
substituted with one, two, three, or four of: 

(1) C r C 6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, - 
OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, -NRi_ a Ri-b where R u and R^are as defined 
above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I 

(5) -CO-OH, 

(6) -ON, 
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(7) -(CH2)o-4-CO-NRn-2Rn-3 where Rn-2 and R N . 3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
5 substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2? 

(c) -Ci-Ce alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



10 



bonds, 

15 

one triple bond, 

20 above, 

double bonds), 
25 three triple bonds), 

above, 
30 defined above, 
defined above, 



(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C3-C 7 cycloalkyl), 

(f) -(C r C 6 alkyl)-0-(C r C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -CpCe alkyl chain with one double bond and 

(j) -Ri-aryj where Ri- ar yi is as defined above, and 
(k) -Rj-heteroaiyi where Ri-heteroaryi is as defined 

(8) -(C^o^-CO-Cd-Cu alkyl), 

(9) -(CH 2 )o-4-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 )o-4-CO-(C 2 -Ci 2 alkynyl with one, two or 

(11) -(CH 2 )o-4-CO-(C3-C 7 cycloalkyl), 

(12) -(CH 2 )o^-CO-Ri_ aiy i where Ri- ary i is as defined 

(13) -(CH 2 )o-4-CO-Ri. h eteroaryl Where Ri-heteroar^J is as 

(14) -(CH 2 )o^-CO-Ri.heterocycle where Ri-heterocycle IS as * 



(1 5) -(CH 2 ) 0 ^-CO-Rn-4 where is selected from the 

group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
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homomorpholinyl, homothiomorpholinyl, homomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-C 6 alkyl, 

(16) -(CH 2 )o-4-CO-0-R N -5 where R N -s is selected from 

the group consisting of: 

above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(a) C,-C 6 alkyl, 

(b) -(CH 2 ) 0 -2-(Ri-aryi) where Ri-aryiis as defined 

(c) C 2 -C6 alkenyl containing one or two double 

(d) C 2 -C 6 alkynyl containing one or two triple 

(e) C3-C7 cycloalkyl, 

(f) -(CH 2 )o-2-(Rl-heteroaryl) where Rl-heteroaryl is as 

(17) -(CH 2 )o-4-S0 2 -NRn.2Rn-3 where R N . 2 and R N -3 are 



(18) -(CH 2 )o-4-SO-(Ci-C 8 alkyl), 

(19) -(CH 2 )o-4-S0 2 .(Ci-Ci2 alkyl), 

(20) -(CH 2 )o-4-S02-(C 3 -C7 cycloalkyl), 

(21) -(CH 2 )(M-N(H or R N - 5 )-CO-0-R N -5 where R N -5 can 
be the same or different and is as defined above, 

(22) -(CH 2 )<m-N(H or R N -s )-CO-N(R N - 5 )2, where R N - 5 
can be the same or different and is as defined above, 

(23) -(CH 2 ) 0 -4-N-CS-N(R N -5)2, where R N -5 can be the 
same or different and is as defined above, 

(24) -(CH 2 )o-4-N(-H or R N _ 5 )-CO-R N -2 where R N - 5 and 
R N _ 2 can be the same or different and are as defined above, 

(25) -(CH 2 ) 0 ^-NR N -2Rn-3 where R N _ 2 and R N -s can be the 
same or different and are as defined above, 

(26) -(CH 2 )o-4-Rn-4 where R N -4 is as defined above, 

(27) -(CH 2 ) 0 ^-O-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 ) 0 ^-O-P(O)-(OR N -aryM)2 where R N -atyi-i is -H 

or C1-C4 alkyl, 
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above, 
above, 

defined above, 



(29) -(CH 2 )m-0-CO-N(Rn-5)2 where R N . 5 is as defined 

(30) -(CH 2 )o4-0-CS-N(R N -5)2 where R N . 5 is as defined 

(3 1) -(CH2)o-4-0-(Rn-s)2 where Rn-s is as defined above, 

(32) -(CH 2 )<w-0-( R N - 5 )2-COOH where R N . 5 is as 

(33) -(CH 2 )o-4-S-( Rn-s)2 where Rn-s is as defined above, 

(34) -(CH 2 )o4-0-(CrC 6 alkyl optionally substituted 
10 with one, two, three, four, or five of: -F), 

(35) C3-C7 cycloalkyl, 

(36) C2-C6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRuRj-b where R{_ a and Ri-b are as defined above, 

15 (37) C2-C6 alkynyl with one or two triple bonds 

optionally substituted with C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 3 
alkoxy, or -NRi. a Ri_b where Ri_ a and Ri_b are as defined above, or 

(38) -(CH 2 )o-4-N(-H or Rn-5)-S0 2 -Rn-2 where R N -s and 
Rn-2 can be the same or different and are as described above, or 

20 (39) -(CH 2 ) 0 -4- C3-C7 cycloalkyl, 

(C) RN-aryi-W-R N -ary], where RN-aryi is defined as above, 

(D) RN-aryrW-R N -heteroaryl, where R N -aryl and RN-heteroaryf are aS 

defined above, 

(E) RN-aryl-W-RN-i-heterocycle, where RN-heterocyde is defined as 

25 Ri -heterocycie, is defined above, 

(F) RN-heten?aryrW-R N -aiyb where R N -aiyiaild R n -heteroaryl are as 

defined above, 

(G) RN-heteroaryl-W-RN-heteroaryh where RN-heteroaryl is as defined 

above, 

30 (H) RN-heteroaryrW-RN-l-heterocycle, where Rn-1 -heterocycie IS as 

defined as Rj -heterocycie is as defined above, and where Rn-heteroaryi is as defined above, 

(I) RN-heterocycle~ W-R N -aryi> where RN-heterocycie is as defined as Ri_ 
heterocycie is defined and where RN-aryi are as defined above, 
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(J) RN-heterocyc!e-W-R N -heteroaryl, where Rw-heterocycle IS aS defined as 

Ri-heterocycie as defined above and RN-heteroatyi are as defined above, and 

(K) RN-heterocycie-W-RN-l-heterocyc1e ? where RN-heterocycle and Rn- 

heteroaiyi are as defined above, 
5 where W is 

(21) -(CH 2 )m-, 

(22) -0-, 

(23) -S(O) 0 -2-, 

(24) -N(Rn-s)- where Rn-s is as defined above, 

10 or 

(25) -CO-j 

(II) -CO-(Ci-Ci 0 alkyl) where alkyl is optionally substituted with one, 
two, or three substitutents selected from the group consisting of: 
(A) -OH, 

15 (B)-C r C 6 alkoxy, 

(C) -C r C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N . 8 is -H, C r C 6 alkyl or -phenyl, 

(E) -CO-NRn-2Rn-3 where Rn-2 and Rn-3 are the same or 
different and are as defined above, 

20 (F) -CO-Rn-4 where Rn^ is as defined above, 

(G) -SOa^CrCg alkyl), 

(H) -SO2-NRN-2RN-3 where R N -2 and Rn-3 are the same or 
different and are as defined above, 

(I) -NH-CO-(C r C 6 alkyl), 

25 (J) -NH-CO-O-Rn-8 where R N -s is as defined above, 

(K) -NRn-2Rn-3 where Rn-2 and Rn-3 are the same or different 
and are as defined above, 

(L) -R N -4 where R N ^ is as defined above, 
(M) -0-CO-(d-C 6 alkyl), 
30 (N) -0-CO-NRn-8Rn-8 where R N -s are the same or different and 

are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 
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(Q) -NH-S02-(C!-C6 alkyl), and 
(R) -F, or -CI 

(III) -CO-(CrC 6 alkyl)-0-(CrC 6 alkyl) where alkyl isoptionally 
substituted with one, two, or three substitutents selected from the group consisting of: 
5 (A) -OH, 

(B) -Ci-C 6 alkoxy, 

(C) -C r C 6 thioalkoxy, 

(D) -CO-O-Rn-s where R N . 8 is -H, C r C 6 alkyl or 

(E) -CO-NRn-2Rn-3 where Rn-2 and Rn-3 are the same or 
10 different and are as defined above, 

(F) -CO-Rm-4 where Rn-4 is as defined above, 

(G) -S0 2 -(Ci-Q alkyl), 

(H) -SO2-NRN-2RN-3 where Rn-2 and Rn-3 are the same or 
different and are as defined above, 

15 (I) -NH-CO-(C r C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 
(K) -NRn- 2 Rn-3 where Rn-2 and Rn-3 are the same or different 
and are as defined above, 

(L) -Rn-4 where R N -4 is as defined above, 
20 (M) -0-CO(Ci-C 6 alkyl), 

(N) -O-CO-NRn-sRn-8 where the Rn-sS are the same or different 
and are as defined above, 

(O) -0-(C r C 5 alkyI)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
25 three of: -F, -CI, -Br, or -I), 

(Q) ~NH-S0 2 -(Ci-C 6 alkyl), 

(R)-F,-C1, 

(IV) -CO-(C 3 -C 6 alkyl)-S-(Ci-C 6 alkyl) where alkyl is optionally 
substituted with one, two, or three substitutents selected from the group consisting of: 
30 (A) -OH, 

(B) -C r C 6 alkoxy, 

(C) -C r C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N -s is as defined above, 
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(E) -CONRn-2Rn-3 where Rn-2 and Rno are the same or 
different and are as defined above, 

(F) -CO-Rn^ where Rn-4 is as defined above, 

(G) -S0 2 -(C,-C 8 alkyl), 

5 (H) -SO2-NRN-2RN-3 where Rn-2 and Rn-3 are the same or 

different and are as defined above, 

(I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 
(K) -NRn-2Rn-3 where Rn-2 and Rn-3 are the same or different 
10 and are as defined above, 

(L) -Rn-4 where Rn^ is as defined above, 
(M) -0-CO-(Ci-C 6 alkyl), 

(N) -0-CO-NRn-8Rn-8 where Rn-8 are the same or different and 

are as defined above, 
15 (O) -0-(C r C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, -I), 

(Q) -NH-S0 2 -(C!-C 6 alkyl), 

(R) -F, or -CI, 

20 (V) -CO-CH(-(CH 2 ) 0 -2-O^ where R N . 

aiy i and RN-heteroaiyi are as defined above, where Rn-io is selected from the group 
consisting of: 

(A) -H, 

(B) CrQ alkyl, 

25 (C) C 3 -C 7 cycloalkyl, 

(D) C2-C6 alkenyl with one double bond, 

(E) C 2 -C6 alkynyl with one triple bond, 

(F) Ri- a ryi where Ri- ary i is as defined above, and 

(G) RN-heteroaryi where RN^eteroaiyi is as defined above, or 

30 (VI) -CO-(C3-C8 cycloalkyl) where alkyl is optionally substituted with 

one or two substitutents selected from the group consisting of: 
(AMCH 2 ) 0 _4-OH, 
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(B) -(CH^-Ci-C* alkoxy, 

(C) -(CH 2 )o-4-C]-C 6 thioalkoxy, 

(D) -(CH 2 ) 0 _4-CO-O-R N -8 where R N _ 8 is -H, C r C 6 alkyl or - 

phenyl, 

5 (E) -(CH 2 )o.4-CO-NRn_2Rn-3 where R N . 2 and Rn-3 are the same 

or different and are as defined above, 

(F) -(CH 2 )o-4-CO-Rm-4 where R^a is as defined above, 

(G) -(CH 2 ) 0 . 4 -SO 2 -(C 1 -C 8 alkyl), 

(H) -(CH 2 )q_4-S02-NRn-2Rn~3 where Rn-2 and R N _ 3 are the same 
10 or different and are as defined above, 

(I) -(CH2) 0 -4-NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -8 is as defined above, 
(K) -(CH2)o-4-NRn-2Rn-3 where R N _ 2 and Rn-3 are the same or 
different and are as defined above, 
1 5 (L) -(CH 2 ) 0 _ 4 -R N ^ where R N _4 is as defined above, 

(M) -0-CO-(C r C 6 alkyl), 

(N) -0-CONRn-8Rn-8 where Rn-s are the same or different and 

are as defined above, 

(O) -0-(C r C 5 alkyl)-COOH, 
20 (P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, or -I), 

(Q) -NH-S02-(C!-C 6 alkyl), and 

(R)-F, or -CI, 

where Rc is: 

25 (I)-Ci-Cio alkyl optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , Ci-Ce alkoxy, -O-phenyl, -NRi. a Ri-b where Ri_ a and Ri- b are as 
defined above, -OC=0 NRi- a Ri-b where Ru and Ri_ b are as defined above, -S(=0)o-2 
Ri. a where Ri- a is as defined above, - NRi- a C=0 NRi- a Ri-b where Ri-a and Ri_b are as 

30 defined above, -C=0 NRi- a Ri-b where Ri_ a and Ri_b are as defined above, and -S(=0)2 
NRi_ a Ri-b where Ri_ a and Ri_ b are as defined above, 
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(II) -(CH2)o-3-(C3-Cs) cycloalkyl where cycloalkyl can be optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C]-C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(CrC 4 alkyl), and -NRi_ a Ri_b where R^ a and R^are as defined above, 
5 (III) -(CRc- x Rc-y)o-4-Rc-aryi where Rc- X and Rc- y are 

-H, 

Ci-C 4 alkyl optionally substituted with one or two -OH„ 
C1-C4 alkoxy optionally substituted with one, two, or three of: 

-F, 

1 0 -(CH 2 )o-4-C 3 -C7 cycloalkyl, 

C2-C<$ alkenyl containing one or two double bonds, 
C2-Q alkynyl contianing one or two triple bonds, 
phenyl-, 

and where Rc- X and Rc- y are taken together with the carbon to which they are 
15 attached to form a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom selected from the 
group consisting of -0-, -S-, -SO2-, and -NRn-2- and Rc-aryt is the same as RN-aryi; 

(IV) -(CRc-xRc-yWRc-heteroaryl where Rc-heteroaryl is the same as R N . 

heteroaryi and Rc_ x and Rc- y are as defined above, 
20 (V) -(CRc-xRc-y)o-4-Rc-ai7i-Rc- a ryt where Rc-atyi, Rc-x and Rc-y are as 

defined above, 

(VI) -(CRc- x Rc-y)o^-Rc-aryl-Rc-heteroaryl where Rc-aryl » Rc-heteroatyl, Rc-x and 

Rc-y are as defined above, 

(VII) -(CRc- x Rc-y)04-Rc-heteroaryl-Rc-atyl Where Rc-heteroaryl, Rc-aryb Rc-x 

25 and Rc- y are as defined above, 

(VIII) -(CRc- x Rc-y)o-4-Rc-heteroaiyI-Rc-heteroaiyl Where Rc-heteraaryl> R<>x and 

Rc-y are as defined above, 

(IX) -(CRc- x Rc-y)o-4-Rc-aryi-Rc-heterocycie where Rc-aryi, Rc-x and Rc- y are 
as defined above, and Rc-heterocycie is the same as 

RN-heterocycle, 

30 (X) -(CRc- x Rc-y)o^-Rc-heteroaryI-Rc^eterx)cycIe where Rc-heteroaryl? Rc-heterocycle, 

Rc-x and Rc- y are as defined above, 

(XI) -(CRc-xRc-y)o-4-Rc-heterocycle _ Rc-aryl where Rc-heterocycle? Rc-aryl, Rc-x 

and Rc-y are as defined above, 
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(XII) -(CRc- x Rc-y)o^-Rc-heterocycle-R-C-heteroaryl where Rc-heterocycle 5 Rc- 

heteroaryl, Rc-x and Rc- y are as defined above, 

(XIII) -(CRc- x Rc-y)o-4-Rc-heterocycle-Rc-heterocyc]e where Rc-heterocycle, Rc-x 

and Rc-y are as defined above, 
5 (XIV) -(CRc-xRc- y )o4-Rc-heterocycie where Rc-heterocycie, Rc-x and Rc- y are 

as defined above, 

(XV) -[C(Rc-i)(Rc-2)]i-3-CO-N-(Rc- 3 )2 where R C -i and Rc-2 are the 
same or different and are selected from the group consisting of: 
(A)-H, 

10 (B) -C1-C6 alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of Q-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -CsN, -CF 3 , C1-C6 alkoxy, -O- phenyl, and -NRi- a Ri-b where Ru a and Ri. b are as 
defined above, 

(C) C2-C6 alkenyl with one or two double bonds, optionally 

1 5 substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri. a and Rj_b are as defined above, 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

20 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi. a Ri.b where Ri_ a and Ri_b are as defined above, 

• (E) -(CH 2 )i-2-S(0)o-2-(Ci-C 6 alkyl), 

(F) -(CH2)o-4-C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 

25 -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, -NRi_ a Ri_ b where Rj_ a and 
Ri-b are as defined above, 

(G) -(Ci-C4alkyl)-Rc*-aryi where Rc-aryi is as defined for Ruryi, 

(H) -(CrC4alkyl)-Rc_heteroaryi where Rc-heteroaryi is as defined 

above, 

30 (I) -(C1-C4 alkyl)-Rc-heterocycie where Rc-heterocycie is as defined 

above, 

(J) -Rc-heteroaiyi where Rc-heteroaryi is as defined above, 
(K) -Rc-heterocyde where Rc-heterocycie *s as defined above, 
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(M) -(CH 2 ) M -Rc^-(CH 2 )o^-Rc'-aryi where Rc-4 is -0-, -S- or 
-NRc-5- where Rc-5 is C1-C6 alkyl, and where Re-aryi is as defined above, 

(N) -(CH 2 )i-4-Rc4-(CH2)o-4-Rc-heteroaiyi where Rc-4 and Rc- 
heteroaryi are as defined above, and 



substituents selected from the group consisting of Cj-C3 alkyl, -F, -CI, -Br, -I, -OH, 
1 0 -SH, -C=N, -CF 3) Ci-C 6 alkoxy, -O- phenyl, and -NRu a Ri_b where R]. a and Rj-b are as 
defined above, 



substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C^N, -CF 3 , Q-C 6 alkoxy, -O- phenyl, and 

1 5 -NRi- a Ri.b where Ri. a and R14, are as defined above, 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and Rj.b are as defined above, 

20 (E) -(CH2)o^-C3-C7 cycloalkyl, optionally substituted with one, 

two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and -NRi_ a Ri- b where Ri_ a 
and Ri_b are as defined above, 



5 



(O) -Re-aiyj where Rc-ary* is as defined above, 
and where Rc-3 is the same or different and is: 



(A) -H, 

(B) -C1-C6 alkyl optionally substituted with one, two or three 



(C) C2-C6 alkenyl with one or two double bonds, optionally 



25 



(F) -Rc-aiyi where Re-aryi is as defined above, 

(G) -Rc-heteroaryi where Rc-heteroaryi is as defined above, 

(H) -Rc-heterocyde where Rc-heterocycie is as defined above, 

(I) -(C1-C4 alkyl)-Rc^aryi where R^-aryi is as defined above, 
(J) -(C1-C4 alkyl)-Rc-heteroaryt where Rc-heteroaryi is as defined 



above, or 



30 



(K) -(C1-C4 alkyl)-Rc-heterocycie where Rc-heterocyde is as defined 



above, 



(XVI) -CH(Rc-aryi)2 where Rc-aryi are the same or different and are as 



defined above, 
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(XVII) -CH(Rc-heteroaryi)2 where Rc-heteroaryi are the same or different and 
are as defined above, 

(XVIII) -CH(Rc-aryl)(Rc-heteroaTyl) where R C -aryI and Rc-heteroaryl are as 

defined above, 

5 (XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aiyi or 

Rc-beteroaryl OT Rc~heterocycie where Rc-aryl Or Rc4ieteroaryl Or Rc-heterocycle are aS defined 

above where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl is optionally 
replaced with NH, NRn-5, O, or S(=0)o-2 9 and where cyclopentyl, cyclohexyl, or 
-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
10 -ON, -CF 3 , Ci-Ce alkoxy, =0, or -NRi_ a Ri_b where Ri_ a and Ri.b are as defined above, 

(XX) C2-C10 alkenyl containing one or two double bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -CsN, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRj-aRi-b where Ri_ a and Ri^are as defined above, 

15 (XXI) C2-C10 alkynyl containing one or two triple bonds optionally 

substituted with one, two or three substituents selected from the group consisting of 
C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRj-aRj-b where Rj. a and Ri_b are as defined above, 

(XXI) -(CH 2 )o-i-CHRc-6-(CH 2 )o-rRc-aryi where Rc*yiis as defined 
20 above and Rq~6 is -(CH 2 )o-6-OH, 

(XXII) -(CH 2 )o-I-CHRc-6-(CH 2 )o-l-Rc-heteroaryl where Rc-heteroaryiand Rc-6 

is as defined above, 

(XXIII) -CHt-Rc-ai^l Or Rc-heteroaryl>CO-0(Ci-C 4 alkyl) Where Rc-aryl 

and Rc-heteroaryi are as defined above, 
25 (XXIV) -CH(-CH 2 -OH)-CH(-OH)-phenyl-N0 2 , 

(XXV) (C r C 6 alkyl)-0-(C r C 6 alkyl)-OH, 

(XXVII) -CH 2 -NH-CH 2 -CH(-0-CH 2 -CH 3 ) 2 , 

(XXVIII) -H, or 

(XXEX) -(CH 2 )o^-C(=NRi- a )(NR 1 _ a Ri. b ) where R u andRi_ b are as defined above; 
30 or a pharmaceutical^ acceptable salt thereof, and one or more pharmaceutical^ 
acceptable inert carriers. 
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184. A method for inhibiting beta-secretase activity, comprising exposing said beta- 
secretase to an effective inhibitory amount of a compound of formula (X) 



5 where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
or a pharmaceutically acceptable salt thereof. 

185. The method of claim 184, wherein said beta-secretase is exposed to said 
10 compound in vitro. 

186. The method of claim 184, wherein said beta-secretase is exposed to said 
compound in a cell. 

15 187. The method of claim 1 86, wherein said cell is in an animal. 

188. The method of claim 1 87, wherein said animal is a human. 

1 89. A method for inhibiting cleavage of amyloid precursor protein (APP), in a 
20 reaction mixture, at a site between Met596 and Asp597, numbered for the APP-695 

amino acid isotype; or at a corresponding site of an isotype or mutant thereof, 
comprising exposing said reaction mixture to an effective inhibitory amount of a 
compound of formula (X) 



OH 




/\ 



OH 



R N 




(X) 



25 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
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or a pharmaceutically acceptable salt thereof. 



190. The method of claim 189, wherein said cleavage site is between Met652 and 
5 Asp653, numbered for the APP-751 isotype; between Met 671 and Asp 672, 

numbered for the APP-770 isotype; between Leu596 and Asp597 of the APP-695 
Swedish Mutation; between Leu652 and Asp653 of the APP-751 Swedish Mutation; 
or between Leu671 and Asp672 of the APP-770 Swedish Mutation. 

10 191 . The method of claim 189, wherein said reaction mixture is exposed in vitro, 

192. The method of claim 189, wherein said reaction mixture is exposed in a cell. 

193. The method of claim 192, wherein said cell is an animal cell. 

15 

194. The method of claim 193, wherein said cell is a human cell. 



195. A method for inhibiting production of amyloid beta peptide (A beta) in a cell, 
comprising administering to said cell an effective inhibitory amount of a compound of 
20 formula (X) 

OH 

X N CH NH 
H X CH X C X R C 

S /\ 
^1 ^2 ^3 



where Ri, R2, R3, Rn and Rc are as defined in claim 1 , 
or a pharmaceutically acceptable salt thereof. 

25 

196. The method of claim 195, wherein said administering is to an animal. 



197. The method of claim 196, wherein said administering is to a human. 
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198. A method for inhibiting the production of beta-amyloid plaque in an animal, 
comprising administering to said animal an effective inhibitory amount of a 
compound of formula (X) 

OH 

x n 6h nh 

H X CH X C X R C 

! /\ 

R 1 R 2 R3 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
or a pharmaceutical^ acceptable salt thereof. 



10 199. The method of claim 198, wherein said animal is a human. 

200. A method for treating or preventing a disease characterized by beta-amyloid 
deposits in the brain comprising administering to a patient an effective therapeutic 
amount of a compound of formula (X) 

OH 

6h nh 

W CH X r c 

I /\ 
Ri Ro Ro 

15 12 3 

where Ru R 2 , R3 5 Rn and Rc are as defined in claim 1, 
or a pharmaceutical^ acceptable salt thereof. 



20 



201 . The method of claim 200, wherein said therapeutic amount is in the range of 
from about 0.1 to about 1000 mg/day. 



25 



202. The method of claim 200, wherein said thereapeutic amount is in the range of 
from about 15 to about 1500 mg/day. 
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203. The method of claim 202, wherein said thereapeutic amount is in the range of 
from about 1 to about 100 mg/day. 

5 204. The method of claim 203, wherein said thereapeutic amount is in the range of 
from about 5 to about 50 mg/day. 



205. The method of claim 200, wherein said disease is Alzheimer's disease. 



10 206. The method of claim 200, wherein said disease is Mild Cognitive Impairment, 
Down's Syndrome, or Hereditary Cerebral Hemmorrhage with Amyloidosis of the 
Dutch Type. 



207. A composition comprising beta-secretase complexed with a compound of 
15 formula (X) 

OH 

x n 6h nh 
w ch x c r c 

i /\ 

R<i R2 R3 



20 



25 



where Ri, R2, R3, Rn and Rc are as defined in claim 1 , 
or a pharmaceutical^ acceptable salt thereof. 

208. A method for producing a beta-secretase complex comprising: exposing beta- 
secretase, in a reaction mixture under conditions suitable for the production of said 
complex, to a compound of formula (X) 

OH 

/\ /K / nh \ M 

! /\ 

R-j R2 R3 

where Rj, R2, R3, Rn and Rc are as defined in claim 1, 
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or a pharmaceutically acceptable salt thereof. 

209. The method of claim 208, where said exposing is in vitro, 

5 210. The method of claim 208, wherein said reaction mixture is a cell. 

211. A kit comprising component parts capable of being assembled, wherein at least 
one component part comprises, enclosed in a container, a compound of formula (X) 

OH 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
or a pharmaceutically acceptable salt thereof 

212. The kit of claim 211, wherein said compound is lyophilized and at least one 
1 5 further component part comprises a diluent, 

213. A kit comprising a plurality of containers, each container comprising one or 
more unit dose of a compound of formula (X) 

OH 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
or a pharmaceutically acceptable salt thereof. 

214. The kit of claim 213, wherein each container is adapted for oral delivery and 
25 comprises a tablet, gel, or capsule. 




(X) 
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215. The kit of claim 214, wherein each container is adapted for parenternal delivery 
and comprises a depot product, syringe, ampoule, or vial. 

216. The kit of claim 214, wherein each container is adapted for topical delivery and 
5 comprises a patch, medipad, ointment, or cream. 

217. A kit comprising one or more therapeutic agent selected from the group 
consisting of an antioxidant, an anti-inflamatory, a gamma secretase inhibitor, a 
neurotrophic agent, an acetylcholinesterase inhibitor, a statin, an A beta peptide, and 

10 an anti-A beta antibody; and 
a compound of formula (X) 



OH 




/\ 



(X) 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
15 or a pharmaceutical^ acceptable salt thereof. 



218. A composition comprising an inert diluent or edible carrier; and 
a compound of formula (X) 



OH 




(X) 



20 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
or a pharmaceutical^ acceptable salt thereof. 



219. The composition of claim 218, wherein said carrier is an oil. 



25 
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10 



220. A composition comprising a binder, excipient, disintegrating agent, lubricant, ot 
gildant; and 



a compound of formula (X) 



OH 

x n 6h nh 

H X CH X C X R C 

! /\ 

R 1 R 2 R3 



where Ri, Ra, R3 ? Rn and Rc are as defined in claim 1, 
or a pharmaceutical^ acceptable salt thereof.. 

22 1 . A composition comprising a compound of formula (X) 

OH 



R N \ 

6h nh 

H X CH X Rp 

I /\ 

Rl ^2 ^3 



where Ri, R 2 , R3, Rn and Rc are as defined in claim 1, 

or a pharmaceutical^ acceptable salt thereof, 

and where the compound is disposed in a cream, ointment, or patch. 



15 
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